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(57) Abstract 

Novel amidino derivatives represented by general formula (I) which have an inhibitory cfTect on blood coagulation factor Vila and arc 
useful as preventives and/or remedies for various vascular lesions associating accelerated coagulation activity, for example, universal 
intravascular coagulation syndrome, coronary thrombosis, brain infarction, brain embolism, transient cerebral ischemic attack, diseases 
associating cerebral vascular disorders, deep vein thrombosis, peripheral embolism, thrombus formation following artificial blood vessel 
operation or artificial valve replacement, diseases associating postoperative thrombus formation, rcobstruction and reconstriction following 
coronary artery bypass, rcobstruction and reconstriction following PTCA or PTCR, thrombus formation during extracorporeal circulation 
and glomerulonephntis. In formula (I) each symbol has the meaning as defined in the specification. 
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^l-'^;!/) -COOR 1 l^ + f7)C 1 -4 T;i-^;b.S, R6, R7 {ZX'-^XfW 

5 (Cl-4 7;u^;u) -0- {C \ - 4 r n^^r )i) - 7 a. 

1 -4Tib-1r;l/&, R17^ R28. R2 9 X -oXUh^Hi,- (CI 

~ 4 7;i^-t;i-) -OH2£ct3<7)C 1 - 4 T;i-'^;bjji, R i 7 i o T^f^t^ ? tt^ 

- (C 1 - 4 T;i.'^;i.-) -0- (C 1 - 4 7^1^^ -0- (Cl-47;i' 

^^(DC 1 -47Jl^^;i-^. J UzX-oX^iy^hi,- (C 1-4 7 
10 -NR2 2-^tpo)C 1 ~-47;b + ;uJ£, J ^[ZX-^X^h^Kh- 

(C l~4 7;^^;^) -NR 2 3 co-^^^t^C 1 -4 7;^^;^ii. J 2^4" 
o-s (O) r- (C 1 ~4 7;^^;^) ^l^^oc 1 - 4 7;i-^;^^, J 21&41 

COC 1 ~ 4 7;U^;l'S, J 2^430- (C 1 - 4 7;l' + ;l') -R2 4^4i(7)C 

1 ~4 7;i-^;i'^. J 2^ctJi3j:o;-R2 e^icjioT^b^n^^ ^ y (CI 

15 - 4 7;U^;i^) ^^(DC 1 - 4 T)V^)V^^ R 6, R 7 l,Z X X ^t> ^ tl i> - 

(C 1 -4 7;^^;^) -0 R J ^^^'WC 1 ~4 7;i^^;i-*, R28^ r29 
ilX<>XU^^iti>- (C 1 -4 7;U + ;l-) -NR25R26^ft:^c 1 ~4 

20 Rfi. R7. R8. Rio, R^^ Ri-^ R^^ j2(cJ:oT^ 

^5$^i^c 1 - 8 7)1^11^. m^^^mn^^T^m.om^&imj^'R " , 

25 R 1 . R 2 Hi oT-^^?^i4C 1 - 4 7 ;b n -> * ;b7K- ;l^S4^ cOC 1 - 
4 7;^^^->ji;, R 1 , R 2 i: i oT^b^iL^ C 1 - 4 7 ;b =J + -> * ^i^-K^ 
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7 M 1^1 Q ^ T n Jt (7) M 1^ #) S C 1 - 4 T ;b n + V * ^i-^K ^ S 1^ «7) C 
1 - 4 7;U3^vSt l±. / Y^'y. J^h^'y. -/xnt^^y. 7'b^v^i3 

5 R 1. R 2(z ioT^^b^^fi-SC 2-4 T ;^ ^ ^ 1 ^ v - >!£ 4^ <7) 
C 2 ~4 7;i/^-;l-&, R-l, RScloT^^b^^l/?,- (C2-4T;1^^^ 
)l) -COOR 1 0S4'<7)C 2 - AT)^^^}\^^b{i. J^-r-^L-^ 7"p^-;p, 

R6, R7^:J:o■C^:b$a^/^Dy>J^.^-i:^i. 77^\ Jtl^s ^;fi3J; 
10 lf3^^!^.^X^^io 

MttzliBO mW.'f- 3 ? iifz ^ i-)V&X^hi> o 
15 S-e^-So 

J 2nJ:oTg:b$ti-^.C5--7v^n7;i'^;i^^t{±> 'y^u^y^jv^ 
-y^u^^i/lViilU'y^'ayK-f'f'A'^Xhh^ 
Rl7, R2 4}cJ:o-ca^5$^'6C 2-5 7>';l'S<i:f±. 7-fef-;i-. 7"n 

20 El. E2, E^Kl^x^h^tii>S-l n(n^-m^m.^Mt\±. 'y^u 
^y^Vs.y, ^y^y, 'yi7u^-:r^Y^)s.y^i)^^\fhfiio 

'E,^\zl^X^h^i^i>b-l^(DimRmnt\i. ^y^u^y^y^ v 
^u^^^y, i/^u^-f^fy-fy^^ifhtiio 

25 ^x^f&^ni>5-6^(D^^mu^^mt\i. y^u^y^v^y. -<y^ 
yi)^^\ihi^i>. 

EK £2, E^\zX^X$ih^fih^-l ^(n:^-fmttz\tm\\(O^T^ 

16 
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^" V* 'j V > . t° 7 V* U > . 7 V* 'J . 'J >" \£^y i>'y. T h 'r 
K u tf 'M > . f h 7 K a e V ^ >' >\ ^ ^- t K d b° ') = >' > , t 
h 7 Kn ^v>^ Knt°') h K u r -t'tf > . 

VY-Y^V yy . r b 7 H Ka 7 7 > Kn t'-y >\ r b t: Kn t' 7 
10 Knf-:^-7 i T h 7 ti Ku-?-:t 7i > , >t:Ku-f7Y> (v 

HKD^.tli7>) . r b 7 H Kaf-T -f > (f h 7 t Ko -)^:}- k: -7 > ) , 
vli Ko;i-^-9-y-;i^, X h7k K^7^-t^^-7'-;l^ >"t Kn < v+^+j-V 
r h 7ti KD-f V t^-^i-V-^b. >' t Kn -?^t 7'-;b, x h -7 k K o 
f-TV-^l', y t Ka 7f-7 7'--'l'. r h 7 1' VfT7'-;l-. ^)l'Y^')y. 
15 f-t^-ii^^V^. t:D-;i/, ^^^'•7*-'i-\ t:77*-;i/. !:i'Jv>, t:7v 
\L')fvy. \^Vriyy. 7-t'li>. vT-t'f>, 77>. 
117>, t^-tlf>, :t^-^-t*li'>. -?-:l-7x>\ f-T-f> Ott;7>) . 

+ v7 7'-;U, rt^-y-v^, t^-^fvTv^', :f^+h-t'k:>. .t + ■^^>■" 
20 7-fH'>, -^TvTV'-Jl/. ^7vy. -;-7v7v>. ^7-t't°>. -;-7 y 
7-t*e'y^75-'^tr'^^t'i>o 

25 J 2m;oT^^$ft-2) 5~ 6fl(/)Ml'^--rnltt(l, Ig-XIl'^ i5 i f// 

17 
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W)iyy. t°7V'';y>. vf-^9>. yf-7>. li^7v>. 



-tf>. t7:5'U>', 1, 2, 3, 4 -r h7t Kot7;5' 
20 ^y^/yyy^ 2, 3 - vt: Kn'^>y79 --^^ 5 ^V*-;i^. 1, 
3 -y:f^^^ yfy. ^>V*f-:t7 J. lf'jv>, , l:U^i/'>. 
^y'j>> f-i-7x>. 7 7>7!l^'^if "bft. ^>-tf>. t:Vv>. -^rtTx 



15 



-^^ ( I ) ft^> 




18 
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•fei^ ( I ) 



m 




yy^ t: yyy. ^-ty j-yMitL . ^>-tr">. vi'ivy. i 
yy^ ^t7x >7:)^~1#t:Wi Lv'o 
5 (I) R -1 (>'R 5^^^~|^btijt±t-<"CW--i Lv^TiN 

10 -j^jt ( I ) 4^. R 7 btXf±t-<T{i-T^ Lv^7i\ ^^'i < t <) Hi 
OR7^i±7K^I^.i^, C 1 -~ ATlV^ivm. - ha^. NR 1 ^R ' 
OR 17^, - (C 1 -4 T;u^;i/) -OR 1 7^-r'^4^<h^^~Wt Lv^o 

(I) hm'nh-fmtt--^X^^tL^^^-hK -CH2-0-*. 
-NR3 0CO-S, -NR3 1CHR3 \)^t LV^ 

15 (I) X-^^^tlMt^^(Oih. 




(R% 



(R')n 



20 



19 
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5 




10 

(l-l) : 
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(I-l) 



tlf^CMM^^iyi-o ) . -NR3 1CHR32-^ (^4:, R3 li^lLKR 
l±t)^Vi<LX$,iK E4il(7)E2^i3J;C/M-e*^ 1 11(7) R 4 (7)1^12:1 i± 

10 J; OlffSLv^ib^tii: LT{±. -^^ (I a) : 




15 -^i^j^ (lb) : 



21 



wo 99/4 1 23 1 PCT/JP99/00622 




( I e ) : 



22 
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-^5t ( I h ) : 
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HN 



i>in2 



NH 




-mi (I i ) : 



^ cO0tJ#14il, t-tiXt'tKh (i^imW^^\1 htlio 



5 
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wo 99/41231 
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40 
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wo 99/41231 
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w o 99/41231 



PCT/JP99/006:2 
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10 jivy-;i/7^>. h'Jy!. (n Kn:^->y-7-;i/) 75 7;i/^*- 



52 
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R 4 is J: (/-R 5 ^fi C 0 N R 1 R 1 •■^ MX'/W£< ^ L. - C 0 0 H 
5 P (0) (OH) 2;^>^^^i ^'^ ^7"^'-^^- 5- Y^l'JJc^f'r^lt^i^^ 

7i>{i:|Sb$^j:v^{bf^!t^, t^^^*>-fct (I-A-1) : 



10 




(I-A-1) 



{r^^^ Rl-1. R2- li5j:0="R3- lli-g-ll-e'flR 1. R2i3j;CfR3t 

[B]DTii*=^^fct75\ R^ R 2ioj;(/R3 t:ioTgb$^i^^(:,7K^*^^~ 

R4-l(±R4f/J^$tl^^^0 9 *>(7)C0NR 1 2R1 3 gj,:^^ t (b] C^l^ ^ 

^;bt75\ R4 tcioT^^^^i-SSC-COOH^. P (0) (OH) 2* 

isXlfy-Vy V- ;u - 5 - ^ ^i^^tI^^S ti^S^^. ffiE^t&R^-McJioT 
^^^gn-S^H-g-S ^'J.-COOH^. P (0) (OH) 
20 V*-;l--5-^ ^H&li^*sl?il/---COOHSf, P (0) (OH) 2^^<J^ 

O't Yyy'-)^~ 5 - -r ;^^^llbt'()<7)i: I. R ^ • ii R 'Ctj^? 

^OCONR 1 2 r 1 3)my\'b^'CMMiUht^\ R 5(.:J: oT^b 
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?^i^Jfti:-C OOH^, P (0) (OH) ^^'7- h v H- b - 

-COOUm. P (0) (OH) 2 3£i5iJ^"T h^v'-^u- 5-^;i-^t±1* 
=«^tL/'-CO OH^, P (0) (OH) gSi^ii^'^ ^7 V'"'l^-5-^ 

R 6 - 1 io J; U^-R 7 - 1 a^jl^'ivR 6 i5 i 7 ^ [b] tMMi:^t)-r-A\ R ^ 

fflat'&Re - ii5it/R 7" 1 lcj;o-C^^5?n4*t:-g-t J: 

10 ^t>t'()t7)i: L. 

A 1 (±-NR3 Oco-^^^^L, 

to ) -e^^^fi^^f^g^b-^t/ii. (n) : 

15 




(III) : 

20 
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R 



,2-1 



NH 



R 



1-1 



N 




,3-1 



NHR 



,30 



(ni) 



< hMtRlttcf^-r ^ i J: ^iSt i C i //'C I ^ 75^ R - Us J; 
fit ^tJ.zx'o m^i- i>^t t:- ^ i> o 

( 1 ) m^^y^ K^fflv^-S^ii. 
(2) ?I^^Kte7K!}*i^fflv>^;^?£-, 
10 (3) lis^^^iJ^ffl'-^^^^ffi^^'^tf f^^n^o 

■^;l.x-r;l'. Th7tKn7 7^'^) >t^, 0 - 4 0 TCeStlt-^-^'i Cl i: t* 

20 (2) ?g^^*!t7R!t%^fflv^^;^j£ii, mm. i] n^t^ymi^mmm (>n 

>, i/^ -;-;b7 ^ y iri'j N-^ U (7)^ftT. S5-'^7 

25 x^;L-, ^'DO^-fg.f v-/^'b^) - 2 0 - 4 0 rr-RCc.^-ii-, f^f,?! 
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fzU^^m^^'^'t^irmM ('/nn.t;lA. >a.f-;Ui-T 

(3) la-^^i) (1. 3 -vv;'D^^> ;^*;i.7K> < ^ K (DCC) . 1- 
5 jn.f-;l/-3- [3- (v ^ -r-^U'T ^ 7 ) ■fv\^)V] ijJl^:^^^ K (EDC) . 

^'*V*-;u (CD I) ^fl'&LTfflv^^^^ftti, {?iJ,i[J\ ;^;;i4^>B§tT 

h'jTV-^l' (HoBt) ^fflv^-S75^fflv^;S:V^T\ 0 ~ 4 0 ^T'^S ?-ti:^ 
Z.ivh {\) . (2) i^itf (3) (^E)S(±. v>-f^i^:^-/gt±:^*;^ (T;u 

gt;^if-;i/, 7-v-;i.^) nf: ^ i±te«T% ^tM^ 

mi^mmm^\ts mut. «m (y-hyt Kn7 7>. v.+^-9->, 

'J:x.i-)V:L~T)i^ Mj^^^i-. y^'/-;u. i^j^y-;!.^) tK^SH 
25 ^T. (^^•7V'>A^t> ^^°7V■^A, 7K^jt:'^"7 V A. gt^^N"7 V 

(a -2) A75'-NR3 0co-*-ti5*}. tJ^ori, R 2 i3 J; tf R 

56 
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Mtik'k -Z^ Mi: f<io . :^-oR UiJ: LKR ^vJ^iiCONR ' -R ^ 3 
5 (if-t7 X >Ti^^it:','^?^!). -t^-;f:)-^--fc\; (I -A- 2) : 




(I-A-2) 



i>R^-^iiXxfRT -2 i<zx^x^h^iii>mz^iiiiy^m^i^xrf7 < 
-^(iBtfiS^|H]i:^i*^^:bto ) x^.^fvh\'c^mt. -^jt (XI- a) : 

15 




(Xl-a) 



-tea^ (IX) : 
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H2N— (IX) 

{±#«T, -Jl^^ (IX) T'/7i$;it4jl:^?&S7t:(±-^Oi^i:.M§^ ^' 
(b) -fe^ (I) -e/T^^i'&^b'^t/fT)^*,, A^^^-SOsNR 3 4-^^3 

^t^*^^t)$-r. /5^OR4i>J;UfR5^{±C0NR 1 2 R 1 3 ^J.:J,i^|.(7) g 

15 ^^feL. ;6^o-C0 0H^> P (0) (OH) 2 J; h ^ V'-Ji^ - 

^^-^^ (I -B) : 



20 




i^^. A2i±-S02NR3 4-^^f^{i-NR3 5S02-^^^^L. 

58 
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-mi iiv- 1 ) : 




(IV-l) 



5 (V - 1 ) : 




£>?^t^7j\ -A^jt (IV- 2) : 

10 




(V - 2) : 
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HO3S 

0«T. T^>tMM (^^nn.t^l/A, mit^^l^y. vj:-f-;i.x- 

(c-l) (I) -C/T?:fL^:$:|§B^'fb'^:t;cod-t,. Ai)^-0-CU 

2-. -S-CH2-i3«ty'-NR3iCHR3 2-l_^-e^l9> /i^oRi, 
R 2 i5 J; ?/R 3 mi^m^i^^t S^g^ $ /?»^o R 4 i5 J: t/R 5 mi 
CONR 1 2r 1 3^i,:l.^(7)^:^g;bL, P (0) (OH) 

20 2&^^^'^ h7V*-;U-5-^;l/|&^-g-^t'&*^^^^?t\75^0R6j3j: 

f/R 7 ^i±7KlS» 13 J: f/7 5 / ^=^^tt -5 ^ $ -f . E 4 If n - 
yyyidirf^^y^yimi^^^ji^^it^^fu. t^^*j-«cjt (i-c- 
1) : 

60 
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(1-C-l) 



i^^. A^ll-O-CHg-. - S- CH2-t^-:{i"NR''^iCH 
5 R32-l-^ i^tp^ R 3 2 - 1 ji^^J^,:f ^ v7y^. COOK 3 6-1^ 
(^4:^ R3 6-1(±C l~4 7J^^;^^^9^teto ) , ifzii 
C 0 N R 3 7 - 1 R 3 8 1 ^ {^ip^ R 3 7 - 1 is J; 3 8 - 1 [i^K^'Kn 

10 bto ) -e7F$a^$5IB^jl:'&!f^i±> -^^t (VI) : 




■To ) T"?f^?n^fb^tIi:, -^j^ (vn) : 
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vyyy (THF) . ^it^^l^y. ^'nn.twUA, E 

^y'^y. ^^•^>. ^>-if>. h;i/x>, ->v^;^'-^;^A7< 
K (DMF) . K (DMSO) . ^^-^ r 

10 T< K (HMPA) ^) ^« (TK^^ktb'J-^A. h 'j 

0 - 8 OrTif 'i^tL^o 
^Tt:. A3;i?-NR3 lCH2-^«^^'&, -J^^ (XIl) : 



15 
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(c-2) (I) -e/T<?n^4^^(f3tt:^^t/^') A7i— 0-CH2 

-S- CH 2-i5i:{;^"-NR 3 1 CHR 3 2- 1 -^-e-^i^O, R l , 

C ON R 1 2 R 1 3^im(^^i'^hl. ;!)^o-C 0 OHft. P (0) 
(OH) 2*^-^ J^^'t- ^7y*-;L'-5-'f 'i-i^^t^;^t^)£^^t)?-r; 

10 ( I - c - 2 ) : 




(I-C-2) 



(^4^, A3(i-0-CH2-> -S-CH2-i3iy^~ 
15 -NR3 1CHR3 2-1 -^-c$,(}, ^(Dmm^'^\m%Ztm\L'^,f)f.i^h 

to ) x^TTs^fiiM^mi. -te^ (XI- b) : 




(Xl-b) 
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(IX) : 

^ H2N— (IX) 

10 (d-1) -m^ (I) X'^^^hz>^^mit^^(^i-ib. A-A^}£=-uy^. 

-CH2-0-^, -CH2-NR3 3_^^ iSlZf-CUz 

?/R S^JiC ON R 1 2 R 1 3 j£],:j,^<7)^^^;bL. 7)-o-C00HS. P 
(0) (OH) 2^^"t<y'> 7V*-;u-5 -^^U^^'g-^t^^*^^^ 

15 -f.^^0R6i5j:y=-R7^(i;;^;^^i5j;^-7^ y*^^tt'5*^S:b^-f, 
A/i^'lf-l'^^^ fci±J^^-l^ >S(^Ji^l±E 4iEt(±t-u-;l/, 77 J; 
lF^t7^y\im^^^£^"\t'k'^. t^^^-^^ (I -D-1) : 



= 1 (I-D-1) 
20 

(jt't'. A'l (it*- l/>^, j:^-l.>^, _CH2-0-S, -CH2-N 

r33_^^ tfzii-cuz-z-mUhL. E 4 cj^(iE4if trHji:tp;fi 




64 
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to ) -C/i^?a^:?rc^flf3ffc^!^i±, (vni) : 



5 




(vni) 



i:ti*^S^to ) -C/T^n^^b-g-tit, -fe^ (IX) 

H2N— Ri (IX) 

20 bti-So 

(d-2) (I) T-/T<?a^*5&9]^l:^!fe^d AT^^'t'-l/^S. 



65 
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P (0) (OH) s^i^-tO^r h7V"-;l-- 5-^^i^^^-srWt4Atll^ 

? 1% 75^0 R 6 i3 J; Of R 7 |ti±^(^J;i5 i 0^7 ^ y ^i^-a^t ^ ? f . 

( I -D- 2) : 




(I-D-2) 



{^^. A4-2{itf-i->^, j.^=.uym^ibl, ^(Dm(DB^-i±mB 
t^\:WMi^i^t. ) TvT^nsjb'^titi, (XI- c) : 

10 




(Xl-c) 



-m^ (IX) : 

HjN— (IX) 
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R S^liCONR 1 2R ] 3||i,j.^^Oi^^^5L. 7)-J-C00H*. P (0) 
(OH) ^Si^iU^r h 7 5 -^;^S^^^'-r^*?:^t?$r> i)^ 

5 OR6i3j:C/R7-^;i^j^^i5j;[/7< 7 ^^t^ Jt ^ ^ t> $ 4* V 

ffU. t^^*?*.-«ci^ ( 1 - E) : 




to ) X'm'^ivi>^mn\Y.^^\i. -j^^Jt (I-D-1) TvT?^t^{b^!fe 

-D-2) X'7f^^Ki>it^^r-^%mr^\-it^t\zi>o. i^itt^-tA^' 

v:t^-t>, vi^;i/x-T;l'. g^^xf-;l., 

20 (f ) -JiJ^ (I) T*/T^$;fli'fb'^1^^7)^ i,, R4i3j:0^-R5^?cONR 1 

2 R 1 3^JiJ,^rj.,7)^r-*0 . Rl. R2ioJ:^/R3^|i^|^^^^^-t4S^ 
^bt7i\ R li^i r/R 5|tl±-C0 0HS, P (0) (OH) 2^^^^"^ 
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ioXU'T < y^^^ii^^-r^^mU^tit'^'^. -t^jiiy-tj-^xK (l-F) : 




5 i^^^s R3-2^ R6-3;feJ;(/R7-3^(±>^tl'r^ 

RK R2. R3, R^ioXZfRT tmC^Mi^t>L. R ^ - ^ io X If 
R5-2 ji-^n-ftiR^ii J:yfR5-c^^fL^4(7)7*.<^C0NR 1 2R1 3 

^fi]ct.|*=^ife=bt7^^ ri-2^ r2-2^ r3-2^ r4"2^ 

r5-2^ R6-3i3j:i:/R7-3^(7)9-t,/l,^:5:< t i, Iffl <7)|£^?7K^^, 
10 -COOH*. T^/^. P (0) (OH) 2*^^^t±^ ^ 7V'-;^-5 - 
J /-(i-efLib^-g-^t^^^^^^L, -e<7)it&c7)E-^{i|1jietiBjDt. 

(I - A- 2) , -J^^ (I -B) , -^^ (I -C - 1) . -mK (I - 
C-2) . -J^jS; (I-D-1) , (I-D-2) , ttzii-^^ (I 

15 -E) -e/T^;h.;?,jk^t»^TJi'*'J»^ISt^i5tt^l5i1^1R):c>. m^^T 
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III., i't^^yy. ^m^-^-)^. T^v-;i^'f) >f'5/^iite?^4^-^> 

5 - 9 0 r (T-.) t^-tr ^j: ^5 n „ 

10 /?]v^T. TOi7^-:fil)nET. 0-8 Orr-RiiD^-ti-^^ ttcj: ^)fr>5r:bn^o 
(g) -^jt (I) T-TF^ti^fb-g-Jt^On -t,. R io J: C/R 5 
CONR 1 2 R 1 s^T'^^'fb^t/s -ttahh-^^ (I-G) : 




(^4^, R4-3i5j:iJR5-3^{±^^^^0}^LT. CONR12r]3^ 
^-^hL. Rl-2. R2-2^ R3-2^ R6-3i5j:yfR7-3^|±>^n^*a 
Ri. R2, R3^ R6i5J:[>'R7i:f5]t:tii^^^bt7j^ ^ixh(Dnh'Pt(i 

frl^fc. (X) : 
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NHR^2pi3 (X) 

fL^V^o Mx.tfT. W. Greene, Protective Groups in Organic Synthesis, Wiley, New 

15 i^inizi,n^\z-^->-:>Mm^}^z^^X^^^^X^inmizm^^ti^j:^\ K 

mm-C (CH3) 2-OCH3^75^'fflv^ibfl2>o t T^c Cl ft Oi^M 
20 -^j^ (II) . (m) . (IV- 1) . (IV- 2). (V-1). (V-2). 

(VI) . (vn) . (vm) , (IX) . (x) . (xi-a) . (xi-b) , (xi 
-c) isXlf (XII) XTF^iXiit^^ii. 'tii^^^M^mx^^^\ t 

tz^i^mijii. t fzimmmzw.<^i]mzX'DX^&ti ^t^j^x^^o 

mm. (II) . (v-1) > (v-2) , (VI) . (vm) , (XI) 
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L : OT f , .'WYyKl^'-^ 

T f : b V 7 '1^ t D ? > X II --N ^ 

M : - B (OH) 2 ^ - S n i C 1 ^ 4 7 J^ ^ ;u) 3 , 

R '1 2 : -m^^j^r i yM(^)mm. 

T f 2 0 : h 7 t D ^ ? > x >^ • &-7K1^. 

HC (SMe) 3: h'jX> i/'fJl-J-t) /9y. 
NBS :N-7''n^-;;^^>'>'^^ K, 
TMSCN: Y') ^'f-)l'y'] )lyT^V\ 
10 H C 1 a q : 

M s C 1 : p< 3^ > X 'l/^:^ n 'J 

T s C 1 : p - h )^J-y X 'I/* - ;L' n 'j K, 

A4-1 :-CH2-0-:£, -CH2-NR33-^^ _CH2-S-^. 
: -NR3 -0-CH2-»^ -S-CH2-*^ 

15 -NR3 1CHR3 2-1_^^ e^U^'^. tfza:^-J'-l^y^. 

N a S H : S-it'fkTK^-f- h 'i -^A, 
Me I : 3^it;<^)\^. 
UeOU : ^ y 
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1) TMSCN 

2) HCIaq 
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KloXn^ 4 - 2 
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Br 



-.44 



(VIII- 1-1) 



NC 




(VIII- 1-2) 



,3-1 Br 



(VIII- 1-3) 



Y 

B(0H)2 

(V-M) 



,3-1 



NC 




(VIII-1-4) 
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(VIII-1-4) 



1) NaSH/MgCl2 

2) Mel 




(Vm-1) 



HCI, MeOH 
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R£-X^Iit 7 - 2 
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(XI-3) 

1) NaSH/MgCl2 

2) Mel 
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i *} Silt's. ; tTjs-?- 5 
5 75^ 1 (i^/^io ii i 0 t ^ - t ij'-C- 1 ^ o 
(1 ) FVnafl*?St4 

^5&0/lik^^^^ 1 0%DMSO-i#T£ (1 0// 1) t:, FVIIa (AD I #4 0 
10 7. $*^J^1 0 nM) . mm'-i- (AD I # 4 5 0 0. \ 0 nM) i5 

J;?7=';S<l:*;Wv'>At^tf^«?g (65;/ I) ^ijn^. 1 o^>r^j, 3 7t:-c 
T'lx^ >^i'~<-v 3 > 1;^.% -<7)l^lSL/cf^*it?ittl. 2 mM<7)H-D-Ue- 
Pro-Arg-pNA (Chromogenix S-2288) ( 2 5 // 1 ) ?r ji^Jn L (l£^ffl 1 0 0 1 ) . 
I1B#6^1^. 4 0 5 nmc7)i!S7t^^ii^LT^7Ijlij[J^^]<«6/L% Y.%t%^m\^^ 
15 !t^?$?S<7)ft^^ 1 0%DMS0^^SnLfc()O^n> yv-)it L. ^flii 

5 o%i£T?-^^^[:^t/M (iCso) Pfi*^^fflo^i^^ L^co 

^jl::^^^->^>Ai3j;yfS-2288<7)^it/^(±, 2 mMiS J: ?:>"0.5mMh L, 
^Wt:i±, 0.2%PEG6000i5J:r/l 5 0mM^jk-f-Mi'>A^^tf5 Om 
U(D Y T^imimm^ (pH7.5) ^fflv^/^o ?g^^^2 StCTK-To 
20 S2 8 





I C50 (/iM) 


HJfe^S 1 9 (4 7) 


0.012 


^Sfe^4 6 


0.013 



(2) -fv Yuy\£ynf^ (PT) io^if^'rStifb&r/yj^ h n >;K-/7;^f->B* 

m (APTTi m'-^^~ii>M'^mm\\\M^ 
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PTfiti, m^^^^£imLnmr^i:i>-mmtmmi:^ML. aptt 

t-r. IF/ffi- Ifil 1 (verify reference plasma. :t *V > T - * ) t 

5 mitfr^i!}'^ 1 0 % DM S OvS?!^^ 9 : 1 wfij-g-eil^ L/^o 

(a) PTPJ^ 

±.UXmmitz!SSL^ioirfy^>^''fy:^^yC (Dadett) ^fflV^T.^g 
il^Htlte^l (Sysmex CASOOO) X^ik^mm^m^LfZo 

CT2) ^?fcs:)7'>:o 

(b) APTTilJ^ 

15 l-m-^mnifzik^. r-^yr ^ AFTT (Oadett) ioXlf 2 OmM<D 

^Si&MSilJ^^M (Sysmex CASOOO) X^Sk^Mm 

d-;K7)^E|B#R5^ 2m-{C]^fit'&<k^t/it« (APTTCT2) ^IXf? 
20 Tl§<b?t)t (PTCT2) -e(DAPTT(7)Eg$ (%) ^^ibfzl^^. 
B^^b-^i^li P Tmmm^ii^'X. aptt <7)®;g{i^^t*f±'i tJ^o t^o 
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itK'^^mwm?^. ^U)Mifa^i#. (t-ti'L-TO®!. T^'^m.^'L4m) . fllaM 

^iifllR^M l Vfm'^<n. P TC a (percutaneous 

transluminal coronary angioplasty) ^ li P T C R (percutaneous transluniinal 
coronary recanalization) '^k<^^^mmm^%'^ . ^^^Wm^O'^^M^^. * 

mma. ^E^. ^^m. ^mnmrn-xim 

lQl[sl;(i^fbt!cil^PiS^?tL^75\ S/:l±s£A-A^/c^K iSt^-ol^, o.l 

20 mg^i^fpioomgoiEaT. \Bimt^h^m^^nR^-{iffti<ii.^m 

25 ^ * ^ c 
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^(7)ttt\ ifzimWM v>- m^i 

mmmm ic^j^^^ym. T7.^<y^'ym) ^t-M^^n. 

10 -i^y-J-y, k: KP^v7°n if;b-t;i/n-x, b: K n + v 7*d tf ;P;>< f-;H:r 

(i, ^lis^iK mim. %itM. mmm 

20 $mnR^-<Dfzt6<DmmtLx\t. mm. mmm. ^^^misxrimm^ 
mi^mmtfzimmixm^mmi^mi^'^^tio mmii. nt-o 
ttzii^ni:x±.(D^m!^mmmKm.mmtfz\±%it^^xm\^^hni>o 

h\m'irj:m^^ii^'xmmti^'^Mm'\'-m^x^xm^. mm^i^^^o i 
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^n^B^. 'ff;m'^x'')^:^^tii>nmmL w^mi mi^nL ^Rxm. 

-yv- m(DW^')ilk\i > ^ i (f *i]!|^ffFlfi2,868,691^i5 i 0^^^3,095.355-^ 
10 {Zl^Liim^i^X^'h. 
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(5 g) (7)v^ f-;l/*;i'AT ^ K (8 0ml) "(^W-r^R^T^^iJ 'J A 
15 (3.3g) (3.9ml) ^MI^lJPx.. 1 4 ll|F^^aT?i|^$ 

L/^o >RlStl'^M^7K (15 0ml) icJDDx.. Si^^x^^iz-cjaaiL/co ffl 

hfifzf^n (5.9g) (7)^<k^f-l^> (25ml) i^m^. T)V-JyiJ7. 

%m^y. ot:tt'Vy> (9.3m i) ioiVFY')-7i\ytu i 9y7.)V7i^y 

20 ^ • te^Kit^!! (7.7m 1 ) im:^km^. 3 Q^^fmnLfz. K^^m^m^ms 

(6 0ml) \zmk. mm^^^^ (15 0ml) TjlliaiLfCo jitiai?s^ia^o 

iiYjVfjy 1.^X1-7 YVy7 ^ - (^^+h> : ^f^j-^iv^ 5 : 1 ) T-^l^ 
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I,. -Kgii^jfUis ^- ^ t « mit<^^ (6.23 gi imz. 

T L C : R f 0.33 (/---^^yy : tt'^f&i^'T >^ - ■ 5:1} ; 

NMR(CDCl3): d 10.1(1H, s). 8.57(1H, d, J=2.2Hz), 8.16(1H, dd, J=2.2, 
8.4Hz), 7.52-7.38(6H. m), 5.45(2H, s)a 



3 - ^< > >^ ;l/ 7f -> :^ ;l/ ;K - ;l/ - 4 - h V 7 1 n ^ ;U X ;W ^ ^l' t ^ >- 



10 1 -ei^itL^^fk'&t; (i.86g) cot -■/^/-^^-T-t h- h >; 

-tK (2 7m U 6 : 1 : 2) ~^^)V-2 - fry (2.3 

ml), 'j ^l^-TK^t hV-^i^ (690mg) 0='SJ^#^t b V ^ A 

(1.9 g) ^)ii'>:jf)Dx.. 20^fal^fi-cit^4^L^.:o ix£>rS^?$?^?:7K*t'inx. 
g^^jLf-;b (6 0ml X 211]) -ejitifiiLf.-o ?4tii?i3c^ia^P:t:J^7KT^?|-L. 

15 mtkm-^^'^^ v-^AT-^^^. iisiL^co nhhtzn^^ (i.94g) ti* 

TLC : R f 0.23 (^nn;^;i/A : ^ / -;u : tR- 9 I 1 : 0.1)o 

20 2 - b 'j 7;i':tn^f-;i/7.;i"+^;i/t^->- 5 - ((2. 2-v^f-^l'7'n 




o. 



OH 
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T;bn*>:^'7>#ffl^T Or-C. mm2X^m&ltzit^m (SOSmg) 
(DMit^^l^y (8 ml) mmz. i^itt^'^'))^ (0.21m l) ioXlIP;^ 

;i..t.;i/AT^ K urn im^. ox:^- 3^mmwLfz^^. mfiiMi^'c- 
5 mwtfzo BLBu^'im'^m^ifz. mm h Ji'^y (5m 1x210]) -c 
mtfzo m^m^^it^i-i^y (smi) ortci^iPL. 

xf-jU7^> (0.5ml) i3J:;/2, 2 - f-^l^ "/n l;'';i/7 5 >- (0.24m 
M'^tt (3 0ml) KlJWl. mm^'f-)^ (3 Om 1 X 20) ■^'^H^Lfi, 

5 : 1) x-mmt. rtm^mitti>mmit^m (s 5 7mg) ^^/^^ 

NMR(CDCl3) : 6 8.39(1H, d, J=2.6Hz), 8.08(1H. dd, J=2.6, 8.4Hz), 7.50- 
7.37(6H, m), 6.16(1H, brs), 5.44(2H, s), 3.28(2H, d, J=6.4Hz), 0.98(9H, s)o 

15 

2' -t-)\^=.)i^-4- ( (2, 2 -v>^;i/7'n i^';b) * ;L'/N'-t ;u) -2 
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7;i'3'>;^'x#ffl:SiTg£-^\ ^^mr-M-^Lfzit^m (8 4 7 mg) 
cov^ f-;^'t;^AT ^ K ( 7 m 1 ) 2 -^-J^;!-? ;u7i-;b;KP >^ 

( 2 6 9 m g ) , >; V •> A ( 5 6 9 m g ) i3 i t/r h 7 ( h V 

5 7i^;L"-^;^7'f >) (0) (6 2mg) iM^kMl. 1 0 0 IC 

-es o^;>rigiH^L7t:o eic:>?i^v^^s^7K7K (3 om d tciux.. s^^^^^i' 
(3 om 1 x2|n]) -ejfimL/.-o ifiai?a^^^n:^JtS7KT'gfc?f^L. fe^Ki^^^ 

10 M^b^tl (7 7 Omg) ^mzo 

TLC:Rf 0.27 : fi^^J^f- ^1^=3 : 1) ; 

NMR(CDCl3): d 9.76(1H, s), 8.41(1H, d, J=1.8Hz), 8.02(1H. dd, J=1.8, 
8.0Hz). 7.87(1H, dd, J=1.6, 7.8Hz), 7.57-7.25(6H, m), 7.20-7. 16(1H. m), 7.10- 
7.05(2H, m). 6.27(1H, brs), 5.04(2H. s), 3.32(2H. d, J=6.2, Hz), 1.01(9H, s)o 

15 

2' -^>v;^t^v*;^*'-;^-4' - ( (2. 2 ^^i^^n 
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TLC : R f 0.38 {':7tiut^)iA : ;< 9 ■.7i^=9 : 1 :o.i)c 
EMUL 

2' - (4 -7 5 vV 7 x-;U:^7;i'/<^ -4 - ( (2, 2-vV-5^;u 




10 mMbXm^ltzit^^ (7 4 0mg) c^v ^ f-;U^;L'AT ^ K (7 m 
1) «tcyv^n^^ vjI/^^I/tKv'I' 5 K (5 1 3mg) , H'V v> ( 7 
ml) iDJ:?74 -7 5 ->V7-'; > (3 4 5mg) im>X1]\il. Mi^X-^ 

y L.^ n-r h ^'yy ^ - (^DD/-^;i/A:^^'y-;i/: 7K= 9 : 1 : 0.l-» 
15 8:2 :0.1) -Cnmis Ttm^mi^th^^^mit^^^ (SSSmg) 
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T L C : R f 0.38 ( ^ n n : / ^ y - ;i/ : 8 : 2 : 0. 1) ; 

NMR(CD30D) : d 8.32(IH, d. J=2.0Hz), 7.97(1H, dd, J=2.0. 7.6H2), 7.70- 
7.52(7H. m), 7.43(1H, d, J=7.6Hz). 7.30-7.26(411, m), 7. 18-7. 13(2H, m), 
5 5.13(2H. s), 3.20(2H, s). 0.95(9H. s)o 

2' - {,4 -7 ^ 'J J 7 }l'^<^^ - 4- ( (2. 2-y;^-y-)l 



7;i/3'>:^*;^#|g^Tgfi-C\ %m\\'^Wi^Lfz\t^\^ (8 1 4mg) 
(15ml) mm'^. 1 O^^/^'^v-^AR^ (8 Omg) ^JD 

15 y-^h'-^ LfZo IN- ym<0^ ^ (1.45m 

^th^mit^m (8 2 Omg) intzc 

TLC:Rf 0.19 (y' ^D.-^;^i. : ^ ^ y : 7jc= 8 : 2 : 0.1) ; 
NMR(d6-DMS0) : 5 10.6(1H, s), 9.18(2H. bn;), 8.91(2H, brs). 8.56(1H, t, 

20 J=6.6Hz), 8.31(1H. d, J=1.8Hz), 7.99(1H. dd. J=1.8, 8.2Hz), 7.74-7. 69(5H. ni), 
7.59-7.53(2H, m). 7.33(1H, d, J=8.0Hz), 7.31-7.26(1H, m), 3.12(2H. d. J=6.6Hz), 



10 ^ 




CHg 



• CI^SOaH 
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2.38(3H, s), 0.90(9H, s)o 




CH3 



;l/iXr;i'^##M4-*##M5 i:|B]a'7)^^lc#LTML/c2' 

4 ' -^f-^i-- 2 i-;!/*;!''-}^*^^ (8 8 0 
10 mg) (D^jk.^f-^^ ( 8 m 1 ) v^^j^tC-f y/n lf;ux^;bT 5 > (4 8 8 
1 ) ^mifz^k. Ot:i3?^±PL. ^ b^->^f-;!^i?n V K (2 1 2 1 ) 

>>A-e^^m. iiSIL. TEtlM^Wt^^M'fb'^t) (9 9 3mg) 
15 fzo 

TLCiRf 0.41 (^^^f> : St^^j^-f ;i/=8 : 2) ; 

NMR(CDCl3): S 7.98(1H, dd, J=8.0, 1.5Hz), 7.86(1H, s), 7.52-7.05(10H, 
m), 5.18(1H, d, J=6.0Hz), 5.12(1H, d, J=6.0Hz), 5.04(2H, s), 3.22(3H, s), 
2.43(3H, s)o 

20 

2' - (4 -7 5 vV 7 x^;i/:^j;by<^^;i/) -4' - ^ f-JU- 2 - li'7 x 
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5 TLC:Rf 0.51 nD.-i.yl.A : ^ ^' 7 -71- : 1 0 : 2 : 1 )o 

2' - (4 -7 ^ v'y 7 x^;i/Pt;;i/A-^ ^ -4' -^f-;i^- 2 -H*7 i 



nmMS-^m^Lfzit^^ (3 4 0 mg) ^ 9 0% h 'J 7;U:tngt^jg7K^ 

jis (3ml) izmmt. 2nr^M^Tm^Lfzo KJ^m^tmid^^mL. n 

alj^^il'^ao^ ^'y-;n:?#fSL, ^ >fgf (53^ 1) itulfz 

ttti^tt^*5&f!f]^t:^t/ (18 2mg:) into 

TLC:Rf 0.16 (^^ no.i^;ui, : 7 -J- y -;^ : g^ffi?= 1 0 : 2 : 1 ) ; 

N M R (d6-DMS0) : d 13.2-12.2(1H. broad), 10.40(1H. s), 9. 14(2H. brs). 



10 
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8.87(2H, brs), 7.80(1H. d, J=8Hz), 7.74(2H, d, J=9Hz), 7.67(2H, d, J=9Hz), 
7.49(1H, td, J=8Hz, 2Hz), 7.47(1H, s), 7.43-7.33(2H, m), 7.20(1H, d, J=8Hz, 
2Hz), 7.13(1H, d, J-8Hz), 2.43(3H, s), 2.35(3H, s)o 



fz2 - (3 - 2 ;^) 

#^ (4 1 Omg) <r)vy<f-;i/*ji/AT5 K (5ml) :i:jl:^>v 
)\y (1 6 1) i3J:f/R^* 'J -^A (2 0 2 mg) ^Jnis ^fi-C 2 2 B# 

8:2) -r^mmt. TU'\^n.m^ti>mmit^% (4 9 smg) imzo 

TLC:Rf 0.53 (^^-t^ : S^S?if-;i'= 7 : 3) ; 

NMR(CDCl3): S 8.54(1H, s), 8.10(1H, dd, J=8.0, 1.5Hz), 7.94(1H, d, 
20 J=8.0Hz), 7.80(1H, d, J=8.0Hz), 7.64-7.53(4H, m), 7.46(1H, td, J=8.0, 1.5Hz), 
7.32(1H, dd, J=8.0, 1.5Hz), 7.17-7.01(3H, m), 6.95-6.90(2H, m), 5.24(1H, d, 
J=6.0Hz), 5.18(1H, d, J=6.0Hz), 5.05(1H, d, J=12Hz), 4.95(1H, d, J=12Hz), 
3.26(3H, s)o 



5 mm 7 
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1^ 



##0!l7r'Si*L/cjk^t; (4 9 0mg) ^Ovt^-^> (7ml) -{^^^'^ 
1 N -iMig (2.3m 1 ) tSdx., b Q "0,-^:5. sm^mLtio diZA^^J^^^'- 

10 ^^ft'^.^Mjk'&ti (4 2 3 mg) ^|#/.'o 

TLClRf 0.16 (^^-y-V : «xf-;l/= 1 : 1 ) ; 
NMR(CDC]3): d 8.51(1H, s), 8.08(1H, dd, J=8.0, 1.5Hz), 7.91(1H, d, 
J=8.0Hz), 7.78(1H, d, J=8.0Hz), 7.65-7.42(5H, m), 7.28(1H, dd. J^S.O, 1.5Hz), 
7.16-6.90(5H, m), 5.05(1H, d, J=12Hz), 4.95(1H, d, J=12Hz)o 

15 

mm. 

2- (3- (4 -7 5 ->V 7x-;u:*;i//<^^;i') -fy 9 - 2 - ^ )^) 




5 
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TLC:Rf 0.62 (i^Dn^;i/A : ^^/-;p:lt;^=i 0 : 2 : 1) ; 

5 NMR(CD30D): 6 8.18(1H, s), 8.10-7.82(3H, m), 7.78-7.52(8H, m), 7.46(1H, 
dd, J=8Hz, 2Hz), 7.41(1H, d, J=8Hz), 7.18-6.90(59, m), 5.06(2H, s)o 

2- (3- (4-75 vV7x^;i/*;W/s-^^;u) ±7 9 U > - 2 - ^ )\^) 
10 • ^ ^ > X 71- 4^ > ^J^ 




TLC:Rf 0.64 (^nn4^;bA : ^ : 7K=7 : 3 :o.3) ; 

15 N M R (d6-DMS0) : S 12.4-12.9(1H, broad), 10.67(1H, s), 9.20(2H, s), 
8.98(2H, s), 8.28(1H, s), 8. 16-7.92(2H, m), 7.87(1H, d, J=8Hz), 7.79(1H, s), 
7.77(4H, s), 7.70-7.50(3H, m), 7.44(1H, t, J=8Hz), 7.34(1H, d, J=8Hz), 
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2.36(3H, s)o 

-fe^f?ll7-$jife^7 (115) 

NH (T^^ 



TLC:Rf 0.27 (^'DD.i^;i/A : > ^y-;!/ : 7K= 8 : 2 : 0.2) ; 

NMR(CD30D): S 7.66-7.81(2H, m), 7.69(2H, d, J=9.2Hz), 7.50-7.60(2H, 
15 m), 7.57(2H, d, J=9.2Hz), 7.48(1H, dt, J=1.8, 7.6Hz), 7.39(1H, dt, J=1.8, 7.6Hz), 
7.22-7.27(2H, m), 1.34(9H, s)o 

2' - (4 -T 5 i/V 7 x-;!':^ ;^^^'•=e^;^) - 2 - if7 x-;!^:^; ;V"-K> 
20 ^ ■ ^yi/}i'J^7^T}V 
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TLC:Rf 0.57 (^nn.twi/A : : g^(^= 1 0 : 2 ; 1 ) ; 

NMR(CD30D): S 7.85(1H, dd, J=8Hz, 2Hz), 7.68-7.62(3H, m), 7.57- 
7.13(13H, m), 5.13(2H, s)o 

^mm7 (2) 




10 TLC:Rf 0.54 (^^Dn^;uA : ^ ^^y-;!/: Se^= 1 0 : 2 : 1 ) ; 

NMR(CD3QD) : S 8. 12(1H, d, J=8Hz), 7.91-7.68(8H, m), 7.55-7.40(3H, m), 
7.38-7.28(2H, m), 7.26-7. 16(3H, m), 5.28(2H, s)o 

(3) 

15 4- (4-75 vV7x:::;i/*;i//<^-f -3 -ii7x-;i/*;u*'>^ • 
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TLC:Rf 0.51 : ^^'Z-;!^ :g^^= 1 0 : 2 : 1) ; 

NMR(CD3Cff)) : S 8.24(1H, d, J=2Hz), 7.96(1H. dt, J=8Hz, 2Hz), 7.91- 
7.64(7H, m), 7.56-7.41(3H, m), 7.36-7.29(2H, m), 7.24-7. 16(3H, m), 5.29(2H, s)o 

5 

^j^mi (4) 

3' - (4 -7 ^ vV 7 i- ^' - 2 - t:7 xr.;i/:^ 



NH 




10 TLC:Rf 0.57 (^'nD.-^;!/^ : ^^y-;i/:g^^=i 0 : 2 : 1) ; 

NMR(CD30D): d 8.04(2H, d, J=9Hz), 7.97-7.80(3H, m), 7.85(2H, d, 
J=9Hz), 7.64(1H, td, J=8Hz, 2Hz), 7.55-7.43(4H, m), 7.24-7. 18(3H, m), 7.11- 
7.06(2H, m), 5.09(2H, s)o 

15 m^7 (5) 

2, 3-vliKD-2, 2-y>^;i^-5- (2- ( 4 - 7 5 v / 7 x - ;i/ 
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TLC:Rf 0.44 (^on.twi-A : ;< g^i?= 2 0 : 2 : 1) ; 

NMR(CD30D): d 7.72-7.39(7H, m), 7.35-7.12(6H, m), 7.08(1H, s), 
7.07(1H, s), 5.12(2H, s), 3.02(2H, s), 1.43(3H, brs), 1.38(3H, brs)o 

^Migll7 (6) 

2' - (4 -T ^ V 7 7 -I" - 3 - kfv i-;^* 



o 




10 TLC:Rf 0.61 (^'Da;d^;i'A : 7 : g^^= 1 0 : 2 : 1) ; 

NMR(CD30D) : S 8.17{1H, s), 7.95(1H, d, J=8Hz), 7.76-7.46(10H, m), 

7.45-7.30(5H, m), 5.30(2H, s)o 
^ ^ ^7 (7) 

15 2' - (4 -T ^ vV 7 x-;^:^;;^>'^'•^^ -2, 3 -i;7x::^;i/v* 
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TLC:Rf 0.65 (^oD.-^;i/A : : ?f^j^=i 0 : 2 : 1) ; 

NMR(d6-DMS0) : S 10.67(1H, s), 9.50-8.95(3H, broad), 7.91(1H, dd, J=8Hz, 
2Hz), 7.82-7.68(5H, m), 7.68-7.46(4H, m), 7.45-7.30(5H, m), 7.30-7. 16(4H, m), 
5 7.02-6.90(2H, m), 5.24(2H, s), 5.00-4.65(2H, broad)o 

^^^7 (8) 




TLC:Rf 0.61 (^nn*;PA : > : g^S?= 1 0 : 2 : 1) ; 

NMR(CD3CX)) : $ 7.72-7.62(4H, m), 7.58-7.45(4H, m), lAl-LlipU, m), 
7.11-7.02(1H, m), 5.22(1H, d, J=llHz), 5.15(1H, d, J=llHz), 1.98(3H, s)o 

15 mf^7 (9) 

2' - (4-7 5->V7x-;w*;i//N'^^;u) - 5 h^v- 2 -t*7 X 
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TLC:Rf 0.32 (iJ' nDj^;i'i. : > ^ y : ;^<:== 8 ; 2 : 0.2) ; 

NMR(d6-DMS0) : S 10.74(1H, s), 9.07(3H, br.s), 7.80(1H, d, J=8.8Hz), 
7.74(2H, d, J=9.4Hz), 7.70(2H, d, J=9.4Hz), 7.62(1H, dd, J=2.2, 7.0Hz), 7.47- 
5 7.54(2H, m), 7.23-7.32(4H, m), 7.03-7.07(2H, m), 6.96(1H, dd, J=2.6, 8.8Hz), 
6.82(1H. d, J=2.6Hz), 4.99(2H, s), 3.80(3H, s)o 



mmm 7(10) 

10 )\y^y^ ■ ^yi/}\^j-:^7-}\/ 




TLC:Rf 0.30 (i^on.t;i/A : ^ ^y-;i/ : 7K=8 : 2 : 0.2) ; 

NM R(CD30D) : d 7.67(2H, d, J=8.8Hz), 7.63(1H, m), 7.54(2H, d, J=8.8Hz), 
7.45-7.49(2H, m), 7.36(1H, d, J=2.6Hz), 7.25-7.30(4H, m), 7.06-7.23(4H, m), 
15 5.14(2H, s), 3.81(3H, s)o 



^ mi (11) 



2' 



106 



wo 99/41231 



PCT/JP99/00622 




TLC:R£ 0.41 (i^nD>^;i/A : p< :J'y-;u : S^S?= 1 0 : 2 : 1 ) ; 

NMR(CD3OT)): S 8.01(2H. d, J=8.5Hz), 7.70(4H. s), 7.68-7.50(6H, m), 
5 7.46-7.32(5H, m), 5.33(2H, s)o 

^H^m 7(12) 

2' - (4 -7< vV 7 x-;l'*;l'^<^ ^Jl-) - 6 ~ ^ h^v- 2 -tf7 i 




TLC:Rf 0.34 (i^DD^^PA : ^:5'y-;i/:7K=8 : 2 :o.2) ; 

NMR(CD30D) : d 7.67(2H, d, J=8.8Hz). 7.67(1H, m). 7.52(2H, d, J=8.8Hz), 
7.38-7.50(4H, m), 7.28-7.34(3H, m), 7.04-7.20(4H, m). 5.15(1H, d, J=12.0Hz), 
5.08(1 H, d, J=12.0Hz), 3.63(3H, s)o 

^^^7 (13) 

2' - (4 -T ^ ->V 7 i-;u*;t><^-f ;L') - 4 v;i^:t + ->- 2 - 
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TLCiRf 0.41 (i^DD.iv^uA : ^ ^y-;^ : 7tc=8 : 2 : 0.2) ; 

NMR(CD30D) : d 7.67(2H, d, J=8.8Hz), 7.63(1H, m), 7.54(2H, d, J=8.8Hz), 
5 7.14-7.49(16H, m), 5.12(2H, s), 5.10(2H, s)o 

mm {} 4) 



10 




TLCiRf 0.43 (i^nn.t^wA : p< ^y-;!/ :7K=8 : 2 :o.2) ; 

NMR(d6-DMS0) : S 10.50(1H, s), 9.21(1.5H, s), 8.96(1. 5H, s), 7.81(1H, d, 
J=8.4Hz), 7.76(4H, s), 7.65(1H, m), 7.48-7.55(2H, m), 7.24-7. 40(9H, m), 7.03- 
7.08(3H, m), 6.93(1H, d. J=2.6Hz), 5.15(2H, s), 5.00(2H. s)o 

(15) 

2' - (4-T5 vV7J:.-;^*;^/^'■t^;^) - 5 2 - tr7i - 
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TLCiRf o.M i^rivt^jvA : / 9 y -)\^ :m^= I 0 : 2 : \) ; 

NMR(d6-DMS0) : S 9.11(2H, s), 8.87(2H, s). 7.61(4H, t, J=8.0Hz), 7.52(1H, 

5 dd, J=2.0. 8.0Hz), 7.45(1H, d, J=8.5Hz), 7.42(1H, t, J=8.0Hz), 7.38(1H, t, 
J=8.0Hz), 7.20-7.03(5H, m). 7.01(1H, brs), 6.92(1H, d, J=7.5Hz), 6.91(1H, d, 
J=8.0Hz), 4.87(2H. s), 2.22(3H, s)o 

'^mm 7(16) 

10 2' - (4 -7 5 vV 7 x-;l':^;;i//s-t-f _ 4 2 - if7 ^ - 

CH3 




TLCiRf 0.44 (^nD*;i/A : ^ : i^if= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : 5 9.15(2H. brs), 8.89(2H, s), 7.66(4H, brs), 7.60-7.47(2H, 

15 m). 7.45(1H, brt, J=8.0Hz), 7.31(1H, d, J=8.0Hz), 7.26-7.02(5H, m), 7.02- 
6.90(2H. m). 4.93(2H, s), 2.26(3H, s)o 



•m mi (1 7) 
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TLC:Rf 0.43 (^^ oD;j^;i/A : ^ ;jc= 8 : 2 : 0.2) ; 

NMR(CD30D) : d 7.67(1H, m), 7.66(2H, d, J=8.8Hz), 7.45-7.56(2H, m), 
5 7.53(2H, d, J=8.8Hz), 7.13-7.39(12H, m), 7.09(1H, d, J=8.4Hz), 6.82(1H, d, 
J=6.8Hz), 5.15(2H, s). 4.86(2H, s)o 

2' - (4 -7 5 7 -4' -^■^;i/-5-i^nD 




CH3 



TLCiRf 0.42 (^na.+ ;i/A : ^ ^y-;i'=4 : 1) ; 

NMR(CDCl3) : S 9.29(1H, s), 8.80(2H, s), 8.59(2H, s), 7.72(2H, d. 

J=8.2Hz), 7.49(1H. s), 7.40(2H, d, J=8.2Hz), 7.4-7, 1(9H, m), 6.94(1H, d, 
15 J=8.2Hz), 5.10(2H, s), 2.36(3H, s)o 

^Mi^J7 (1 9) 
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2 ' - ( 4 - T ? V J 1 )\' fi ^ -'Lo^ - 3 - ^ h ^- > -2-\il J-- 

CH3 




TLC:Rf 0.27 (^nn.1^;i/i. : : 7K=8 : 2 : 0.2) ; 

5 NMR(CD30D): 8 1.61{2H, d. J=8.8Hz), 7.66(1H, m), 7.43-7.55(2H, m), 
7.52(2H, d, J=8.8Hz), 7.27-7.40(4H, m). 7. 16-7.22(3H, m), 7.03(1H, d, J=8.4Hz), 
6.80(1H, d, J=7.0Hz), 5.15(2H, s), 3.84(3H, s)o 

^^^7 (2 0) 

10 2' - (4 -7 5 vV 7 i-;l-*;l'>'<^-f;l') -4' -;^^;b-4->h + 




TLC:Rf 0.34 (^J'ou^^^uA : > ^'y-;k=4 : 1) ; 

NMR(CDCl3) : S 8.95(2H, brs), 8.44(1H. brs), 7.72(2H, brs), 7.45(1H, s), 
15 7.4-7.3(6H, m), 7.17(2H, d, J=6.4Hz). 7.07(1H, d, J=8.4Hz), 6.96(1H, s), 
6.90(2H, d. J=8.8Hz), 5.17(2H. s), 3.74(3H. s), 2.40(3H. s)c 
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-^t^M 7(21) 

2- (2- {4 -T <i/ y 7 JV^^^^ )U) y^-lV) -\--f7^ 



TLC:Rf 0.34 (^nn;^;UA : ^ ^'y-;!.: 8 : 2 : 0.2) ; 
NMR(d6-DMS0) : 8 10.62(1H, s), 9.09(3H, br.s), 7.98-8.05(2H. m), 7.78- 
7.90(2H, m), 7.73(4H, s), 7.57-7.63(4H, m), 7.46(1H, d, J=8.4Hz), 7.35(1H, m), 
7.26-7.29(3H, m), 7.08-7. 12(2H, m), 5.16(2H, br.s)o 

(2 2) 

2' - (4 -7 5 vV 7 i-;i/*;i'>'<-t^;i') - z - 2 



15 TLC:Rf 0.56 (^nD*;l/A : y^y-;i/:gt;K=l 0 : 2 : 1) ; 
NM R(d6-DMSO) : S 9.09(2H, brs), 8.82(1H, s), 8.33(2H, brs), 7.82-7.60(3H, 

m), 7.52-7.03(12H, m), 6.98(1H. dd, J=1.0, 8.5Hz). 5.15(1H, d. J=10Hz), 
5.03(1 H, d, J=10Hz), 2.40(3H, s)o 
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$^^17 (2 3) 

3- (2- (4 -7 ^ y 7 jL-)\^iJ )i'/<'i^ Vi-;!-) - 




TLCiRf 0.48 (^ou.-^;wA : ^ ^ : 7K= 1 0 : 3 : 0.2) ; 

NMR(d6-DMSO) : S 10.53(1H, br.s), 9.08(3H, br.s), 8.33(1H, s), 7.89(1H, d, 
J=9.2Hz), 7.7-7.4(10H, m), 7.4-7.2(4H, m), 7.2-7.0(2H, m), 5.06(2H, br.s), 
3.87(3H, s). 



^ftfe^7 (24) 

3- (2- (4 -T^ vV 7i-;i-*;u^^'-t-^;i') 7i-;i') -5-;^h^ 



15 TLC:Rf 0.42 (^'nn^;i/A : y ^'y-;^ : ;4c= 1 0 : 3 : 0.2) ; 
NMR(d6-DMSO) : S 10.56(1H, s). 9.06(3H, br.s). 8.38(1H, s), 8.02(1H, s), 

113 
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7.8-7.4(10H, m), 7.3-7.2(3H, m), 7.2-7.0(3H, m), 5.07(2H, s), 3.94(3H, s)o 



^^^J 7(25) 

2' - (4 -7 ^ i/V 7 x^;i/:^;i//<-t^;i/) -2, 4 - 1*7 x v * 
5 y ^ • > V ;i/ JUT. x 




TLClRf 0.45 (^^nD.i^;UA : ^^y-;l/:7K=8 : 2 :o.2) ; 
NMR(CD30D) I 8 8.50(1H, d, J=1.8Hz), 8.18(1H, dd, J=1.8, 8.0Hz), 

7.67(2H, d, J=9.0Hz), 7.61(2H, d. J=9.0Hz), 7.10-7.54(15H. m), 5.37(2H, s), 
10 5.11(2H, s)o 

%m\l ( 2 6) 



15 
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T L c : R f 0.30 {^rjxi^^)ii. : / ^ y : > = 8:2: 0.2) ; 

NMR(CD3C»): S 7.90(1H, d, J=1.8Hz), 7.50-7. 70(8H. m), 7.42(1H, d, 
J=8.0Hz), 7.25-7.31(4H, m), 7. 12-7. 16(2H, m), 5.12(2H, s), 3.09(3H, s), 
2.92(3H, s)o 

'4cm\ 7(27) 

3- (2- (4 -7^ vV7x^;u*;i^/N'-t^;i/) 7x-;i/) -e-/V^ 




10 TLC:Rf 0.51 (^no.-^;i/A : ^'y-;!/ : ^= 1 0 : 3 : o.2)o 



7(2 8 



15 



2' - (4 -7 5 vV 7 x-;^*;^y^*^^' ;p) 
2 -tf 7x-;i/:^;i^**>^ • ^> v^uxxr;)/ 



4 - ^f-^i^^^i'^^'-t-f 




TLC:Rf 0.24 (^^ : ^ : 7K= 8 : 2 : 0.2) ; 

NMR(CD30D) : S 8.32(1H, d, J=1.8Hz). 7.96(1H, dd. J=1.8. 8.0Hz). 
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7.67(2H, d, J=8.8Hz). 7.65(1H, m), 7.58(2H, d. J=8.8Hz), 7.49-7.55(2H, m), 
7.42(1H, d, J=8.0Hz), 7.24-7.3()(4H. m), 7. 13-7. 18(2H, m), 5.16(2H, s). 
2.91(3H, s)o 

5 ^^^1 7(29) 

3- (2- (4 -T^ vV 7i-;u:^;i'/<^-f ;u) Vj-^^ju) -8->h-t 



TLC:Rf 0.43 (^'Du.i^;uA : ^ : 7K= 1 0 : 3 : 0.2) ; 

10 NMR(d6-DMS0) : d 10.57(1H, s), 9.3-8.8(3H, br), 8.62(1H, s), 7.80(1H, s), 
7.8-7 .4(10H, m), 7.4-7.2(3H, m), 7.2-7.0(3H, m), 5.07(2H, br.s), 3.98(3H, s)o 

mmm 7(30) 

2' - (4-75 vV7i-;^*;^/^'■t'f ;u) -3, 4-vp(b^v-2- 
15 tr7x-;u:^;;u**>^ • '^^v^U-i-Xx;!/ 



TLCiRf 0.70 (^^DD*;i^A ; ^^y-;u : ft^^= 1 0 : 2 ; 1) ; 
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NMR(CD30D): o 7,71-7. 62(3H. m), 7.54(2H, d, J=9.0Hz). 7,50(1H, td, 
J=7.5Hz, 1.5Hz), 7.43(1H. td, J=7.5Hz, 1.5Hz), 7.33-7. 16(6H, m), 7.06(1H, d. 
J=9.0Hz), 6.94(1H, d, J=9.0Hz), 5.17(2H, s), 3.80(3H, s). 3.77(3H, s)o 

5 'Mmmi (3 1) 

6- (2- {4 - r ^i/ yy j:^:=-)i^i])l^<^-^ )\^) 7jlsl)V) -1, 




TLC:Rf 0.70 (:^DD.^;uA : ^^'/-;i':it;^=i 0 : 2 : 1) ; 

10 NMR(CD30D): S 7.69(2H, d, J=9.0Hz), 7.62-7.55(3H, m), 7.51-7.41(2H, 
m), 7.31-7.22(4H, m), 7.22-7. 10(3H, m), 6.72(1H. s), 6.03 and 6.00(2H, brs), 
5.08(2H, s)o 



(3 2) 



15 2' - (4 -T^ ->V 7 x^;i'*;by-?^^;L') -4' 




■-hn-2-if7ji 



TLCiRf 0.62 (^'DD;^;^A : p< y-;^ : s^;j^= 1 0 : 2 : 1 ) ; 
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NMR(CD30D): 6 8.32(1H, d, J=2.5Hz), 8.19(1H, dd, J=8.5Hz, 2.5Hz), 
8.01-7.96(1H, m), 7.71(2H, d, J=9.0Hz), 7.63(2H, d, J=9.0Hz), 7.60(1H, td, 
J=7.5Hz, 1.5Hz), 7.48(1H, td, J=7.5Hz. 1.5Hz), 7.44(1H, d, J=8.5Hz), 7.33(1H, 
dd, J=7.5Hz, 1.5Hz), 7.24-7.66(5H, m). 5.06 and5.04(2H, s)o 

5 

mM7 (3 3) 

2' - (4-75 vV7i-;l'*;l-/<-t^;l') -4- ( (^>v;l^:t^v* 

7. ■7-71' 



o 



10 




TLC:Rf 0.40 (^Dn.+;i/i^ : ^ ^y-ji- : 7K=8 : 2 : 0.2) ; 

NMR(CD30D) I 6 8.37(1H, d, J=1.8Hz), 8.00(1H, dd, J=1.8, 8.0Hz), 

7.67(2H, d, J=9.2Hz), 7.66(1H, m), 7.59(2H, d, J=9.2Hz), 7.50-7.55(2H, m), 
7.44(1H, d, J=8.0Hz), 7.25-7.37(9H, m), 7. 13-7. 18(2H, m), 5.20(2H, s), 
15 5.14(2H, s),4.16(2H, s)o 

m m m (34) 

2' - (4-75 vV7i-;^*;^>'^'^-^;^) - 4- ( 
vi^;;!^**-;!^- 2 -7x:^;i/j:.f-;i/) ij P;^^^ ji') - 2 -tf 7i-;u* 
20 >^'>'^ • v^l'XT.x;!/ 
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O 




TLC:Rf 0.44 (^^no.twi/A : ^ ^y-;!^ : 7K=8 : 2 : 0.2) ; 

NMR(CD30D) : d 8.23(1H, d, J=1.8Hz), 7.86(1H, dd, J=1.8, 7.8Hz), 
7.67(2H, d, J=9.0Hz), 7.66(1H, m), 7.59(2H. d. J=9.0Hz). 7.49-7.54(2H, m), 
5 7.39(1H, d, J=7.8Hz), 7.27-7.29(8H, m), 7. 18-7.20(8H. m), 5.15(2H. s), 
5.13(2H, s), 4.83(1H, dd, J=6.2, 9.2Hz), 3.27(1H, dd, J=6.2, 13.8Hz), 3.10(1H, 
dd, J=9.2, 13.8Hz)o 



MiMl (3 5) 




TLC:Rf 0.80 (^DP.-^;uA : ;< ^'y-^b : g^|g= 1 0 : 2 : 1) ; 



NMR(CD3CD) : d 7.96-7.84(lH, m). 7.68-7.20(21H, m), 4.90-4.82(4H. m)o 

15 
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mmmi (3 6) 

2' - (4 -7 ^ vV 7 x^;i/*;i/M"^^ - 4 -7;u:t o - 2 - 1'7 x 



F 




5 TLC:Rf 0.35 (^ou.i^;i/A : :7K=8 : 2 :o.2) ; 

NMR(CD3CD): 8 7.58-7.72(6H, m), 7.47-7.55(2H, m), 7.22-7.34(6H, m), 
7.11-7.16(2H, m), 5.12(2H, s)o 



^^^7 (3 7) 

10 2' - (4-r^ vV7x-;v*;i->'N'^^;i/) - ^-^y'J)\'i]l\';^^^ 
- 2 -t*7x^;i':^;i"t*>®? • ^> v;i'xxr;i' 




TLC:Rf 0.22 (^'np^;i/A : ^ : 7K=8 : 2 : 0.2) ; 

NMR(CD3CD) : 5 8.37(1H, d, J=1.8Hz), 8.00(1H, dd, J=1.8, 8.0Hz), 7.65- 
15 7.69(3H, m), 7.59(2H, d, J=9.2Hz), 7.50-7.55(2H, m), 7.42(1H, d, J=8.0Hz), 
7.24-7.34(9H, m), 7.13-7. 17(2H, m), 5.13(2H, s), 4.56(2H, s)o 
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TLC:Rf 0.55 (^'^^.t^;^A : :7K=7 : 3 :o.3) ; 

NMR(CD30D) : S 8.28(1H, d, J=2.0Hz), 7.92(1H, dd. J=2.0, 8.0Hz), 7.66- 
7.70(3H, m), 7.59(2H, d, J=9.2Hz), 7.49-7.54(2H, m), 7.41(1H, d, J=8.0Hz), 
7.13-7.30(1 IH, m), 5.13(2H, s), 3.58(2H, t, J=7.0Hz), 2.89(2H, t, J=7.0Hz)o 

^l^mi (3 9) 

2' - jL=.)Vi])V^<^^ Jl') - 4- ( (IE) - 2-^ h 




15 TLC:Rf 032 {':7vvt^)vi. : ;i 9 J -11'= 4 : D ; 

NMR(CDCl3+CD30D) : § 7.97(1H, s). 7.8-7.5(6H, m)7.6-7.4(2H, m), 7.4- 
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7.2(7H, m), V.IKIH, d, J=6.6Hz), 6.46(1H, d, J=16.2Hz), 5.24(2H, d, J=5.6Hz), 
3.80(3H, s)o 

^^^17 (4 0) 

5 2' - (4 -7 ^ yV 7 xJi^Jl/^Jl^^^'^ -4- (2-^h^v-xh + 



TLClRf 0.62 (^nn.-^;i/A : :7K= 1 0 : 3 :o.2) ; 

N M R (d6-DMSO) : d 10.47(1H, br.s), 9.11(3H, br.s), 7.8-7.4(3H, m), 

10 7.73(4H, like s), 7.4-7.1(7H, m), 7.1-7.0(2H, m), 5.01(2H, s), 4.12(2H, t, 
J=4.4Hz), 3.64(2H, t, J=4.4Hz), 3.33(3H, s), 

^^^7 (4 1) 

2' - (4-T^ vy 7x-;l'P^;UM'^^;u) -4- ( ( 2 f-^^7'^ e 

15 -'i^) *;i'>'^*-t^;v) -2-'^y:r.^)Vi})ut'y^-^yp)i:c-7.v-)V 
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T L C : R f 0.26 ( ^ n n -h ; .-^ ^ / - >l : ;'tc- 8 : 2 : 0.2) ; 
NMR(CD30D) : o 8.33(1H. d. J=1.6Hz), 7.97(1H. dd. J=1.6, 8.0Hz), 7.65- 
7.70(3H. m), 7.59(2H, d, J=8.8Hz), 7.50-7.54(2H, m), 7.42(1H, d, J=8.0Hz), 
7.26-7.29(4H, m), 7. 15-7. 18(2H, m), 5.14(2H, s), 3.18(2H, d, J=6.8Hz), 1.92(1H, 
5 m), 0.95(6H, d, J=6.8Hz)o 



7(42) 

2' - (4-75i/V7x::^;l/*;UM'^^;l/) - 4' - ^h^>--4- 
( (1 h^->:^;i'*'^;l'- 2 -^f-;i'7*n - 2- 

10 \£y ji't'yf^- ^y'y)\^j^7.T)V 




TLCiRf 0.31 (i5'Dn;^;i'A : :^=8 : 2 :o.2) ; 

NMR(CD30D) 1 d 8.30(1H, d, J=1.8Hz), 7.97(1H, dd, J=1.8, 8.0Hz), 
7.68(2H, d, J=9.2Hz), 7.59(2H, d, J=9.2Hz), 7.42(1H. d, J=8.0Hz), 7.25-7.30(3H, 
15 m), 7. 14-7.20(4H, m). 7.06(1H, dd, J=1.8, 8.0Hz), 5.14(2H, s), 4.47(1H, d, 
J=7.0Hz), 3.90(3H, s), 3.74(3H. s). 2.25(1H, m), 1.02(3H, d, J=7.0Hz), 1.00(3H, 
d, J=7.0Hz)o 



mf^mi (4 3) 
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F 



TLC:Rf 0.38 (i^nn.i^ji/A : ^ : 7K=8 : 2 : 0.1) ; 

5 NM R((X)30D) : d 7.73-7. 11 (16H, m), 5.I1(2H, s)o 
(4 4) 

2- (3- (4 -7^ vV 7i::^;i'*;i'^^"^>f ;l/) ty ^ - 2 -4 
-5- ( {1-:^ \-^iyil)V>i-:=.)l-2->^f-)l-/r]\£)l^) i] jl^/'i^^ )V) 
10 ^ • > V 7. r ;l' 



TLC:Rf 0.34 (^^nn.i-.;!/^ : ^ ^j'y-;!/ : ;dc-8 : 2 : 0.2) ; 

NMR(CD30D): 5 8.39(1H, d, J=1.8Hz), 8.21(1H, s), 8.00-8.07(2H, m), 
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7.88(1H, m), 7.75(1H. s), 7.71(4H. s), 7.62-7.66(2H, m), 7.53(1H, d. J=7.8Hz). 
6.92-7.13(5H. m), 5.06(2H, s). 4.50(1H. d, J=7.0Hz), 3.75(3H. s), 2.27(1H, m). 
1.04(3H, d, J=6.6Hz), 1.02(3H. d, J=6.6Hz)o 

5 '^^^1 7(45) 

3- (2- (4 -T^ vV 7i:^;P*;i'y<^^;i/) 7j--;I/) -8- (2- 




TLC:Rf 0.32 (^'nn.toi/A : ^ : ^= 1 0 : 3 : 0.2) ; 

10 NMR(d6-DMS0) : S 10.58(1H, s), 9.09(3H, br.s), 8.65(1H, s), 7.79(1H, s), 
7.75-7.65(5H, m), 7.65-7.4(5H, m). 7.3-7.2(3H, m). 7.2-7.0(3H, m). 5.04(2H, 
br.s), 4.4-4.2(2H, m), 3.8-3.7(2H, m), 3.32(3H, s)o 

mmm 7(46) 

15 2' - (4-7 5 vV7x-;P:«;;l'/<^'f;U) -4- ( V -/v \i)i^i7 )V 
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TLClRf 0.32 nn5^;WA : ;< ^ y : ;t;= 8 : 2 : O.l) ; 
NMR(CD30D): S 7.76-7. 42(9H, m), 7.30-7. 14(7H, m), 5.12(2H, s), 

4.38(2H, s), 2.53-2.40(lH, m), 1.09(6H, d, J=6.8Hz)o 
(4 7) 

2- (3- (4 -75 y y 7x^;U:?;;i/yN'^'f ;u) ty 9 uy - 2 - 4 )\^) 
-5- ( (2 -^f-;i-7'ni;;^) ij il^/^i^-i )i) ^,t#K • ^ > v^i'^^ t 




TLC:Rf 0.35 (^nn;^;i/A : : 7K=8 : 2 :o.2) ; 

NMR(CI>30D): $ 8.38(1H, d, J=2.0Hz), 8.22(1H, s), 8.00-8.06(2H, m). 

7.90(1H, m), 7.76(1H, s), 7.71(4H, s), 7.62-7.69(3H, m), 7.53(1H, d, J=8.0Hz), 
6.91-7.13(4H, m), 5.06(2H, s), 3.21(2H, d, J=7.0Hz), 1.94(1H, m), 0.97(6H, d. 
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J=6.6Hz)o 
-^mm 7(48) 

2' - (4-75vV7x^;i':^ ^ >i) - 4' -^h^v-4- 
5 ( ( 2 - ^ f-^i'T'o t:;i/) - 2 - tf 7 x >jt • ^ 




CH3 



TLC:Rf 0.38 (i^nD*;uA : ^ :7K=8 : 2 : 0.2) ; 

NMR(CD30D) : d 8.29(1H. d, J-2.0Hz), 7.94(1H, dd. J-2.0. 8.0Hz), 

10 7.67(2H, d, J=9.2Hz), 7.58(2H, d, J=9.2Hz), 7.40(1H, d, J=8.0Hz), 7.25-7.30(3H, 
m), 7.15-7.19(4H, m), 7.05(1H, dd, J=2.6, 8.8Hz), 5.14(2H, s), 3.89(3H, s), 
3.18(2H, d, J=7.0Hz), 1.91(1H. m), 0.95(6H, d, J=6.6Hz)o 

%m f^7 (4 9) 

15 2' - (4 -7 5 vV 7 x-Jl'*;!//^^ - 4 y 7'n 
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0. 



H 
N 



CH3 



TLC:Rf 0.19 (^'nn4^;uA : ^ ^^y-^u : 7K=8 : 2 : 0.1) ; 

NMR(CD30D) : S 8.30(1H, d, J=1.8Hz), 7.96(1H, dd, J=1.8, 7.6Hz), 7.70- 

7.50(7H, m), 7.41(1H, d. J=8.0Hz), 7.29-7.26(4H, m), 7.18-7.12(2H, m), 
5 5.14(2H, s), 4.19(1H, quintet, J=6.6Hz), 1.24(6H, d, J=6.6Hz)o 

^^^7 (5 0) 

2' - {4 -T y 7 )l) -4- ( (3-^^;i'7'f- 

;i/) - 2 -if7i-;i':^;U5K>|^ • ^> v;^J:.7vx;^ 



TLC:Rf 0.34 (^nn.-^;PA : y :7K=8 : 2 :o.i) ; 

NMR(CD3(X)) : S 8.31(1H, d, J=1.8Hz), 7.96(1H, dd, J=1.8. 8.0Hz), 7.69- 
7.50(7H, m), 7.42(1H, d, J=8.0Hz), 7.29-7.26(4H, m), 7. 18-7. 12(2H, m), 
5.13(2H, s), 3.43-3.29(2H, m), 1.75-1.60(1H, m), 1.60-1.45(2H, m), 0.95(6H, d, 
15 J=6.6Hz)o 



H 



10 
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^i^m 7 (51) 

2' _ (4 -T = vV 7 x-;b:^ ^t/^N-^ -I" - 4 - J:.-^' ll -fj ll rs^ ^ )l' - 
2 -k:'7x^;L'* il/'+*>[^ • ^yy')l:[.XT)l 




5 TLC:Rf 0.29 (^nn?^7i/A : ^ : 7K=8 : 2 : 0.1) ; 

NMR(CD30D) I S 8.32(1H, d, J=1.8H2), 7.97(1H. dd, J=1.8, 8.0Hz), 7.69- 
7.50(7H, m), 7.42(1H, d, J=8.0Hz), 7.29-7.26(4H, m), 7. 17-7. 15(2H, m), 
5.13(2H, s). 3.45-3.35(2H, m). 1.21(3H, t, J=7.4Hz)o 



10 mm^i (5 2) 

H 




TLC:Rf 0.36 (:^on4^;i/A : ^ : 7K= 8 : 2 : O.I) ; 

15 NMR(CD30D) : d 8.31(1H, d. J=1.8Hz), 7.97(1H, dd, J=1.8, 8.0Hz), 7.70- 
7.50(7H, m). 7.42(1H. d, J=8.0Hz), 7.29-7.25(4H, m). 7. 18-7. 12(2H, m). 
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5.13(2H, s), 3.40-3.32(2H. m), 1.65-1.30(4H, m), 0.96(3H, t, J=7.4Hz)o 
•^mi (5 3) 

2' - (4-75 vV7 x::i;l/:^Jl//'-?-t^;l/) -4' -^f-;u-4- ( (2 




CH3 



TLC:Rf 0.33 (^nD.-^;i/A : ^ ^j'y-;!/ :7K=8 : 2 : 0.2) ; 

NM.R(CD30D) : 6 8.31(1H, d, J=1.8Hz), 7.95(1H, dd, J=1.8, 8.0Hz), 

10 7.67(2H, d, J=8.8Hz), 7.59(2H, d, J=8.8Hz), 7.47(1H, m), 7.39(1H, d, J=8.0Hz), 
7.35(1H, m), 7.25-7.31(3H, m), 7.11-7.17(3H, m). 5.13(2H, s), 3.18(2H, d, 
J=6.8Hz), 2.46(3H, s), 1.91(1H, m), 0.95(6H, d, J=6.6Hz)o 

^^^8 7 (5 4 ) 

15 2" - (4 -r 5 vV 7 x^;U*;^/N*^'f ;l^) - 4- ( (v^' d^^v;1/^ 
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TLC:Rf 0.38 (^'on.twi'A : ^ y-;w : 7K= 8 : 2 : 0.1) ; 

NMR(CD30D) : 8 8.31(1H, d, J=1.8Hz), 7.97(1H, dd, J=1.8, 8.0Hz), 7.69- 
7.50(7H, m), 7.42(1H, d, J=8.0Hz), 7.29-7.26(4H, m), 7. 18-7. 15(2H, m), 
5 5.13(2H, s), 3.20(2H, d, J=7.0Hz), 1.85-1.40(6H, m), 1.40-0.90(5H, m)o 

'^mm 7(55) 

2* - (4-T5 vV7x-;i/:^;u/<-t^;i/) -4 - ( (5- (t-rh^ 
10 K • ^>v;ux7.t;1/ 




TL.c:Rf 0.43 (^'nu.-^;PA : :7K=8 : 2 :o.i) ; 

NMR(CD30D) : S 8.32(1H, d, J=1.8Hz), 7.97(1H, dd, J=1.8. 8.0Hz), 7.70- 
7.50(7H, m), 7.42(1H, d, J=8.0Hz), 7.29-7.25(4H, m), 7. 18-7. 13(2H, m), 
15 5.13(2H. s), 3.40-3.32(2H, m). 3.03(2H. t. J=6.6Hz). 1.70-1.30(6H, m), 
1.41(9H. s)c, 

131 



wo 99/41231 



PCT/JP99/00622 



nmi (5 6) 

2' - (4 -7 ? vV 7 -4 - ( ( 1 ■5^;1'7'p tf 



TLC:Rf 0.33 (^'nnj^;l/A : ^ ^ : 7fc=8 : 2 : 0.1) ; 
NMR(CD30D) : S 8.31(1H, d, J=2.0Hz), 7.97(1H, dd, J=2.0, 8.0Hz), 7.70- 

7.50(7H, m), 7.42(1H, d, J=8.0Hz), 7.29-7.25(4H, m), 7.18-7.13(2H, m), 
4.01(1H, sextet, J=6.6Hz), 1.66-1. 51(2H, m), 1.21(3H, d, J=6.6Hz), 0.94(3H, t, 
10 J=7.2Hz) o 

mm M7 (5 7) 

2' - - 4- ( (rb^tKnify 

15 ;i/X7.r;^ 
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TLC:Rf 0.48 (^nD.t^;i'A : : S^jg- 1 0 : 2 : 1) ; 

NMR(CD3(X)): S 8.31(1H, d, J=2.0Hz), 7.97(1H, dd, J=8.0Hz, 2.0Hz), 
7.69-7.65(3H, m), 7.60(2H, d, J=9.0Hz), 7. 57-7. 47 (2H. m), 7.42(1 H, d, J=8.0Hz), 
5 7.29-7.23(4H. m), 7. 17-7. 12(2H, m), 5. 12(2H, brs), 3.93(2H, dd, J=l IHz, 2.5Hz), 
3.38(2H, td, J=llHz, 2.0Hz), 3.26(2H, d, J=7.0Hz), 1.96-1.80(1H, m), 1.65(2H, 
dd, J=13Hz, l.OHz), 1.40-1.24(2H, m)o 

mmm (5 s) 

10 2' - (4-75 >'V7x.:i;U*;i/yN'^-r;l/) - 4- ( ( 2 v-'i^pJ" ^ 



0 




T LC : R f 0.52 {^vvt')l'A : ;i 9 / - )V. 7\^= S : 2 : 0.1) 
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NMR(CD30D) : d 8.31(1H, d, J=1.8Hz), 7.92(1H, dd, J=1.8, 8.0Hz), 7.68- 
7.51(7H, m), 7.41(1H, d, J=8.2Hz), 7.28-7.25(9H, m), 7. 17-7. 14(2H, m), 
5.12(2H, s), 5.07(2H, s), 5.07-4.90(lH, m), 3.61(1H, dd, J=4.0, 14.0Hz), 
3.47(1H, dd, J=7.4, 14.0Hz), 1.30(3H, d, J=6.4Hz)o 

5 

$Ml01l7 (5 9) 

2' - {4 -T y - 2-^yV)V-^^iy7 11^) -4- 




TLC:Rf 0.71 (^Dnxt;i/A : ^ ^'y-;!/ : f^^= 1 0 : 2 : 1) ; 

NMR(CD3CO) : 8 8.43(1H, d, J=8.5Hz), 8.24(1H, d, J=2.0Hz), 7.86(1H, dd, 

J=8.0Hz, 2.0Hz), 7.69-7.65(lH, m), 7.51-7.42(2H, m), 7.38-7.29(5H, m), 
7.27(1H, d, J=1.5Hz), 7.25-7.16(5H, m), 7. 13-7.09(1H. m), 7.02-6.98(2H, m), 
15 5.06(1H, d, J=12Hz). 5.01(1H, d, J=12Hz), 4.94(1H, d, J=12Hz), 4.86(1H, d, 
J=12Hz), 3.18(2H, d, J=7.0Hz), 1.98-1.84(1H, m), 0.95(6H, d, J=6.5Hz)o 

^M»^i7 (6 0) 

2' - (4 -T 5vV7x-;u*;u^^^-f;v) - 4- (N-yf-^i'-N- 
20 (2 -.?ff-;i'7'nh';l/) - 2 - if 7 x • ^ > 
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CH3 CH3 

^ XH, 




H,N 



TLC:Rf 0.43 oD.i^;i/i. : > : 7K= 8 : 2 : 0.1) ; 

NMR(CD3C») : 8 7.87(1H, brs), 7.71-7.41(9H, m), 7.31-7.26(4H. m). 7.15- 

7.13(2H, m), 5.13(2H, s), 3.40-3.31(2H, m, each of rotamers), 3.30-3.05(2H, m, 
each of rotamers), 3.05(3H, s, each of rotamers), 2.89(3H, s, each of rotamers), 
2.20-1. 80(1H, m), 0.98(3H, d, J=6.6Hz, each of rotamers), 0.65(3H, d. J=6.6Hz, 
each of rotamers) o 



7(6 1) 



10 2' - (4 -7 ^ vV 7 i^;i/*>iu^N*^-f ;i/) - 4- ( (2-^f-;i'-l- 

;u/^'^-f ;t/) - 2 -117 • ^yV)Vx.7.i-)V 

CH3 



H2N 




TLC : R f 0.54 (i?nu.twi/A : y : yic= 1 0 ; 3 : 0.2) 
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N M R (d6-DMS0) : 6 10.68(1H, br.s), 9.4-8.8(3H, br), 8.5-8.2(lH, br), 
8.24(1H, br.s), 8.1-7.9(1H, br), 7.8-7.6(5H, m), 7.56(2H, m), 7.40(1H, d, 
J=8.2Hz), 7.4-7.1(9H, m), 7.1-7.0(2H, m), 5.03(2H, s), 4.97(2H, s), 4.2-4.0(lH, 
br), 3.7-3.2(2H, m), 2.9-2.7(3H, m), 1.75(1H, m), 1.0-0.8(6H, m)o 

'^ m ^v (6 2) 

2' - (4 -7 5 i/V7 i-;i/*;i'/<^^;u) -4- ( (2-i::Kn^v- 
2 f-:'i^-/o kf;i/) ttji/^^-iJV) - 2 -kr7 x-;w*;i/*'>f^ • ^> V 



10 




TLC:Rf 0.40 (^'nD.i^;i.A : : 7K=8 : 2 : 0.1) ; 

NMR(CD3C») : S 8.35(1H, d, J=2.2Hz). 8.01(1H. dd, J=2.2. 8.0Hz), 7.70- 
7.61(5H, m), 7.55-7.50(2H, m), 7.44(1H, d, J=8.0Hz), 7.30-7.20(4H, m), 7.18- 
7.13(2H, m), 5.13(2H, s), 3.40(2H, s), 1.22(6H. s)o 

^^011 7(63) 

2' - (4 -T ^ vV - 2 f-;i'-7i-;u:^;i//N'^'f ;i/) -4- ( (2- 
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TLC:Rf 0.61 (^DD*;t/A : ;< y : Sl^l^= 1 0 : 2 : 1 ) ; 

NMR(CD30D) : S 8.35(1H, d, J=2.0Hz), 7.99(1H. dd, J=8.0Hz, 2.0Hz), 
7.76-7.70(lH. m), 7.69(1H, d, J=8.0Hz), 7.58-7.48(4H, m), 7.45(1H, d, J=8.0Hz), 
5 7.30-7.21(4H, m), 7.21-7. 10(2H, m), 5.14(2H, s), 3.19(2H, d, J=7.0Hz), 
1.95(3H, s), 2.02-1.81(lH, m), 0.95(6H, d, J=6.5Hz)o 

(6 4) 

2' - -7 / 7 P) -4- ( (v^D7'at:;u^ 




TLC:Rf 0.27 (ii'DD.t^^vi^ : :7K=8 : 2 :o.2) ; 

NMR(CD30D) : d 8.34(1H, d, J=2.0Hz), 7.98(1H, dd, J=2.0, 8.0Hz), 7.50- 
7.70(7H, m), 7.42(1H, d, J=8.0Hz), 7.25-7.30(4H, m), 7. 14-7. 19(2H, m). 
15 5. 14(2H, s), 3.23(2H. d. J=7.0Hz), 1.09{1H. m), 0.47-0.56(2H, m), 0.23-0.30(2H, 

m)o 
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(6 5) 

2' - (4 -7 5 vV 7 ^ -4 - ( (i- (;<f-;b*;i' 

5 >^ ■ ^y9)l'J^7.T)V 



TLC:Rf 0.36 (^'Dn4^;i/A : y< : 7tc=8 : 2 : 0.1) ; 

NMR(CD30D) I d 8.33(1H, d, J=1.5Hz), 8.01(1H, dd, J=1.5, 7.8Hz), 7.68- 

7.65(4H, m), 7.61-7.58(2H, m), 7.53-7.50(2H, m), 7.44{1H, d, J=7.8Hz), 7.28- 
10 7.26C3H, m), 7. 17-7. 14(2H, m), 5.13(2H, s), 4.27(1H, d, J=8.1Hz), 2.75(3H, s), 
2.14(1H, sextet, J=8.1 Hz), 1.01-0.97(6H, m)o 

mm (6 6) 

2' - {^-7^i/y^7 P) - 4- ( (->^'n^>^;U> 
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TLC:Rf 0.30 (^nn.l^;i/A ; ^ :7K=8 : 2 :o.2) ; 

NMR(CD30D) : S 8.32(1H, d, J=2.0Hz), 7.96(1H, dd, J=2.0, 8.0Hz), 
7.67(2H, d, J=8.4Hz), 7.59(2H, d, J=8.4Hz), 7.50-7.55(2H, m), 7.41(1H. d, 
5 J=8.0Hz), 7.25-7.29(4H, m), 7. 13-7. 18(3H, m), 5.14(2H, s), 3.29(2H, d, 
J=6.8Hz), 2.21(1H, m), 1.56-1.79(6H, m), 1.27-1.31(2H. m)o 

^Migi 7(67) 

2' - {4 -7 ^i/ /y ^^^'^'^^ -4 - ( (v^'n-/f-;i/^ ^ 




TLC:Rf 0.31 (i^nD.+;i/A : > : 7K=8 : 2 : 0.2) ; 

NMR(CD30D) I S 8.31(1H, d, J=2.0Hz). 7.95(1H. dd, J-2.0, 8.0Hz), 
7.67(2H, d, J=9.2Hz), 7.59(2H, d, J=9.2Hz), 7.49-7.54(2H, m), 7.41(1H, d, 
15 J=8.0Hz), 7.24-7.29(4H, m), 7. 13-7. 17(3H, m), 5.13(2H. s), 3.39(2H, d. 
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J=7.0Hz), 2.61(1H, m), 1.76-2.11(6H, m)c 

(6 8) 

2' - {4 -r ^'J /y )V) -4 - ( {2 - ^'7-)i^-fo }£ 



TLC:Rf 0.43 (^'nn.t;pA : ^^-y-;!/ :7K=8 : 2 :o.i) ; 

NMR(CD30D) : <J 8.30(1H, d, J=1.5Hz), 7.91(1H, d, J=7.5Hz), 7.65- 
7.60(5H, m), 7.60-7.50(3H, m), 7.3O-7.20(4H, m), 7.20-7. 10(2H. m), 5.12(2H, s), 
10 2.63(2H, d, J=6.6Hz). 1.70-1.60(1H, m), 0.83(6H, d, J=6.6Hz)o 

(6 9) 



TLC : Rf 0.55 V V )v A : ^ 5^ / : gf:^= 1 o : 2 : i)o 





15 
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'^mmi (7 0) 




5 TLC:Rf 0.46 (^DD.-^;^A : ^ ^^y-;!/ : g^^= 1 0 : 2 : 1) ; 

NMR(d6-DMSO) : 6 10.56(1H, s). 9.2-8.9(3H, s), 8.50(1H. s), 8.12(1H, d, 
J=7.0Hz). 7.97(1H, d, J=7.0Hz). 7.83(1H, s), 7.8-7. 4(10H, m), 5.16(2H, br), 
3.18(3H, s)o 

10 mmm 7(71) 



TLC:Rf 0.39 (^DP.-^;UA : y ^/-.(i/ : 7K=8 : 2 : 0.2) ; 

15 NMR(CD30D):5 8.07(1H, s), 7.81(1H, dd, J-1.6, 7.8Hz), 7.73(1H, m), 
7.50-7.58(2H, m), 7.44-7.50(3H, m), 7.36-7.41(2H, m), 7.23-7.28(2H, m), 
1.32(9H, s)o 




CH3 



CH3 
CH3 
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^/ift^7 (7 2) 

2- (2- (4 -7^ vV 7i-;i/^;;i^/^"^-r;i^) 7i^;u) ^/^M- t 



5 TLC:Rf 0.43 (i>nn;^;l/A : p< st^= 1 0 : 2 : 1 ) ; 

NMR(CD30D) : d 7.76-7.30(13H, m), 6.28(1H, d, J=16Hz), 1.43(9H, s)o 

^^gi7 (73) 

2' - (4 -75 7 x-;l':^;P/'C^^;i/) e7i-;w- 2 --I'^'l'^t^v 
10 St^ • t -yf-jUxT-x;!/ 



TLC:Rf 0.52 (^'nn.-}.;i/A : p«^y-;l/:g^^=l 0 : 2 : 1) ; 
N M R (CD3OD) : S 7.75-7.43(8H, m), 7.33-7.21(2H, m), 7.01(1H, td, 

J=8.0Hz, l.OHz), 6.84(1H, d, J=8.0Hz). 4.47(2H, s), 1.40(9H, s)o 
^^fe^7 (74) 

3- (2- (4 -7 5 v-V 7x::^;i/:^;;i//'^^'f - A - ^ -f-Jiy jl^jI^) 
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CH3 



TLClRf 0.27 C^' nn.-^;i.A : 7 -;u= 4 : 1 ) ; 
NMR(CDCl3) : d 9.38(1H, s). 8.68(2H, brs). 8.35(3H, s), 7.80(1H, dd. J=7.0, 
2.2Hz), 7.7-7.6(2H. m), 7.56(2H, d, J=8.4Hz), 7.5-7.4(2H, m), 7.37(2H, d, 
5 J=8.4Hz), 7.22(1H, dd, J=7.6, 2.0Hz), 7.05(1H, d, J=7.6Hz), 5.37(1H, d, 
J=6.0Hz), 5.30(1H, d, J=6.0Hz), 3.35(3H.s), 2.35(3H, s)o 

mmmi (75) 

1- (2- (4 -7 ^ 7 jL:^;b*;i'/N*-t -< ^i') 7i-;i^) -2-i-7^ 
10 l/>*;i'**>^ • h^v^f-^^-^;^^;^ 




TLC : R f 0.65 (^nu.twvA : / 9 y-ji^: g^^=io : 2 : Do 

^^^7 (7 6) 

15 2 - (3 - (4 -7^ ->V7x^;U:^;u^<^'r;u) - 6 - Y^i/-fy 9 V 
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TLClRf 0.51 (^ou.i.;UA : ^ ^'y-;n tK- 1 0 : 3 : 0.2) ; 
N M R (d6-DMS0) : S 10.74(1H, br.s), 9.4-9.0(3H, br), 8.16(1H, s), 8.0- 
7.7(3H. m), 7.79(4H, like s), 7.63(1H, m), 7.6-7.2(4H, m), 5.07(2H, br.s), 
5 3.91(3H, s), 3.03(3H, s)o 

m m ni (77) 

3- (2- (4 -7 ^ vV 7i-;u*;i/yN'^ ^^u) -4-^h^v7aL^ 




TLCiRf 0.55 {^xivt^jvA: y~)v:^^==i 0 : 2 : 1) ; 

NMR(CD30D) : S 8.44(1H. s), 7.96(1H, dd, J=7.0Hz, 2.0Hz), 7.87(1H, dd, 
J=7.0Hz, 2.0Hz), 7.79(1H, s), 7.65-7.50(6H, m), 7.31(1H, d, J=8.5Hz), 7.25(1H, 
d, J=2.5Hz), 7.15(1H, dd, J=8.5Hz, 2.5Hz), 5.32(2H, s), 3.91(3H, s), 3.36(3H, 
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S) c 

^^^7 (7 8) 

3- (2- {4 -7 ^ 'J J y )i^^<^^ )\^) - 4 -7'n^K4^ v7i ^ 



TLC:Rf 0.65 (^nD.-^;i/A : > : §t^= 1 0 : 2 : 1 ) ; 

NMR(CD30D) : d 8.44(1H, s), 7.96(1H. dd, J=7.0Hz, 2.0Hz), 7.87(1H. dd. 
J=7.0Ha 2.0Hz), 7.79(1H, s), 7.65-7.50(6H. m), 7.30(1H, d, J=8.5Hz), 7.24(1H, 
10 d, J=2.5Hz), 7.14(1H, dd, J=8.5Hz, 2.5Hz), 5.32(2H, s), 4.06(2H, t, J=7.0Hz), 
3.36(3H, s), 1.86(2H, sextet, J=7.0Hz). 1.09(3H, t, J=7.0Hz)c 

%i mi (7 9) 

2- (3- s.^)Vi])\^J^^^ }V) -7-^h+v:h7^l^ 

15 >- 2 -^Jl') $,t#^ • ^ h^->^f-;l-J^7>f-;l/ 




0 



CH3 



H2N 




N 
H 



CH3 
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TL C : R f 0.71 (^^u;^;^i. : ;< / : 7}^= i 0 : 3 : 0.2)0 



mfjumi (8 0) 

2- (3- (4 -75 vV7x^;i/:^?;i^/N'^-f;i/) - b - j< h 9 U 

NH 



TLClRf 0.54 (^nn.i^jbA : ;i :7K.= 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0) : S 10.80(1H, s), 9.3-9. 1(3H, br), 8.44(1H, s), 7.88(1H, dd, 
J=1.4, 7.4Hz). 7.79(4H. s), 7.7-7.3(6H, m), 7.10(1H, m), 5.07(2H, br.s), 
10 4.03(3H, s), 3.03(3H, s)o 

miikm 7(81) 

2' - (4-7? vy7x::::-;l'*;WN'^>f;L') - 4 - - h n - 2 - If 7 x ^ 



TLC:Rf 0.46 (^^on,-^;i/A : ^ g|^= 1 0 : 2 : 1) ; 

NMR(CD3(X)) : S 8.71(1H, d, J=2.5Hz), 8.41(1H. dd, J=8.5Hz, 2.5Hz), 
7.81-7.52(8H, m), 7.37(1H, dd, J=8.0Hz, 1.5Hz), 5.23(2H, s), 3.22(3H, s)o 





NO. 



15 
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'Umm 7(82) 




TLC:Rf 0.44 (^nn.-^;i/A : y ^j-y-^u : 7tc= 7 : 3 : 0.3) ; 
NMR(d6-DMS0) ! ^ 10.49(1H, brs), 10.2-9.8(1H, broad), 9.3-8.9(3H, broad), 

7.80-7.22(1 IH, m), 5.10(2H, s), 3.12(3H, s), 2.99(3H, s)o 



10 '*mm 7(83) 




TLC:Rf 0.29 (^nu*;l/A : y :;^C=8 : 2 :o.2) ; 

15 NMR(CD30D): S 7.88(1H, d, J=2.0Hz), 7.71(4H. s), 7.68(1H, m), 7.52- 

7.61(3H, m), 7.30-7.35(2H. m), 5.22(2H, s), 3.24(3H, s)c 
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:»life^7 (8 4) 

2' - (4 -7^i/V7i^;^:^^^^^'^^;^) - 2 - t: 7 > 



•HCI 

5 TLC:Rf 0.45 (^nn.-^^A : > ^y-;!' : s^i?= 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : S 10.52(1H, s), 9.29(2H, brs), 9.12(2H. brs), 7.82- 
7.25(12H, m), 3.51(3H, s)o 

'^mm? (8 5) 

10 2' - (4-T^ vV7x^;i/:<;;i/7t^-f;i/) -4- ( (2 f-^i^yo if 
;u) -2 - trTx:^;!/*;!/.-^^^ • jE.f-ji/jn.T.x^i- • p< > 



TLC:Rf 0.23 (^'aa;^;uA : y : 7K=8 : 2 : 0.2) ; 

15 NMR(d6-DMS0) : 8 10.56(1H, s), 9.15(2H, s). 8.85(2H, s), 8.66(1H, br.t, 

J=6.2Hz), 8.24(1H, d, J=2.0Hz). 8.03(1H, dd, J=2.0, 8.0Hz), 7.74(4H, s), 
7.70(1H, dd, J=2.0, 8.0Hz), 7.61(1H, dt, J=2.0, 8.0Hz), 7.55(1H, dt, J=2.0, 





• CHaSOgH 
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8.0Hz), 7.41(1H, d, J=8.0Hz), 7.32(1H. dd. J=2.0. S.OHz). 4.(K)(2H. q. }=b.6Hz). 
3. 10(2H, t. J=6.2Hz). 2.36(3H, s), 1.86(1H. m), 0.91(3H, l J=6.6Hz). 0.89(6H, d, 
J=6.4Hz)o 

5 ^fefe^7 (8 6) 

2* - (4 -7 ^ y /7 x-;u*;i'>^'^-^)i') bf 7 j- 2 - -l" ^Hfl^^ • 



TLCiRf 0.51 : / 9 :^m= I 0 : 2 : I) ; 

10 NMR(CD30D): S 7.76-7.64(3H, m), 7.59-7.51(4H, m), 7.42-7.35(2H. m), 
7.29-7. 16(3H, m), 4.09(1H, d, J=17Hz), 3.74(1H, d, J=17Hz), 3.52(3H, s)o 

mmm 7(8?) 

15 )^ iJ )\' > ^ • Ji-f ;u J-;^ r ^l' 



TLC:Rf 0.29 an.+ ;l.A : ;< ^ : 7K=8 : 2 : 0.1) ; 
NMR(CD30D) : 8 8.27(1H, dd, J=2.2. 8.4Hz). 8.19(1H, d, J=2.2Hz), 7.78- 
7.59(7H, m), 7.38(111, dd, J=1.8, 8.4Hz), 4.11(2H, q, J=7.4Hz), 1.02(3H, u 





20 J=7.4Hz)o 
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mmfi 7 (88) 

2' - (4 -T < vV 7 i-;!-* -4- (N-^f-^u-N- 

5 v;1'-i-Xt;u 




TLC:Rf 0.40 (^'na*;i/A : ^ ; 7K=8 : 2 : 0.2) ; 

NM R(CD3C») : S 7.76(1H. br.s), 7.62-7.68(3H, m), 7.40-7.56(5H. m), 7.27- 
7.33(5H, m), 7.14-7.19(2H, m), 5.13(2H, s), 4.44(2H, br.s), 2.73(3H, br.s), 
10 1.36(9H. br.s)o 

mmm7 (8 9) 

2' - (4-75 vV7x-;^*;l'^^'■^^;^) - 4 -j:- b^v^^v^-K-;!^^ 




TL C : R f 0.63 (i)' nD*;i.A : ^ ^ : 7K= 1 0 : 3 : 0.2) 
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N M R (d6-DMS0) : o 10.51(1H. sK 9. 14(3H, br.s). 7.9-7.6(5H. in), 7.6- 
7.4(2H, m), 7.4-7. 1(7H. m). 7.1-7.0(2H. m), 5.()1(2H. s), 4.84(2H. s). 4.13(2H. q. 
J=7.0Hz), 1.16(3H, t, J=7.0Hz)o 

5 ^^^7 (9 0) 

2 ' - ( 4 - T < vV 7 X ;u :^ j^/^^ -f - 4 - ( ( 1 - ^ h ^ v :^ 

-K— - 2 - f-^i^ ti''^) iJ 'I'^^'i -i )^) - 2 - j. - * ^u^' > 



CH3 O 




10 TLC:Rf 0.41 (^'Dn^;i/A : ^^y-;n;!K=8 : 2 :o.2) ; 

NMR(CD30D) : S 8.34(1H. d, J=1.8Hz), 8.00(1H, dd, J=1.8, 8.0Hz), 7.59- 
7.71(5H, m), 7.50-7.55(2H, m), 7.43(1H, d, J=7.8Hz), 7.26-7.29(4H. m), 7.13- 
7.18(2H, m), 5.13(2H, s), 4.47(1H, d. J=6.8Hz), 3.74(3H. s), 2.25(1H, m), 
1.02(3H, d, J=7.0Hz). 1.00(3H, d, J=7.0Hz)o 

15 

^ftfe^7 (9 1) 

2 ' - (4 -7 5 vV 7 i-^U* ;l//N'^ >f ;!/) - 4-(2-(>h^v^h 
^v) xh^^v) - 2 - tr7i-^l^*;l/'-K>i^ • v^l^xT.T^l' 
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TLC:Rf 0.53 (^aD.-^;i/A : p< : ^= 1 0 : 3 : 0.2) ; 

N M R (d6-DMS0) : 8 10.47(1H, s), 9.12(3H, br.s), 7.8-7.6(4H, m), 7.7- 
7.5(1H, m), 7.6-7.4(2H, m), 7.3-7. 1(7H, m), 7.1-6.9(2H, m), 5.01(2H, s), 
5 4.59(2H, s), 4.2-4.0(2H, m), 3.8-3.7(2H, m), 3.24(3H, s)o 

^life^ll 7(92) 

3- (2- (4 -75 vV 7x:::;l/*;U/N'^^;i/) 7x-;l/) 
VP' h ^ 'y - 2 -t7 ^ y i] )^t'y^ • ^Vvil/o^xr;!^ 



10 




TLC:Rf 0.74 (^on.-}^;i/A : ^^y-;i/:7K=l 0 : 3 :o.2) ; 
NMR(d6-DMS0) : S 10.64(IH, s), 9.11(3H, br.s), 8.42(1H, s), 8.06(1H, s), 
7.8-7.6(6H, m), 7.6-7. 4(4H, m), 7.3-7. 1(4H, m), 7.2-7.0(2H, m), 5.38(2H, s), 
5.08(2H. s), 3.33(3H, s)o 

mf^m 7(93) 

3- (2- {4 -r ^ iy y y )V^<^y! )V) y jl=-)V) 



152 



wo 99/41231 PCT/JP99/00622 




TLC:Rf 0.39 Do.-^;i'i. : > / -;u : 1 0 : 2 : 0.1) ; 

NMR(d6-DMS0) : 5 10.59(1H, s), 9.09(3H, br.s), 8.66(1H. s), 7.81(1H, s), 
5 7.71(5H, like s), 7.7-7.5(4H, m), 7.44(1H, m), 7.3-7. 1(4H, m), 7.I-7.0(2H, m), 
5.44(2H, s). 5.07(2H, s), 3.43(3H, s)o 

^/ife^7 (94) 

2' _ (4 -T^ vV7i-;^:^;^^^'■^^;^) - 4- (N- (t--/h^v 
10 ijji.t^-ji') -N- (2 -/^^^yn t°;i/) 75y/f-;i^) -2-b*7i- 




TLC:Rf 0.51 (^'DD.ts^i/A : > : 7K=8 : 2 : 0.1) ; 

NMR(CD30D) : ^ 7.76-7.39(9H, m), 7.31-7. 15(7H, m), 5.13(2H, s), 4.46(2H, 
15 brs), 2.96(2H, d, J=7.2Hz), 1.95-1.80(1H, m). 1.43-1.30(9H. m), 0.82(6H, d. 
J=6.6Hz)o 
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^#^.^17 (9 5) 

2 ' - (4 - 7 ^ 7 )V/'i^^ )V) - 4- ( (2-7fb^v*;l' 

5 TJl^ 




TLCiRf 0.49 (^'on.-i^;!./, : ;< ^y-;^ : t^^= 1 0 : 2 : 1) ; 

NMR(CD30D) ! S 8.30(1H, d. J=2.0Hz), 7.95(1H. dd, J=8.0Ha 2.0Hz), 
7.68(2H, d, J=9.0Hz), 7.66(1H, dd, J=7.5Hz, 1.5Hz), 7.59(2H, d, J=9.0Hz), 7.58- 
10 7.46(2H, m), 7.42(1H, d, J=8.0Hz), 7.30-7.23(4H, m), 7.18-7.10(2H, m), 
5.12(2H, s), 3.66(3H, s), 3.62(2H, t, J=7.0Hz), 2.64(2H, t, J=7.0Hz)o 

^^^1 7(96) 

2' - (4 -7^ vV7i-;u*;i'>'N'^'<;i') -4 - ( (3 --x h ^ ;i/ 



154 



wo 99/41231 



PCT/JP99/0062: 



O 




TLC:Rf OM : / ^ :^m^i 0 : 2 : 1) ; 

NMR(CD30D) : 6 8.32(1H, d, J=2.0Hz), 7.96(1H, dd, J=8.0Hz, 2.0Hz), 
7.68(2H, d, J=9.0Hz), 7.66(1H, dd, J=7.5Hz, 1.5Hz), 7.58(2H, d, J=9.0Hz), 7.58- 
5 7.46(2H, m), 7.42(1H, d, J=8.0Hz), 7.30-7.22(4H, m), 7. 18-7. 12(2H, m), 
5.13(2H, s), 4.07(2H, q, J=7.0Hz), 3.40(2H, t, J=7.0Hz), 2.38(2H, t, J=7.0Hz), 
1.90(2H, quint, J=7.0Hz), 1.20(3H, t, J=7.0Hz)o 

mM7 (9 7) 

10 2' - (4 -7^ vV 7 i^;i/:^7;i//N'-t-f - 4- ( (i-t-rh^-> 




TLC : R f 0.52 (^'a^;^;^/^ ; ^ ^ : 7^=8 : 2 : O.l) 
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NMR(CD30D) : d 8.31(1H, d, J=1.5Hz), 7.97(1H, dd, J=1.5, 7.8Hz), 7.69- 
7.59(5H, m), 7.53-7.50(2H, m), 7.43(1H, d, J=8.1Hz), 7.2g-7.26(4H, m), 7.16- 
7.14(2H, m), 5.13(2H, s), 4.07(2H, d, J=12.9Hz), 3.27-3.23(2H, m), 2.74(2H, m), 
1.90-1.70(3H, m), 1.45(9H, s), 1.20-1.05(2H, m)o 

5 

^^.^117 (9 8) 

2' - (4 -T ^ V /-7i-;i/* >f;i') -4- ( ( 2 - > f- ^i^x ;i' 
7 ^- :=.;uxf-;l/) - 2 - bfy i ^ ;l/7K>^ • ^ > J:- 




TLCiRf 0.64 (^nD4.;i/A : ^ ^^y-;!/ : 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 10.63(1H, s), 9.4-9.0(3H, br), 9.03(1H, br.O, 8.26(1H, 
d, J=2.0Hz), 8.04(1H, dd, J=2.0. 8.0Hz), 7.8-7.6(5H, m), 7.6-7.4(2H, m), 
7.42(1H, d, J=8.0Hz), 7.4-7.2(4H, m), 7.1-7.0(2H, m), 5.04(2H, s), 3.62(2H, m), 
15 3.06(1H, dt, J=13.0, 6.0Hz), 2.87(1H, dt, J=13.0, 6.0Hz), 2.58(3H, s)o 

mmm 7(99) 

2- (4- (4 -T^ vV 7x^;v*;uyv*^'f ;i/) tf' J v>- 3 -^ii') - 
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TLC:Rf 0.45 nn.t;i/A : ^ y g^^= 1 0 : 2 : 1 ) ; 
NMR(CD3(X)) : S 8.63(1H, d, J=5.0Hz), 8.50(1H, s). 8.43(1H, d, J=2.0Hz), 
8.04(1H, dd, J=8.0Hz, 2.0Hz), 7.72(2H, d, J=9.0Hz), 7.65(2H. d, J=9.0Hz), 
5 7.60(1H. d, J=5.0Hz), 7.48(1H, d, J=8.0Hz), 7.30-7.22(3H, m). 7.22-7. 13(2H, m), 
5.11(2H, s), 3.19(2H, d, J=7.5Hz). 2.02-1.81(lH, m), 0.95(6H, d, J=6.5Hz)o 

$^.g«7 (10 0) 

2- (2- (4-7^ vy7i-;i';^?;p^N'^-f;i^) n' V v>- 3 'i^) ^ 
10 ■ ^^^^^^-T)^ 




TLC:Rf 0.50 (^nD*;bA : p< : 7K= 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0) : S 10.96(1H, br.s), 9.18(3H, br.s), 8.73(1H, d, J=4.4Hz), 
8.0-7.8(lH, m), 7.92(2H, d, J=8.8Hz), 7.80(2H. d, J=8.8Hz), 7.8-7.6(2H, m), 
15 7.62(1H, d, J=7.2Hz), 7.50(1H, t, J=7.2Hz), 7.29(1H, d, J=7.2Hz). 3.93(2H, q. 
J=7.4Hz), 0.88(3H, t. J=7.4Hz)o 
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^mw 7 (10 1) 



H 




5 TLC:Rf 0.38 (i^nn.-^;i/i^ : ^^J'y-;!. :7K=8 : 2 :o.i) ; 

NMR(CD3C»D) : d 8.32(1H, d, J=1.8Hz), 7.97(1H, dd, J=1.8, 8.0Hz), 7.69- 

7.50(8H, m), 7.42(1H, d, J=8.0Hz), 7.29-7.26(3H, m), 7.18-7. 15(2H, m), 
5.13(2H, s), 3.35-3.29(2H, m), 1.62(2H, sextet, J=7.2Hz), 0.96(3H, t, J=7.2Hz)o 



10 'umm 7 (10 2) 

2' - {4-7^vy7 j^-)\^iJ)l^y<'^-[ )l) -4- ( (3-tKn^->- 




15 TLC:Rf 0.38 (i^ Dn.i^;i/A : ^7 : 7K= 8 : 2 : 0.1) ; 

NMR(CD30D) : S 8.33(1H, d, J=2.0Hz), 7.98(1H, dd, J=2.0, 8.0Hz). 7.70- 
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7.58(6H. m). 7.55-7.50(2H, m), 7.43(1H. d. J=8.0Hz). 7.29-7.26(3H. m), 7.17- 
7.10(2H. m), 5.13(2H. s). 3.29-3.24(4H, m). 0.92(6H, s)o 



(10 3) 

5 2' - (4-7 5-7/-7i^J^^;;I^/<^^;l/) - 4-((l. 2, 2-h'J 




TLC:Rf 0.33 (^nD.+ ;l/A : ^ ^J'y-;!. : 7K=8 : 2 : 0.2) ; 
10 NMR(CD30D) : 8 8.28(1H, d, J=1.8Hz), 7.93(1H, dd, J=1.8, 8.0Hz), 7.66- 
7.69(3H, m), 7.61(2H, d, J=9.0Hz), 7.50-7.54(2H, m). 7.41(1H. d, J=8.0Hz), 
7.25-7.29(4H, m), 7. 14-7.17(2H, m), 5.13(2H, s). 4.05(1H, q, J-7.0Hz), 1.16(3H, 
d, J=7.0Hz), 0.96(9H, s)o 

15 7 (10 4) 

2' - (4 -7 5 ->V7 x-;i':^;;i'/<^-^;i^) - 4 -^^f^^i^:^ ^^ 
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TLC:Rf 0.32 (^'nn.i^;uA : ^^y-;i/:7K=8 : 2 :().2) ; 
NMR(CD30D) : S 8.31(1H, d, J=2.0Hz), 7.96(1H, dd, J=2.0, 8.0Hz), 7.66- 

7.68(3H, m), 7.61(2H, d, J=9.0Hz), 7.50-7.54(2H, m), 7.42(1H, d, J=8.0Hz), 
5 7.26-7.28(4H, m), 7. 14-7. 17(2H, m), 5.13(2H, s). 3.35(2H, t, J=7.0Hz), 1.59- 
1.63(2H, m). 1.33-1.38(4H, m), 0.90-0.95(3H, m)o 

^^^7 (10 5) 

2' - (4 -7 5 vV 7 Ji-;i/*;i^/<^'f;i/) - i >]/ 




TLC:Rf 0.48 (^nD*;i^A : ^^y-;i.:7K=8 : 2 :o.i) ; 

NMR(CD30D) : S 8.32(1H. d, J=1.8Hz), 7.97(1H, dd, J=1.8, 8.0Hz), 7.70- 
7.49(8H, m), 7.42(1H, d, J=8.0Hz), 7.29-7.26(3H, m), 7. 18-7. 13(2H, m). 
15 5.13(2H, s), 3.39-3.30(2H, m), 1.70-1.50(2H, m), 1.50-1. 20(6H, m), 0.90(3H, t, 
J=6.6Hz)o 
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'Sii^m 7 (10 6) 

2' - ( 4 -7 5 yV 7 ^ ;U) -4 - ( (1, 2 -v^-}-)\- 

7°nt;;i) ■/; < - 2 - trvx-^i- :'; A • ^^-y-'bxT.r/i- 




TLClRf 0.45 oD.-^;i.A : ;< :5' : ^= 8 : 2 : 0.1) ; 

NMR(CD30D) : S 8.31(1H, d. J=1.8Hz), 7.96(1H, dd, J=1.8, 8.0Hz), 7.70- 
7.50(8H, m), 7.41(1H, d. J=8.0Hz), 7.29-7.26(3H, m), 7. 18-7. 13(2H, m), 
5.14(2H, s), 3.91(1H, m), 1.80(1H, sextet, J=6.6Hz), 1.18(3H, d, J=6.6Hz), 
10 0.95(6H, d, J=6.6Hz)o 

mifkmi (10 7) 

2 • - (4 -7^ vV 7 x-^V'^^U^-^'^-f ;l^) - 4- { ( (IS) -l-ii 
Kn^v^f-;i^-2-^-5^;i'7'nti°;i/) i])V^<^y()U) -2-t*7x-;i'* 

15 • ^f-;^x7>r;^ 
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TLC:Rf O.49(^an.-|.;UA:^^.y-;^.g^^^l0.2.i3 . 
NMR(d6-DMS0) : , 10.63(1H, s), 9.3-8.8(3H. br), 8.24(1H, d, J.l.gHz), 
8.22(1H, br.d. J=9.3Hz). 8.06(1H. dd. J=1.8. 7.8Hz), 7.75(4H. likes), 7 68(1H 
5 dd, J=1.8, 7.8Hz), 7.60(1H. dt, J=,.8, 7.8Hz), 7.54(1H. dt, J=1.8. 7 8Hz) 
7.40(1H. d, J=7.8Hz), 7.3,(1H. dd, J=,.8, 7.8Hz), 4.60(1H, t, J.6.0Hz), 3.81(1H 
m), 3.54(3H, s), 3.6-3.4(2H. „.), ,.90(1H, IDce sextet, J=6.9Hz), 0.90(3H, d 
J=6.9Hz), 0.87(3H, d, J=6.9Hz)o 



10 



2' - (4-T5i;y7x^;U*;^.,^^;i.) -4- ( (3. S-i^^f^^p 




TLClRf 0.28 (^'nD.1.;i.A;^^^_,,;^^g . 2 • 
15 NMR(CD30D):. 8.32(1H, d, J.2.0Hz). 7.95aH, dd. J=2.0, 8.0Hz),' 7.65- 
7.69(3H, ml 7.60(2H, d. ,-9.0Hz), 7.49-7.53(2H, m), 7.40(1H. d, J=8.0Hz), 
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7.24-7.28(4H, m), 7.13-7.16(211. m). 5.12(2H. s), 3.35-3.41(211, m). 1.50- 
1.55(211. ni). 0.97 (9H, s)c 



■UM 7 (10 9) 
5 2 ' - ( 4 - 7 5 -y / 7 i ^ ;i/ :^ ;b -f )V) - 4- ( ( (IR) 

Kn4^->^f-;i/- 2 f-^U7'ni;;L') i] )V) - 2 - 7 x ^'y 



H 




TLC:Rf 0.49 (^'nu.t;i/A : ;< : g^if= 1 0 : 2 : 1 ) ; 

10 NMR(d6-DMSO) : S 10.63(1H, br.s), 9.3-8.8(3H. br), 8.24(1H, d, J=1.5Hz), 
8.22(1H, d, J=8.0Hz), 8.06(1H, dd, J=1.5, 8.0Hz). 7.75(4H, likes), 7.68(1H, dd, 
J=1.5, 8.0Hz), 7.60(1H, dt. J=1.5, 8.0Hz), 7.54(1H, dt, J=1.5, 8.0Hz), 7.40(1H, d, 
J=8.0Hz), 7.32(1H, dd, J=1.5, 8.0Hz), 4.61(1H, t, J=7.8Hz), 3.81(1H, m), 
3.54(3H, s), 3.6-3. 4(2H, m), 1.90(1H, like sextet, J=6.8Hz), 0.90(3H, d, J=6.8Hz). 

15 0.86(3H, d, J=6.8Hz)o 

^^^7 (1 1 0) 

2 • - (4 -7<'yJ 7 ^=-)Vi] )\^) - 4- ( ( (IS) - 

20 :^ • '^>-y;i/x7,r ^1/ 
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O 




TLC:Rf 0.45 (^na.-^;i/A : :7R=8 : 2 :o.i) ; 

NMR(CD30D) I 6 8.32(1H, d, J=1.4Hz), 8.00(1H, dd, J=1.4, 8.0Hz), 7.70- 
7.58(5H, m), 7.55-7.49(2H, m), 7.43(1H, d. J=8.0Hz), 7.30-7.25(4H, m), 7.17- 
5 7.12(2H, m), 5.12(2H, s), 4.46(1H, d, J=7.0Hz), 3.73(3H, s), 2.24(1H, sextet 
J=7.0Hz), 1.01(6H, dd, J=3.6, 7.0Hz)o 



^i^m 7 (111) 

2' - (4-75 vV7i^;u*;i/^^~-t^;i/) - 4- ( ( (IR) - l-;^ 



O 




TLC:Rf 0.48 (^oa.-^;i^A : ^^j'y-;!/ :7K=8 : 2 :o.i) ; 

NMR(CD30D) : S 8.32(1H, d, J=2.1Hz), 7.99(1H, dd, J=2.1, 8.1Hz), 7.69- 
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7.50(7H. m). 7.43(1H. d, J=8.1Hz), 7.29-7,25i4H. m). 7. 16-7. 13(2H, m), 
5.12(2H. s), 4 46(1H, d. J=6.9Hz). 3 73(3H, s). 2.24(1H. sextet. J=6.9Hz), 
1.01(6H, dd, J=5.1, 6.9Hz)c 

5 '^t^mi (112) 

CHa 



TLC:Rf 0.51 (i:' on.toi/A : ^ y : 8 : 2 : 0.1) ; 

10 NMR(CD30D) : S 7.69-7.41(7H, m), 7.34-7.04(9H, m), 5.12(2H, s). 4.01(2H, 
t, J=6.6Hz), 1.88-1.59(3H, m), 0.94(6H, d, J=6.6Hz)o 

^/ife^7 (113) 



2- (3- (4 -7^ v/7x-;i';^;i'yN'^'f ;^) -:/>- 4 -^'^i') - 
15 5- ( (2 -^•?'^l'7'nki;i/) i])U/<^^)U) • ^> v^L'^^^r^l' 



H2N 
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TLC:Rf 0.33 (^'Dn.-h;i/A : ^ ^y-ji/ : gt^= 1 0 : 2 : 1) ; 

NMR(CD3C»): e 8.77(1H, s), 8.63(1H, dd, J=5.0Hz), 8.43(1H, d, J=2.0Hz), 
8.04(1H, dd, J=8.0Hz, 2.0Hz), 7.70(4H, s), 7.43(1H. d, J=8.0Hz), 7.38(1H. d. 
5 J=5.0Hz), 7.30-7. 12(5H, m), 5.11(2H, s), 3.19(2H, d, J=7.0Hz), 2.02-1.81(lH, 
m), 0.95(6H, d, J=6.5Hz)o 

^^^1 7 (114) 

2 ' - ( 4 - T ^ ->V 7 X - Jl- -i )V) - 4 ' - h ^ v - 4 - 

10 ((1, 2, 2 - b 'J >t ^^I'T'ot:;!/) - 2 -}£y :l -)V t 




TLC:Rf 0.67 (^^nn;^;i/A : p< : 1 0 : 2 : 1) ; 

NMR(CD30D) : 8 8.77(1H, d, J=2.5Hz), 8.25(1H, d, J=2.0Hz), 8.18(1H, dd, 
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J=8.5Hz, 2.5Hz), 8.02(1H. d, J=8.5Hz). 7.93(1[1, dd, J=8.0Hz. 2.0Hz), 7.42(1H, 
d, J=8.0Hz), 7.27-7.17(511, m), 7.26-7.09(2H. m), 7 08(1H. dd, J=8.5Hz, 2.5Hz), 
5.10(2H. s). 4.05(1H, q. J=7.0Hz). 3.89(3H. s), 1.15(3H. d. J-7.0Hz), 
0.95(9H, s)o 

5 

7 (115) 

2 ' - ( 4 - 7 ^ 7 i - ;i- /; ^ - 4 - ( ( (IS) - l - 




TLC:Rf 0.32 (i^auj^;uA : ;< ^ y-;i' : 7K= 8 : 2 : 0.1) ; 

NMR(CD30D) : d 8.33(1H, d, J=1.8Hz), 7.99(1H, dd, J=1.8, 7.8Hz), 7.70- 
7.49(7H, m), 7.42(1H, d. J=8.0Hz). 7.29-7.25(4H, m), 7.18-7.13(211, m), 
5.13(2H, s), 4.04(1H, dd, J=3.6, 9.2Hz), 3.87(1H, dd, J=3.6, 11.8Hz), 3.61(1H, 
15 dd. J=9.0, 11.8Hz), 0.98(9H, s)o 

^Mi^8--$^^8 (7) 

m^^fzc 
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^M0IJ 8 

2- (3- (4 -7< vV 7a.r.;U:^;;i/y<^^;l/) -f 7 U > - 2 - ^ Jl^) 




5 TLC:Rf 0.20 : ^ ^'y-;i/=4 : 1) ; 

NMR(CD30D) : S 8.16(1H. s), 8.1-8.0(1H. m), 7.9-7.8(lH, m), 7.7-7. 6(8H, 

m), 7.39(1H, dd, J=6.6, 1.8Hz), 7.29(1H, d, J=7.6Hz), 7.2-7.0{3H, m), 6.94(2H, 
dd, J=7.6, l.OHz), 5.06(2H, s). 2.39(3H, s)o 

10 MflJ8 (1) 

2- (2- (4 -T5 y y 7xr.;i/:^7;UM'^^;i/) ■fyf'Uy-l-^Jl') 




TLC:Rf 0.75 (i^nD*;i.A : : g^g?= 1 0 : 2 : 1) ; 

15 NMR(CD3(X)) : d 8.03-7.92(3H, m), 7.69-7.46(8H, m), 7.42-7. 10(6H, m), 
6.93-6.89(2H, m), 5.02(1H, d, J=12Hz), 4.95(1H, d, J=12Hz)o 
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'm.ms (2) 

2 - ( 3 - ( 4 - T ^ y y 7 .T. ;l/ /J ;lx ; <^ 1" ;b ) -j-y 9 \^ y - 2 - -i >l^) 




5 TLC:Rf 0.58 (^Du.-^;vA : ^y-;i/ ; si^K- 1 0 : 2 : 1 ) ; 

NMR(CE>3(X») : S 8.14(1H, s), 8.02-7.97(lH, m), 7.88-7.83(lH, m), 7.73- 
7.58(7H, m), 7.41(1H, d, J=2.5Hz), 7.33(1H, d, J=8.0Hz), 7. 16-6.87(6H, m), 
5.05(2H, s). 3.82(3H, s)o 

10 (3) 

2- (3- (4 -7^ vV 7i-;i'*;i/>'N'-t^;u) i/>- 2 



TLC:Rf 0.58 (^nn.1;;i.A : ^ : gi;g^= 1 0 : 2 : 1 ) ; 

15 NMR(CD30D): S 8.14(1H. s). 8.03-7.97(lH, m), 7.89-7.83(111. m), 7.73- 
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7.58(7H, m), 7.39(1H, d, J=2.5Hz), 7.32(1H, d, J=8.0Hz), 7. 16-6.87(6H, m), 
5.05(2H, s), 3.96(2H, t, J=7.9Hz). 1.79(2H, sextet, J=7.0Hz), 1.03(3H, t, 
J=7.0Hz)o 

5 ^^^8 (4) 

2' - (4 -T < v/ 7 i-;!-;^;!-/^^-^ JU) -4' no- 2 -if 7 j. 



TLCiRf 0.24 (^'DD.t^^i/A : ;i^'y-;i/:7(c=8 : 2 :o.2) ; 

10 NMR(CD3CD) : d 7.90(1H, dd, J=1.6, 7.8Hz). 7.67(2H, d, J=9.2Hz), 7.55- 
7.61(3H, m), 7.39-7.52(3H, m), 7.28-7.33(4H, m), 7.20(1H, d, J=7.8Hz), 7.14- 
7.17(2H, m), 5.13(2H, s)o 

^^^8 (5) 

15 2' - (4 -75 vV 7 i-;l/*;l-/N'^-f;w) -4' - ( (E) -2-p< h 
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TLC:Rf 0.19 (^'nn;^;UA : y-;b= 4 : 1 ) ; 
NMR(CDCl3) : d 9.25(1H, s), 8.82(2H, brs), 8.56(2H, brs), 7.81(1H, s), 7.9- 
7.7(1H, m), 7.69(2H, d, J=7.8Hz). 7.5-7. 1(13H, m), 7.07(1H, d, J=8.0Hz), 
5 6.48(1H, d, J=16.2Hz), 5.1 1(2H, s), 3.75(3H, s)o 

^^^118 (6) 

2' - (4 - (Nl- t -7■^^v*;^'-^'-;^7 5 i/V) 7 jl tl)U^^^ 

^ )V ) -3' -^>y;i':t + v-2 -tr7x-;i/*;i/--}^>jg • ^yi/;!^-]^ 

10 7.T)V 




TLClRf 0.53 : St^i?x-^;u= 1 : 1 ) ; 

NMR(aX:i3) : S 9.80-9.00(1H. broad), 8.37(1H, s). 7.77(1H, d, J=8.0Hz), 

7.62(2H, d. J=9.0Hz). 7.47-7. 15(15H. m), 7.09f2H. d. J=9.0Hz). 7.02(1H, d, 
15 J=8.0Hz), 6.72(1H. d, J=8.0Hz), 5.21(1H, d. J=12Hz). 5.20(2H, s), 5.10(1H, d, 
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J=12Hz), 1.53(9H, s)o 

mmm?, (?) 

2- (2- (4 -T^ V y 7i::^;^:^;^/^'^^^V) ^ > V'f :t ^ i > - 3 - 




TLCiRf 0.72 (^^ ou.-^;i/A : > ^ y-ji/ : gt^= 1 0 : 2 : 1 ) ; 

NMR(CD30D): d 8.09(1H, dd, J=8.0, 1.5Hz), 7.93(1H, d, J=8.0Hz)7.77- 
7.58(4H, m), 7.56-7.41(4H, m), 7.34(1H, td, J=7.0Hz, 1.5Hz). 7.26-7.08(3H, m), 
10 6.97-6.90(2H, m), 5.02(1H, d, J=12Hz), 4.95(1H, d, J=12Hz)o 

^^m^-'ummQ (31) 

15 

2- (2, 3-vliKD-2, 2-v^^;b-6- {A -T W J 1 Ji=-)\y 
ij ^ > 7*7 7 > - 5 - ^ - yh^v^f-^^J^^x 

)V 



172 



wo 99/41231 



PCT/JP99/00622 




TLC:Rf 0.33 i^rna:t.)iA : :i 9 J ->v:m^=2 0 : 2 : I) ; 

NMR(CD30D): S 7.83(1H, d, J=8Hz), 7.69(2H, d. J=9Hz), 7.58(2H, d, 
J=9Hz), 7.51(1H. t J=8Hz), 7.38(1H. t, J=8Hz), 7.31(1H, d, J=8Hz), 7.05(1H, s), 
5 6.95(1H, s), 5.28(2H, s). 3.30(3H, s), 3.10(2H, s), 1.50(6H. s)o 

2' _ (4 -r 5 i/V 7 x-;i/:^f;i-^N'^^;i') -6' - ^ 2 - kf 7 ^ 




TLC : R f 0.47 (^'nu*;!/^ : ^^^z-;!/ : g^^= 1 0 : 2 : 1 )o 

(2) 

2' - {A-r 5.'y/y ji-ji^i: Ji^^'^'i -5' - 2 - 7 i 
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CH3 



CH3 



TLC : R f 0.47 (^^^D;^;^A : j-iv: 1 0 : 2 : Do 

M#1I9 (3) 

5 2' - (4 -7 5 vV 7 x-;U:^;i/M'^^ -4' - ^ V yn tf 2 - 
NH fT'^ 



TLC : R f 0.43 (^no.-^;i/A : j-iv: ^w.= 1 0 : 2 : i)o 

10 %m n^ (4) 

2' - vV 7x-;^*;^/^*^^;^) -4' - t -■/f-^i'- 2 - li* 

7 • ^ h^v^f-;!^^;?:-/-;!/ 




H3C CH3 
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TLC : R f 0.41 (^uD.touA : ^ : 1^^= i o : 2 : i)o 



(5) 



5 2' - (4 -7 ^ vV 7 x-;l/:^;i'/<^^;u) -4' -xf-;i/ - 2 - ti*7 x 




TLC : R f 0.13 (i^nn.t;i'A : ^ y : tR- 9 : i : o.i)c 



10 (6) 

2' - {4 -r <i/ y y )\^) -4' -;<h^v-2-t:7 
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"CH3 



TLC : R f 0.43 (^no.-^;bA : : 1 0 : 2 : l)o 

-^^^119 (7) 

5 2- (5, 6, 7, 8--fh7tKn-3- ( 4 -7 ^ vV 7 j- 




TLC ; R f 0.25 (^DD;^;^A : ;^ 9 J - )u : mm= 1 0 : 2 : i)o 
10 ^mm9 (8) 

2' - (4 -7 5 vV 7 i-;l/*;i//<^-f;l') -4' -^7^-2-1^7^ 
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CN 



TLC : R f 0.12 i^avt^jiA : fi^^= i o : 2 : Do 

SMi^9 (9) 

5 2- (6- (4 -T ^ vV 7i-^b*iu/<* -^^u) -i 1^) ^ 




TLC : R f 0.24 {i^uv^.)iA : ^ : g^^= i o : 2 : i)o 

10 9(10) 

2' - (4 -7^ vV 7 i-;l/*;UVN'^-f -5' -^h^v-2-tf7 




TLC:Rf 0.25 DD.tobi. : > 5^ : 7K= 8 : 2 : 0.2) ; 
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NMR(CD30D) : S 7.89(1H, dd, J=1.4, 8.0Hz), 7.69(2H, d, J=9.0Hz), 

7.67(1H, d, J=8.6Hz), 7.60(2H. d, J=9.0Hz), 7.57(1H, dt, J=1.4, 8.0Hz), 7.44(1H, 
dt, J=1.4, 8.0Hz), 7.34(1H, dd, J=1.4, 8.0Hz), 7.05(1H, dd, J=2.6, 8.6Hz), 
6.80(1 H, d, J=2.6Hz), 5.27 (2H, br.s), 3.87(3H, s), 3.29(3H, s)o 



^^^J 9(11) 

2' - (4 -75 i/V 7 x-;^^^;^;^^^ ^1/) -6' -^h^v-2-b*7 



10 TLC:Rf 0.27 (^'on.i^jl/i^ : ^^y-;i/:7K=8 : 2 :o.2) ; 

NMR(CD30D) : 8 7.91(1H, dd, J=1.4, 7.6Hz), 7.68(2H, d, J=9.2Hz), 

7.59(2H, d, J=9.2Hz), 7.51(1H, dt, J=1.4, 7.6Hz). 7.47(1H, d, J=7.6Hz), 7.38(1H, 
dt. J=1.4, 7.6Hz), 7.16-7 .28(3H, m), 5.32(2H, s), 3.72(3H, s), 3.35(3H, s)o 

15 M^J9 (1 2) 

2' - (4 -T5 vV 7 x:^;i':^;i/>'\'^-<;i/) -5' nn- 4 
- 2 -ii'7i-;v*;W'-^*>^ • ^ V^-y ^^)Vs.7.t)V 

CH3 



5 





CI 



TLC:Rf 0.27 (^^nD:J^;UA : ^:?y-;i/=4 



1) 
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NMR(CDCl3): 0 9.46(1H, s), 8,70(2H. s). X.58{2H. s), 7.72(2H, d, 
J=8.4Hz). 7.62(2H. d, J=8.8Hz), 7.44(2H. d, J=8.4Hz), 7.4-7.2(2H, m). 
7.12(1H, s), 7.09(1H. d. J=8.6Hz). 5.27(2H. d. J=3.6Hz), 3.32(3H. s), 
2.30(3H, s)o 

5 

-n mO (13) 

2' - (4 -7 5 ->'/ 7 x-;u*;i-/<-t ^ -4' -y<h+v-4-^f- 
)i-2 -tf7x-;i/*;i^^1<>lt • ^ h^->>f-;i'X7,T;i' 




CH3 



10 TLC:Rf 0.34 Dnt^;i'A : ^ ^ y 4 : 1 ) ; 

NMR(CDCl3) : 6 9.34(IH. s), 8.76(2H, brs), 8.55(2H. brs), 7.75(2H, d, 
J=8.4Hz), 7.59(1H, d, J=1.4Hz), 7.43(2H, d, J=8.4Hz), 7.21(1H, d, J=8.4Hz), 
7.20(1H, dd, J=7.8, 1.4Hz), 7.09(1H, d, J=7.8Hz), 7.02(1H, d, J=8.4Hz), 
6.93(1H. dd, J=8.4, 2.4Hz), 5.29(2H, d, J=6.2Hz), 3.81(3H. s), 3.33(3H, s), 
15 2.36(3H, s)o 

^Mi^l 9(14) 

2- (3- {4 -T ^'J J 7 )l^<^-( IV) -S-Jf h^i/ty 9 ]y 
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TLC:Rf 0.52 oD^;i/A : ^ : 7K= 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0) : S 10.79(1H, s), 9.4-8.9(3H, br), 8.24(1H, s), 7.97(1H, s), 
7.88(1H, dd, J=1.0, 7.6Hz), 7.79(4H, like s), 7.7-7.3(5H, m), 7.10(1H, d, 
5 J=7.0Hz), 5.08(2H, br.s), 3.97(3H, s), 3.05(3H, s)^ 

mM9 (1 5) 

2' - (4 -T ^ vV 7 x:=.;i/*;i/y<-t^ ;u) -4' - v ^ ■^-'l^* ^i^^-^'-t -i" 



10 




TLC:Rf 0.30 (^^aD;^;^i^ : ^ : : 2 : 0.2) ; 

NMR(CD3(X)): S 7.96(1H, dd, J=1.6, 7.8Hz), 7.56-7.74(7H, m), 7.35- 
7.51(3H, m), 5.25(2H, s), 3.30(3H, s), 3.16(3H, br.s), 3.13(3H, br.s)o 

15 9(16) 

2' - (4 -T^ vV 7 x-;l':^;l/M~^^;i/) -2, 4' -tf7x^;Uv* 
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;i. :•' fij ■ If X {/ h -t v ^ -7- 'i x x -f ;u ) 




TLC:Rf 0.27 (^^ an.+ ,)i/A : ^ ; 7K= 8 : 2 : 0.2) ; 

NMR(CD30D) : 5 8.33(1H, d, J=1.8Hz). 8.24(1H, dd, J=1.8. 7.8Hz), 
5 7.98(1H, dd, J=1.4, 7.8Hz), 7.73(2H, d, J=9.0Hz), 7.67(2H, d, J=9.0Hz), 
7.62(1H, dt, J=1.4, 7.8Hz), 7.48(1H, dt, J=1.4, 7.8Hz), 7.47(1H, d, J=7.8Hz), 
7.37(1H, dd, J=1.4, 7.8Hz), 5.53(2H, s), 5.24(2H, s), 3.57(3H, .s), 3.29(3H, s)o 

^mm9 (17) 

10 2' - (4 -T^ vV 7 J. -;i-:^;b/'?-^'1';p) -4' - ;i-f-)Utj )i'y<^^ )i 




TLC:Rf 0.20 (^'nu.-f^;!./. : ;< : 7)c=8 : 2 : 0.2) ; 

NMR(CD30D) : S 8.15(1H, d. J=1.8Hz), 8.00(1H. dd, J=1.4. 8.0Hz). 
15 7.96(1H, dd, J=1.4. 8.0Hz), 7.73(2H, d, J=9.0Hz), 7.67(2H, d. J=9.0Hz), 
7.60(1H. dt, J=1.4, 8.0Hz). 7.47(1H. dt, J=1.4. 8.0Hz), 7.42(1H, d. J=8.0Hz), 
7.36(1H, dd, J=1.4, 8.0Hz), 5.23(2H, s), 3.26(3H, s). 2.98(3H. s)o 
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^fefe.giJ9 (1 8) 

2' - (4 -7 i'J y y x.s:-)Vi] )lJ<^-i ll) -4' - ^ f-^L'T ^ / ^ f" 

-2 -e7i-;V'*;i-'-K>'^ ■ / b-t>'^-^;ui;<,r;i- 




H 



TLC:Rf 0.26 : : 8 : 2 : 0.2) ; 

NMR(CD30D) : S 7.90(1H, dd, J=1.8, 7.8Hz), 7.53-7.73(6H, m), 7.39- 
7.48(2H, m), 7.33(1H, dd, J=1.8, 7.8Hz), 7.29(1H, d, J=7.8Hz), 5.26(2H, s), 
4.56(2H, s), 3.29(3H, s), 2.92(3H. s), 1.50(9H, s)o 

^mi9 (1 9) 




TLC:Rf 0.53 : ;< 9 y -)\^ ■.m^= I 0 : 2 : I) ; 

NMR(CD30D): 6 7.86(1H, dd, J=8.0Hz, 1.5Hz), 7.68(2H, d, J=9.0Hz), 
7.56(2H, d, J=9.0Hz), 7.54(1H, td, J=8.0Hz, 1.5Hz), 7.40(1H, td, J=8.0Hz, 
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1.5Hz), 7.32(!H, dd, J=S.()Hz. 1.5Hz). 7.15(IU, s). 6.74flH. s). 6.09(211, s). 
5.29(2H. s). 3.36(3H. s)o 



^mm 9(20) 

5 2 ' - (4 -T ^ -7 / 7 x^il/:^ - 4' -(2-^h^v'^h 




TLC:Rf 0.66 nnx-^;i/A : ^ : 7)c= 1 0 : 2 : 0.1) ; 

N M R (d6-DMS0) : S 10.51(1H, s), 9.3-8.9(3H, br.d), 7.9-7.6(5H, m), 
10 7.56(lH,dt, J=1.6, 7.4Hz), 7.42(1H, dt, J=1.6, 7.4Hz), 7.4-7. 1(4H, m), 5.11(2H, 
br.s), 4.65(2H, s), 4.24(2H, t, J=5.0Hz), 3.83(2H, t, J=5.0Hz), 3.29(3H, s), 
3.16(3H, s)o 

mmm 9(21) 

15 2' - {4 -r 5. y> y JL~)V-^ )V) -4' - 7;l/tn- 2 -tf 7 




F 
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TLC:Rf 0.29 (^nu7^;i.A : ;< ^ : Ttc- 8 : 2 : 0.2) ; 
NMR(CD30D) : 8 7.92(1H, dd, J=1.6, 7.8Hz), 7.71(2H. d, J=9.2Hz), 
7.63(2H, d, J=9.2Hz). 7.56(1H, m), 7.40-7.49(2H, m), 7.30-7.37(3H. m), 
5.26(2H, s), 3.31(3H, s)o 

-Mmm 9(22) 

2- (3- (4 -7 ^ V / 7 ^ ;i/) -S-/ h^'yj^ h^'y 




10 T L C : R f 0.49 n D.t^Ji-A : ^ ^J' y : 7K= 1 0 : 3 : 0.2)0 



(2 3) 

2' - (4-r^ vV 7 *;!/>' ^■^^;u) - 4' - (2 b^v-x. h 
^v) - 2 -tf7i-;i^*;i^*'>®? • ^ h^v^ f-;i/x7>f-;i/ 



15 




TLC:Rf 0.70 (^nD.-^;i/A : ^ ^'y-;i/ : si^= 1 0 : 2 : 1) ; 

NM R(d6-DMS0) : S 10.50(IH, s), 9.3-8.9(3H, br), 7.81(1H, dd, J=1.4, 
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7.8Hz), 7.74(4H. like s). 7.56(1H, dt, J=1.4, 7.4Hz). 7.42(111. du J=1.4. 7.4Hz), 
7.35-7.10(411. m). 5.11(2H, br..s). 4.21(2H. t, J=4.4Hz). 3.69(2H, t, J=4.4Hz). 
3.32(3H, .s), 3.16(3H. s)o 

5 mM9 (2 4) 

2 ' - ( 4 - r 5 V 7 7 Ji^^l'* ;l/><-^-f Jb) - 4 ' - h 'J 7 D ^ h ^ 
-> - 2 - tf 7 J- - ;u * > K • ^ h ^ V ^ f- ^1/ -r }V 




F 

TLC:Rf 0.31 ; ^ : 7K=8 : 2 : 0.1) ; 

10 N M R (CD3OD) : S 7.95(1H, dd, J=2.0, 7.4Hz), 7.74-7. 14(10H, m), 
5.25(2H, s), 3.29(3H, s)o 

-^fefe^ 9(25) 

2- (3- (4-75 vV7i-;i/*;l'^N'^-f ;l') -5- (2-^h^vJ^ 
15 h^v) t7^l->-2-^;l/) ^ h^v^^;l^x7>f 
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TLC:Rf 0.45 (^^ uD4^;i'A : ^ 5^ / : xK= 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0) : S 10.77(1H, s), 9.3-9.0(3H, s), 8.40(1H, s), 8.0-7. 7(6H, 
m), 7.7-7.4(5H, m). 7.12(1H, m), 5.09(2H, br.s), 4.35(2H, t, J=5.0Hz), 3.83(2H, t, 
J=5.0Hz), 3.36(3H, s), 3.06(3H, s)o 



-^ ^ ^9 (2 6) 



10 TLC:Rf 0.57 (^Dn4^;vA : ^ : tK- 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0) : S 10.81(1H, s), 9.3-9.0(3H, br), 8.44(1H. s), 7.78(4H, 
like s), 8.0-7.6(3H, m), 7.7-7.4(3H, m), 7.42(1H, br.d, J=7.8Hz), 7.22(1H, br.d, 
J=6.4Hz), 5.49(2H, s). 5.09(2H, br.s), 3.49(3H, s), 3.05(3H, s)o 

15 mmm9 (27) 

2' - (4 -7 5 i/V 7 x-;i/:^;;P>'N'^ ^;i/) -4' - ( h^v*;^*' 



5 
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NH 



H2N 




o 



CH3 



o 



N 
H 



o 



TLC:Rf 0.21 nn;f.;bA : ^ : 7K= 8 : 2 : 0.2) ; 

NMR(CD30D) : S 8.20(1H, d, J=1.8Hz), 8.06(1H, dd, J=1.8, 7.8Hz), 
7.97(1H, dd, J=1.8, 7.8Hz), 7.72(2H, d, J=9.2Hz). 7.67(2H. d, J=9.2Hz), 
5 7.61(1H, dt, J=1.8, 7.8Hz), 7.48(1H, dt, J=1.8, 7.8Hz), 7.44(1H, d, J=7.8Hz), 
7.37(1H, dd, J=1.8, 7.8Hz), 5.23(2H, s), 4.18(2H, s), 3.77(3H, s), 3.27(3H, s)o 

W^gHQ (2 8) 

2' - (4-7^vV7 :z.::-)Vil)\y)<'^i f^) - 4' - ( 
10 ;i/- 2 -7i^;vx^;l/) *;i/A-^^;i/) - 2 - kr7 x Jb/i^' > 




TLC:Rf 0.37 (^nn;f^;i/A : ^ : 7K= 8 : 2 : 0.2) ; 

NMR(CD30D) : 8 8.06(iH, d, J=1.6Hz), 7.95(1H, dd, J=1.6, 7.6Hz), 
15 7.94(1H, dd, J=1.6, 7.6Hz), 7.72(2H, d, J=9.0Hz), 7.66(2H, d, J=9.0Hz), 
7.60(1H. dt, J=1.6, 7.6Hz), 7.46{1H, dt, J=1.6, 7.6Hz), 7.39(1H, d. J-7.6Hz). 
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7.35(1H, dd, J=1.6, 7.6Hz), 7.20-7.29(5H, m), 5.22(2H. s), 4.92(1H, m), 
3.75(3H, s), 3.23(3H, s), 3.09-3.39(2H, m)o 

^^m9 (2 9) 

5 2' - {A -7 ^'J y 7 x.=.)Vt )i'^<'i^ )l) -4' -j:-V^'yiJ 
y h^v- 2 -tf7i-;l^:^;l''i^">lt • ^ \ ^ y ^^T.'f )\^ 

NH ff^^ 



TLCiRf 0.50 (^no^j^jbA : ^^'y-^uiTK^i 0 : 3 :o.2) ; 

NMR(d6-DMS0) : 8 10.51(1H, s), 9.3-8.9(3H, br), 7.9-7.6(5H, m), 7.57(1H, 
10 dt, J=1.4, 7.4Hz), 7.42(1H, dt, J=1.4, 7.4Hz), 7.4-7. 1(3H, m), 7.12(1H, dd, J=2.6, 
8.4Hz), 5.11(2H, s), 4.91(2H, s), 4.19(2H,q, J=7.4Hz), 3.14(3H. s), 1.22(3H, t, 
J=7.4Hz)o 

^ ^ f^J9 (3 0) 

15 2' - (4-7? vV7 -4' - ( (l h^v;^; 

2 f-;l'7'D tf;i/) )\^ t^^-i - 2 - tf 7 jc -^I/* > 




CHg 
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CH3 O 



TLC:Rf 0.33 (^Do.-^;i/A : ;< ^'y-jb : 7K=8 : 2 : 0.2) ; 

NMR(CD30D) : S 8.18(1H, d, J=1.8Hz), 8.06(1H, dd, J=1.8, 7.8Hz), 
7.97(1H, dd, J=1.8, 7.8Hz), 7.73(2H. d, J=9.2Hz), 7.67(2H, d, J=9.2Hz), 
5 7.61(1H. dt, J=1.8, 7.8Hz), 7.48(1H, dt, J=1.8, 7.8Hz). 7.43(1H, d. J=7.8Hz), 
7.36(1H, dd, J=1.8, 7.8Hz). 5.25(2H, s), 4.56(1H, m), 3.78(3H, s), 3.29(3H, s), 
2.30(1H, m), 1.06(3H, d, J=6.8Hz), 1.04(3H. d, J=6.8Hz)o 

^Mi^Q (3 1) 

10 2- (6- (4 -T 5 V y 7x.:^;i/*;W/<^-i' ;u) - \ -^y'y)i^t^^y :^ 
Xlf2- (5- (4 -7 ^ VV 7x:::^;^*;^/^*^^';^) - I -y<yi;)Vi: ^ 
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TLC:Rf 0.23 (^^DD^-'i'A : ^ ^'^-^i' : 7K=8 : 2 : 0.2) ; 

NMR(CD30D) : S 8.46(0.5H, s), 8.43(0.5H, s). 8.03(0.5H, s), 7.98(0.5H, s), 
7.93(0.5H, dd, J=1.2, 7.5Hz), 7.90(0.5H, dd, J=1.2, 7.5Hz), 7.71(1H, d, 

5 J=9.0Hz), 7.70(1H, d, J-9.0Hz), 7.66(1H, d, J=9.0Hz), 7.63(1H, d, J=9.0Hz), 
7.59(0.5H, dt, J=1.2, 7.5Hz), 7.58(0.5H, dt, J=1.2, 7.5Hz), 7.57(0.5H, s), 
7.52(0.5H, s), 7.46(0.5H, dt, J=1.2, 7.5Hz), 7.44(0.5H, dt, J=1.2, 7.5Hz), 
7.41(0.5H, dd, J=1.2, 7.5Hz), 7.40(0.5H, dd, J=1.2, 7.5Hz), 7.30(2.5H, s), 
7.25(2.5H. s). 5.85(1H, s), 5.78(1H, s), 5.24(1H, br.s), 5.18(1H, br.s), 

10 4.60(1H, s), 4.55(1H, s), 3.22(1.5H, s), 3.15(1.5H, s)o 

mmmi o 

2 ' - (4-75 i/ / y jL-)l^iJ )\^^^^^ )\^) - 4' - ( (l-;^h^->* 
15 • ^ ^' >x;i'*>i?iS 
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CH3 

.UHgbUaM CH3 O 

TLC:Rf 0.42 (^'Do.-^^i'A : ^ : 7K=7 : 3 :o.3) ; 

5 NMR(CD30D) : S 8.17(1H, d, J=1.8Hz), 8.02(1H, dd, J=1.8, 7.8Hz), 
7.92(1H, dd, J=1.8, 7.8Hz), 7.71(2H, d, J=9.2Hz), 7.62(2H. d, J=9.2Hz), 
7.54(1H, dt, J=1.8, 7.8Hz), 7.44(1H, dt, J=1.8, 7.8Hz), 7.36(1H, d, J=7.8Hz), 
7.28(1H, dd, J=1.8, 7.8Hz), 4.55(1H, d, J=6.4Hz), 3.77(3H, s), 2.70(3H, s), 
2.29(1H, m), 1.06(3H, d, J=6.4Hz), 1.04(3H, d, J=6.4Hz)o 

0 

^ ^, ^ J 1 1 

2' _ (4 -7 = v^V 7 x-;i/*;UM'^ -4' - ( ( 1 - * ^l^-i^'^ v 
_2->^;U7'ntf;l/) i])^^^^^)^) - 2 - H* 7 x:::;!/*;!/*'^!?^ • ^ ^ 
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1 0 X-m^ltzit^% (710mg) <7)p<^/-;P (10ml) -<# 

m^^. 2N-7Ki^ji:t -^atkm (1.5ml) ^mi. ^tutm 2nm 

5 Jl^ y l^i^ Y ^'y7 ^ - (^^Dn^;i/A :^:5'y-;u:7K=7 : 3 : 
o.3^h 'J7;v:^-DS^i?: vVf-;^>i^;i/ATA K=i : 9 9) T^^Lfzc 

1 N ^ ^XJl/^-^^^ (l.Oml) ^jQxT. Tiet/M^r^-t 
^^^^IIM-^tl (6 5 2mg) ^#7to 

TLC:Rf 0.11 (^^^.i^;^A : ^y-;!' : 7lc=7 : 3 :o.3) ; 

10 NMR(d6-DMS0) : 5 10.69(1H, s), 9.26(2H, s), 9.05(2H, s), 8.67(1H, d. 
J=8.2Hz), 8.25(1H, s), 8.05(1H, dd, J=1.8, 8.0Hz), 7.88(1H, dd, J=1.8, 8.0Hz), 
7.79(2H, d, J=9.2Hz), 7.75(2H. d, J=9.2Hz). 7.55(1H, dt, J=1.8, 8.0Hz), 7.44(1H, 
dt, J=1.8, 8.0Hz), 7.35(1H, d, J=8.0Hz), 7.25(1H, dd, J=1.8, 8.0Hz), 4.36(1H, m), 
2.37(3H, s), 2.25(1H, m), 1.02(3H, d, J=6.8Hz), 1.00(3H. d, J=6.8Hz)o 

15 
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(6 0 6mg) ^teTKStlK (1ml) i3 J; t° V v > (2m 1) (^^ 
mt. 2&#r«git#L;t:„ SM^MtCTK (10 0ml) ^inx, 

S^^jL^;i/-cji}iffiL;t: (2[i) o fflai?iS^I&^nJS'fbT >^ '> 

10 ^t^mmit^^ (7 0 0mg) =Srt#/-:o 

TLC:Rf 0.31 (i^ DD'-^^i^^ : ^ / : zK= 9 : 1 : 0.1) ; 

NMR{CDa3): S 8.06(lH,dd, J=1.4, 7.6Hz), 7.82(1H, d, J=2.8Hz),7.55(lH, 
dt, J=1.4, 7.6Hz), 7.44(1H, dt, J=1.4, 7.6Hz), 7. 19-7.36(3H, m), 5.24(1H, d, 
J=6.2Hz), 5.14(1H, d, J=6.2Hz), 3.22(3H, s), 2.33(3H, s)o 

15 

^^^9 (1) 

2' b^v^ 5 -7-b h ^v- 2 -If 7i^;i'* 
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^ . > V A r ^ 4 5 -##^J 6 -HSfeW 2 ( Tt: /i L . 

TLC:Rf 0.38 : ;< ^y-;l/= 2 0 : 1 ) ; 

NMR(CDCl3) : d 8.11(1H, d, J=8.8Hz), 8.06(1H, dd, J=1.4, 7.6Hz), 7.54(1H, 
10 dt, J=1.4, 7.6Hz). 7.44(1H, dt, J=1.4, 7.6Hz), 7.23(1H, dd, J=1.4, 7.6Hz), 
7.19(1H, dd, J=2.2, 8.8Hz), 6.98(1H, d, J=2.2Hz), 5.22(1H, d, J=6.0Hz), 
5.18(1H, d, J=6.0Hz), 3.24(3H, s), 2.29(3H, s)o 

m^mi 0 

15 2' -^>y}V:i-^iy:fJ A' h n - 2 - tr7 x > 




NO2 
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2 • -^yy!)Vt-^~yi] 4 ' - ^ h n ~ 2 - 7 j:. - ;U * > 

m. (2.8g) coi-r ^^-S^S?if-^^ (1 : l . 4 Om 1 ) liv^'TvV ^J' > 

(3 0ml) imuzo EfZ-is^'^'^m^^mmiri^mtTzo mmi'y 

'J 7t7y;i'*7Ai5'n-7 h ^'yy ■< - i^^-^yy : 5:2) T-ffi 

5 I^L> TB^Wi^t immit^^ (2.57 g) ?:|#/>:o 

TLC:Rf 0.51 (-^^^f > : BtlS?-^f-J^=5 : 2) ; 

NMR(CDCl3) : d 8.89(1H, d, J=2.2Hz), 8.37(1H. dd, J=2.2, 8.4Hz), 8.00(1H, 
dd, J=1.6. 7.6Hz), 7.53(1H, dt, J=1.6, 7.6Hz), 7.43(1H. dt, J=1.6, 7.6Hz), 
7.37(1H, d, J=8.4Hz), 7.27-7.32(3H, m). 7. 12-7. 16(3H, m), 5.09(2H, s), 
10 3.60(3H, s) o 



^^mi 1 




2' v:^7 ;l/4f-;l/-4' h u - 2 - tf 7 x-;V:^; > 

(2.08g) <7)^J^S?-JLj'y (5 : 3, 8ml) ^ik^^ 
20 (n) "^fPtl (3.7g) Ox^'y-;!/ (5ml) vg^S^rtlDx., ^i^-cmP^ 

;u (2 0) X'^^Lfzo ttaiiiS^TK'ej^t^L. teTKM-^^-^^v-^A-c^Ji 
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A : p< 5^ y 7K= 9 : 1 : o.i^8 : 2 : 0.2) x^mmi. TEMJifi^ 

^ti>mmit'^^ (1.07 g) iWrf^o 

TLCiRf 0.57 (^nn.-i^/L'i. : y ^^y-;^ :7K=8 : 2 :o.2) ; 

NMR(CIX:i3): d 7.86(1H, dd, J=1.8, 7.8Hz), 7.42(1H, dt, J=1.8, 7.8Hz), 
5 7.31(1H, dt, J=1.8, 7.8Hz). 7.24-7.27(4H, m), 7.06-7. 15(3H, m), 6.95(1H, d, 
J=7.8Hz), 6.77(1H, dd, 1=1.8, 7.8Hz), 5.03(2H, s)c 

##^1 2 



^^Mi o-cWi^lf^it"^^ (2.5g) oy /-^v-^^f-^i' (4 : 
K 10ml) rl-^vt^ti:. 2 0%Pd(OH)2 (1 6 Omg) ^SOx. tR* 

15 y-;H7K=9 : 1 : 0.1-7 : 3 :o.3) TfflH^L, TEtiM^^t^^ 
Mlb'&t; (1.15 g) t#/^o 

TLC:Rf 0.24 (^Dn.i^;i/is : y ^y-;!/ :7K=9 : 1 :o.i) ; 

NMR(CD30D) : 8 7.82(1H, dd, J=1.4, 7.6Hz), 7.49(1H, dt, J=1.4, 7.6Hz), 
7.34(1H. dt, J=1.4, 7.6Hz), 7.27(1H. d, J=2.0Hz), 7.23(1H. dd, J=1.4, 7.6Hz), 
20 6.89(1H, d, J-S.OHz), 6.85(1H, dd, J=2.0, 8.0Hz), 3.59(3H, s)o 

^^^i 1 3 




10 
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^^mi 2X'm^tfzit^^ ( 5 5 0 mg) (D A S%$.ity^^.AM 
(2.7m 1 ) h'J'^A (140mg) (l.4m 1 ) ^ 5 ~ 1 

5 ox:Tmif^o mm^mm-mm (leomg) ^m^s sor-cs o 
Mmitzo mu^mm'-A (5 0ml) imi. s^®?^f-^^ (20) 

f^o ^S^tl^^^-^t^-egfej^L. TEtllifi^^t'S^M'fb'a-t) (5 8 5 m 

g) ^If^Co 

10 TLC:Rf 0.63 (^' nn.t^i'A : ^ : 7K= 9 : 1 : 0.1) ; 

NMR(CDa3) : d 8.16(lH.d. J=2.2Hz). 8.00(1H, dd, J=1.8, 7.4Hz), 7.67(1H, 
dd, J=2.2, 8.4Hz). 7.54(1H, dt, J=1.8. 7.4Hz), 7.44(1H, dt, J=1.8, 7.4Hz), 
7.16(1H, dd, J=1.8, 7.4Hz), 7.05(1H, d, J=8.4Hz), 3.67(3H, s)o 

15 13(1) 

2' -■/D^-2 -t:7x^;V:^?;i'**> 
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TLC:Rf 0.48 (^'nD.i^^i/A : ;^ ^^'y-;!/ : 7K= 9 : 1 : 0.1) ; 

NMR(CDCl3) : S 8.15(lH,d, J=2.2Hz),7.96(lH, dd, J=1.6, 7.8Hz), 7.61(1H, 

5 dd, J=2.2, 8.2Hz), 7.48{1H, dt, J=1.6, 7.8Hz), 7.36(1H, dt, J=1.6, 7.8Hz), 7.24- 
7.27(3H, m), 7.08-7. 13(3H, m), 7.03(1H, d, J=8.2Hz), 5.02(2H, s)o 

^i^m 1 2 -mmm 12(3) 




##^9~##^9 (1) i3J;lf##^Jl 3~-##^l 3 (1) X-m^L 
2' - (4 -7 5 vV 7 -4' -7-feh^v-2-lf 



TLCiRf 0.40 (^nD>-^;i/A : y : 7K=8 : 2 : 0.2) ; 

NMR(CD30D) : S 7.92(1H, dd, J=1.4, 7.6Hz), 7.71(2H, d, J=9.0Hz), 
7.62(2H, d, J=9.0Hz), 7.57(1H, dd, J=1.4, 7.6Hz), 7.34-7. 49(5H, m), 5.24(2H, 
br.s), 3.26(3H, s), 2.33(3H, s)o 

12(1) 





Y 



CH3 
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TLC:Rf 0.25 (^nD;^;^^ : ; 7K=8 : 2 : 0.2) ; 

5 NMR(CD30D) : S 7.92(1H, dd, J=1.4, 7.8Hz), 7.61-7.74(5H, m), 7.57(1H, 
dt, J=1.4, 7.8Hz), 7.45(1H, dt, J=1.4, 7.8Hz), 7.35(1H. dd. J=1.4, 7.8Hz), 
7.27(1H, dd, J=2.4, 8.4Hz), 7.08(1H, d, J=2.4Hz), 5.25(2H, s), 3.27(3H, s). 
2.30(3H, s) o 




Br 



TLC:Rf 0.25 (^nn*;i.A : ^ : 7K=8 : 2 : 0.2) ; 

15 NMR(CD30D) : S 7.85(1H, dd, J=1.4, 7.8Hz), 7.82(1H, d, J=2.2Hz), 
7.72(1H, dd, J=2.2, 8.4Hz), 7.71(2H, d, J=9.2Hz), 7.63(2H, d, J=9.2Hz). 
7.56(1H, dt, J=1.4, 7.8Hz), 7.43(1H, dt, J=1.4, 7.8Hz), 7.34(1H, dd, J=1.4, 
7.8Hz), 7.21(1H, d, J=8.4Hz), 3.69(3H, s)o 
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mm 2 (3) 



TLC:Rf 0.25 (^'nD.i^;i.A : ^ : ;{K=8 : 2 : 0.2) ; 

NMR(CD30D): S 7.97(1H, d, J=2.2Hz), 7.60-7.73(6H, m), 7.48-7.53(2H, 
m), 7.22-7.29(5H, m), 7.10-7.15(2H, m), 5.10(2H, s)o 

10 "^mm 1 3 

2' - (4- (N2- t -r v:^?;l^5^'-;U7 5 vV) 7 j.~)Vi})V/^^ 

-3' b^v- 2 -tr7x^;i/*;u*'>^ ■ 



2 - b 'J 7;^:^■D^f•;^x;^J^-;^:^-^v- 6 b^v$,i,#^ • ^> 
15 V ;i/ X X /I' ^ ##«?1J 4-*##^5-*##^10->##^12-*##^l3^: 

TLC:Rf 0.63 (5^ nn;^;i/A : ^ : 7K= 9 : 1 : o.i) ; 

NM R(CDCl3) : 5 8.81(1H, s), 7.67-7.75(lH, m), 7.68(2H. d, J=8.6HzX 7.28- 



Br 



5 





I 
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7.46(4H, m). 7.33(2H, d, J=8.6Hz), 6.99{1H, d, J=8.4Hz). 6.69{1H. d, J=7.6Hz), 
3.92(3H, s). 3.84(3H. s), 1.53(9H, s)o 

^fefefFUl 4 --^mH 4(2) 
5 5-(l, 3-vt^Vy>"2-^;i-) -2 - h'j7;i.tD;<-^;i.x;l/ 
- :t ^ ->$,t#^ • ^ ^ -r ;i/ ^ 4 5 7 - 

10 

^/ife^ 1 4 

2' - (4 -7< vV7 x::i>l^*;V-/<^^;l') -4 - ( (.1 - 'J ^^)^T S. 
y ^ f-;i^- 2 f--'^7*n 1171/) * ^ - 2 - k:'7 x ^ > 




TLC:Rf 0.28 (^'Dn.i^;i/A : : g^K= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : § 10.72(1H, s), 9.35-9. 1(3H. br), 8.73(1H, d, J-9.4Hz), 
8.29(1H, s), 8.19(1H, d, J=7.8Hz), 7.78(4H, likes), 7.71(1H, d, J=7.8Hz), 7.7- 
7.5(2H. m), 7.42(1H. d. J=7.8Hz), 7.29(1H, d, J=7.8Hz), 4.21(1H. br), 
20 3.54(3H, s), 3.6-3.2(2H, br), 2.78(3H, s). 2.77(3H, s), 1.84(1H, m). 0.92(3H, d, 
J=7.4Hz), 0.88(3H, d, J=7.4Hz)o 
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mm 1 4 ( n 

2' - (4 -T ^ vV 7x:i;i/*;i//'^'^ ^ ^l') - 4- ( (1- (liD'jv 
5 ^;i/:^;l/;K>^ • ^f-;l^-i-Xf-;l' 




TLC:Rf 0.28 (^'OD^;i/A : ^ 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : 8 10.73(1H, s), 9.4-9.1(3H, br), 8.73(1H, d, J=7.4Hz), 
8.30(1H, d, J=2.0Hz), 8.20(1H, dd, J=2.0. 8.0Hz), 7.9-7.6(5H, m), 7.7-7.5(2H, 
10 m), 7.41(1H, d, J=8.0Hz), 7.29(1H, dd, J=2.0, 8.0Hz), 4. 17(1H, br), 3.54(3H, s), 
3.6-3.3(4H. br), 3.2-3.0(2H, br), 2.0-1.7(5H, m), 0.92(3H, d, J=8.0Hz), 0.88(3H, 
d, J=8.0Hz)o 

^Mi^l 4 (2) 

15 2' - (4 -7 ^ vV 7 x-;l/*;i/M*^^;i/) - 4- ( (l-liKD:^v> 
f";!^- 2 ->f- ^1^7^0 11 ;l/) jV/'i^-f )V) - 2 -tr7x-;i/*;W'-K>^ • 
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H 




TLCiRf 0.49 nD4^;bA : / ^ y : Stjg= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 10.62(1H, br.s), 9.11(3H, s), 8.25(1H, s), 8.21(1H, br), 
8.06(1H, dd, J=1.5, 7.8Hz), 7.75(4H, like s), 7.69(1H, br.d, J=7.2Hz), 7.60(1H, 
5 dt, J=1.5, 7.2Hz), 7.54(1H, dt, J=1.5, 7.2Hz), 7.40(1H, d, J=7.8Hz), 7.31(1H, 
br.d, J=7.2Hz), 4.60(1H, br), 4.09(1H, br), 3.81(1H, m), 3.54(3H, s), 3.51(1H, m), 
1.91(1H, like sextet, J=6.6Hz), 0.90(3H, d, J=7.0Hz), 0.87(3H, d, J=7.0Hz)o 

10 2- (6 -^>v;l't^ v*;i/'i^*-;L'^>7*77 5 --f Jl') • 




5 - b v 7 ^u- >}- n y ^ -;i':t ^ V - 6 yy'yyyii y 

15 it^^. 2- {e-^yv>i't^'yij)i^t'-)i^yvyyy-5--()^) ^ 

(I.12g) Ovy-^;U'twUA7^ K (1 2ml) 3 7^1:^ 

;l/ (2 0 5 ;. 1 ) iiXrfiKm-fJ V -^A (4 5 5 m g) ^jDx, M&TimfB^ 
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mi^t i>mmit^m (i.i6g) intz, 

TLC:Rf 049r^^■^)-> : l^^^f-^i-=8 : 2) ; 

5 NMR(CDCl3) : d 8.24(1H. d, J=1.0Hz), 7.93(1H, dd, J-8.0, 1.5Hz), 7.77(1H, 
d, J=2.0Hz), 7.49(1H, td, J=8.0, 1.5Hz), 7.38(1H, s), 7.37(1H, td, J=8.0, 1.5Hz), 
7.32-7.14(6H, m). 6.79(1H, dd, J=2.0, l.OHz), 5.09(2H, s), 3.55(3H, s)o 

14(1) 



2- (5-^>v;v?}-4^v':^;;i'*'-;i'^>v*7v>-6-'f ^i') $,t§i^ 

15 TLC:Rf 0.50 (^^-t^ : ft^x-^;i/-8 : 2) ; 

NMR(CDa3): 5 8.35(1H, s), 7.94(1H, dd, J=8.0, 1.5Hz), 7.68(1H, d, 

J=2.0Hz), 7.50(1H, td, J=8.0, 1.5Hz), 7.37(1H, td, J=8.0, 1.5Hz), 7.33-7. 13(7H, 
m), 6.85(1H, dd, J=2.0, l.OHz), 5.07(2H, s), 3.56(3H, s)<, 

20 mmm 1 5 -mmm 15(1) 

mm 1 4 -mn 14(1) r-i^it l tzit^m^mm 2 -^ss^a 1 1 
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^ ■m 1 5 

2 - ( 6 - {4 - T I'y y 7 ^■=- >i^ti -< 11) ^ > :/ 7 y > - 5 - -1" 



5 TLC:Rf 0.60 (^an^;i/A : > ^j'y-;!/ : stfg= 1 0 : 2 : 1 ) ; 

NMR(CD30D) I d 7.95(1H, d, J=2.0Hz), 7.85(1H, d, J=1.0Hz), 7.82(1H, dd, 
J=8.0Hz, 1.5Hz), 7.70(2H, d, J=9.0Hz), 7.61(2H, d, J=9.0Hz), 7.54(1H, td, 
J=8.0Hz, 1.5Hz). 7.50(1H, s). 7.40(1H. td, J=8.0Hz, 1.5Hz), 7.37(1H, dd, 
J=8.0Hz, 1.5Hz), 6.94(1H. dd, J=2.0Hz. l.OHz), 3.67(3H, s)o 

10 

15(1) 

2- (5- (4 -7 ^ vV 7 x-^l'*;!'^^^ ^1/) ^>V*77>-6-^ 



15 TLC:Rf 0.60 (^'aa.t;PA : y-;^ : g^^= 1 0 : 2 : 1 ) ; 
NMR(CD3aD) : S 7.96(1H, s), 7.90(1H. d, J=2.0Hz), 7.83(1H. dd, J=8.0Hz, 
1.5Hz), 7.70(2H, d, J=9.0Hz), 7.61(2H, d, J=9.0Hz), 7.54(1H, td. J=8.0Hz, 
1.5Hz), 7.40(1H. td. J=8.0Hz. 1.5Hz). 7.40(1H, d, J=1.0Hz), 7.38(1H, dd, 
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J=8.0Hz, 1.5Hz), 7.00(111, dd, J=2.0Hz, l.OHz), 3.67(3H,s)o 



1 5 

2' -li Kn-^vp{f-;i'-4 - ( (2, 2 - v\>« f-;b-/n tf ^l') •fj)\y^'>^4 




^^mA-r^m^i^fzi^^m (1.65 g) (2 0ml) i:?#ML. 

-5 or-CTKt'fb'i^'^^-f hV-^A (1 7 4mg) ^llOx, -5 Ot-Cl 5 

10 1) =Jrj!)ax.T^f(L. MD:fei^7K (4 Cm 1 X2 0) T^fe^ L Tto MS 

(i.65g) ^^|/co 

TLC:Rf 0.40 (^^■9-> : S^^J^f-;!'^ 1 : Do 



15 ##^1 6 

2' --/n^ 4- ((2, 2 -v^f-^l^^n 
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##^1 b'Cm&ttzit'^M!} (l.65g) imit^-^^y (15ml) iZ'S 

mt. 0 rt^ra^'fbiJts- (2.55g) i5j:y=> v 7x^;^^x7 ^ > d.si 

5 -^A^^S (5 0ml) =^^jnx.. W-^f-^l' (5 Om 1 X2[l]) X'm&LfZo 

m^WLi:mQ±i^yi<^ ( 1 0 0 ra 1 ) xm^L. mAumi- V V 'y^r-^mm. 

x^;i.= 3 : 1) r-^mi. TEt/ttffi^Wt'S)^^'^^/ (l.45g) t# 
10 TLC:Rf 0.56 (^^-9-> : B^^-^-^^^= 1 : l)o 
'^fi^Ml 6 

2' - (4- (N2-^>->';l':t ^v^^l'^'-^l'T 5 vV ) 7jl:^)17^J 
_4_ ( (2, 2 -v>f-;i^ya e;i/) *;W/<^-f;l/) -2-lf7 
15 xr:ji/*;u?K>^ • ^> v;i'-i-;=^TJl' 
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e^m^ifzit^^ (9 0 omg) , Rm^') ^y-^ (S O l m 

g) . 3 ^yiti- b 'J (2 7 3 mg) iiXlfA- (N2-^> v v 
ij)U^:^}U7 ^ i^y) 7-';> ( 5 8 7 mg) i 'J / T < V 

5 (2 0ml) mmt. ^sr-e snmmwitzo K^^'/^^mm'^'WFm^^ 

)V (1 0 Om 1 ) =^J)Dx> m^^W^ (5 0ml X 3 0) -CrJfc^LTto 

(i^nn^J^ibA :g^g?x^;i/=3 : 1) T^SL/>:o 
n;'cS#^-i-•rJ^-tgt^L. Tiet/ttffi^^-t ^^l^i^^t'^^ (6 6 7 m 

10 g) ^WZo 

TLC:Rf 0.83 (^an.-^;^^ : ^ ^J' 1 0 : 1 ) ; 
NMR(d6-DMS0) : <5 9.4-8.4(2H, br), 8.57(1H, br), 8.37(1H, d, J=1.8Hz), 
8.09(1H, dd, J=1.8, 8.0Hz), 7.72(2H, d, J=9.0Hz), 7.49(1H, d, J=8.0Hz), 7.4- 
7.2(11H, m), 7.2-7. 1(2H, m), 7.05(1H, d, J=8.0Hz), 6.57(1H, br), 6.41(2H, d, 
15 J=9.0Hz), 5.12(2H, s), 5.05(2H, s), 3.98(2H, br.s), 3.12(2H, d, J=6.6Hz), 
0.90(9H, s)o 

1 7 -WMi^i 17 (10) 
20 6-^si^i 6 tmm<^m'^i<^i-it:it{zx'o. &.r<Dit^^'knfzo 
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2' _ (4- {]^2-^yi;)i:^- ^'yii )lt:-Jir 1 i/ J ) l ::- )\^y \ J 




5 TLC:Rf 0.68 (^'PD.-l^;!//. :gt^x-7-;^=8 : 2) ; 

NMR(CDCl3): S 9.7-9.2(lH, broad). 7.95(1H, dd, J=8.0Hz. 1.5Hz), 7.62- 
7.05(19H, m), 6.25(2H, d, J=9.0Hz), 5.19(2H, s), 5.13(1H, d, J=12Hz), 5.03(1H, 
d, J=12Hz), 4.37(1H. t, J=5.0Hz), 4.04{2H, d, J=5.0Hz)o 

10 17(1) 

2- (3- (4- (N2-^>v;i';i-#->*;i'/-K-;i/7 5 vV) 7^-)V7 




TLC:Rf 0.18 : gt^xf-;i/=6 : 1) ; 

15 NMR(d6-DMS0) : d 9.4-8.4(2H, br), 8.0-6.8(23H, m), 6.46(2H, d, J=8.8Hz), 
5.12(1H, d, J=12.8Hz), 5.05(2H, s), 5.03(1H. d, J=12.8Hz), 4.11(2H, d. J=4.8Hz)o 

$^■^1 7 (2) 
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TLC:Rf 0.56 (^'Dn*;i/A : g^KJ^f-;i/=8 : 2) ; 
5 NM R(CDCl3) : 8 9.8-9.2(lH, broad), 7.92(1H, dd, J=8.0Hz, 1.5Hz), 7.60(2H, 
d, J=9.0Hz), 7.52-7. 10(13H, m), 7.01(1H, d, J-8.0Hz), 6.90(1H, d, J=2.5Hz), 
6.81(1H, dd, J=8.0Hz, 2.5Hz), 6.27(2H, d, J=9.0Hz), 5.19(2H, s). 5.13(1H, d, 
J=12Hz), 5.06(1H, d, J=12Hz), 4.38(1H, brt, J=7.0Hz), 4.00(2H, d, J=7.0Hz), 
3.81(3H, s)o 

10 

17(3) 

2_ (3- (4- (N2-^>v;l't^v*;U'+'-;^7^ vV) 1 3=-)\^7 

\J:f-^)\') i-y'^uy-2--i)\^) -5- ( (2-^f-;^yDt:;^) * 
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TLC : R f 0.41 ('-^^^) > : si.jgi-7-ib= 2 : 3) ; 

NMR(CDCl3) : S 8.22(1H, d, J=2.0Hz), 7.74-7.90(4H. m). 7.42-7.58(8H, m), 
7.31-7.36(3H, m), 7.0S-7.23(3H, m), 6.89-6. 92(2H, m), 6.21-6. 25(3H, m), 
5.19(2H, s), 5.05(111. J-12.0Hz), 5.00(1H, d. J=12.0Hz), 4.31(1H. br.t, 
5 J=5.2Hz), 4.19(2H, br.d. J=5.2Hz), 3.28(2H, t. J=6.6Hz), 1.90(1H, m), 0.97(6H, 
d, J=6.6Hz)o 

7 (4) 

2' _ (4- (n2-^ ^^v^i/t ^v*;^'-K-;u7 ^ vV ) yjL^)i7<y 

10 ^^^l') -4' h + v-4- ( (2 ^^l^7'D t'^l') 




TLC:Rf 0.37 (^^-y-^ : g^S?^f-^V'= 2 : 3) ; 

NMR(CDCl3) : S 8.21(1H, d, J=2.0H2), 7.84(1H, dd, 1=2.0, 8.0Hz), 7.52(2H, 
15 d, J=8.8Hz), 7.41-7.46(2H, m), 7.24-7.36(7H, m), 7. 10-7. 15(2H. m), 6.97(1H, d, 
J=8.4Hz), 6.88(1H, d, J=2.6Hz), 6.80(1H. dd, J=2.6. 8.4Hz), 6.39(1H, br.t, 
J-6.6HZ), 6.18(2H, d, J=8.8Hz). 5.18(2H, s), 5.12(1H, d, 1=12. OHz), 5.06(1H, d, 
J=12.0Hz), 4.27(1H. br.t. J=5.0Hz), 3.98(2H, br.t, J=5.0Hz). 3.81(3H, s), 
3.24(2H. t. J=6.6Hz). 1.87(1H, m), 0.94(6H, d, J=6.6Hz)o 

20 
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SMi^il 17(5) 

2' - (4- (n2-^ > v;^7^^v:^;^^'^;^7 5 vV ) 7j.-;1/7^/ 
-4- ( ( 2 - ^ •5^>'^7°D tf^i') * ^b) -2-f7i-;i- 




TLClRf 0.70 (^nn.-^;i/-i. : g^^if-;i/= 1 : 1 ) ; 
NMR(d6-DMSO) I 5 9.3-8.6(2H, broad), 8.69(1H, brt, J-5.5Hz), 8.37(1H, d, 
J=2.0Hz), 8.08(1H, dd, J=8.0Hz, 2.0Hz), 7.71(2H, d, J=9.0Hz), 7.48(1H, d, 
J=8.0Hz), 7.40-7.20(1 IH, m), 7. 18-7.09(2H, m), 7.05(1H, d, J=7.5Hz). 6.76(1H, 
10 brt, J=5.5Hz), 6.40(2H, d, J=9.0Hz), 5.11(2H, s), 5.05(2H, s), 3.97(2H, d, 
J=5.5Hz), 3.10(2H, t, J=6.0Hz), I.85(1H, m), 0.88(6H. d, J=6.5Hz)o 

^m ni 7 (6) 

2' - (4- (n2-x v;^^;^'i^'-;^7 5 vV) 7x-;L'7^y^f- 
15 Ji^) -4- ( (2 -^f-;U7'nt:;b) - 2 - tr7 ;i/ 
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• CH3SO3H 



TLCiRf 0.42 (i'DD.twi/A : g^|gx■^;^= 1 : 1 ) ; 

NMR(d6-DMS0) : S 11.80(1H, brs), 10.61(1H, brs), 9.99(1H, brs), 8.70(1H. 
brt, J=6.0Hz), 8.34(1H, d. J=2.0Hz), 8.07(1H, dd, J=8.0Hz, 2.0Hz), 7.60-7.46(lH, 
5 broad), 7.57(2H, d, J=8.5Hz), 7.50(1H, d, J=8.0Hz), 7.38-7.26(3H, m), 7.07(1H. 
d, J=7.5Hz), 6.53(2H, d, J=8.5Hz), 4.30(2H, q, J=7.0Hz), 4.20-3.96(4H, m), 
3.11(2H, t, J=6.5Hz), 2.30(3H, s). 1.93-1.79(1H, m), 1.30(3H, t, J=7.0Hz), 
0.90(3H, t, J=7.0Hz), 0.90(6H, d, J=7.0Hz)o 

10 17(7) 

2' _ (4- (N2--^>y;l/:t + v*;i/?K-;i/7^ ) 7x^;l'T5y 

^f-;!/) -4- ( (2 -;^f-^i'yDf^l^) i] )U^<'e^ ii^) - 1 -Ml 
:^;i'**>^ • x.f-;ux7.T;i' 




15 TLC:Rf 0.59 (i? Dn.1^;UA : gtKxf-;i/= 1 : 1) 
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NMR(d6-DMS0) : d 9.4-8.4(2H, broad), 8.69(1H, bit, J=6.0Hz), 8.33(1H, d, 
J=2.0Hz), 8.07(1H, dd, J-8.0Hz, 2.0Hz), 7.73(2H, d, J=9.0Hz), 7.50(1H, d, 
J=8.0Hz), 7.40-7.24(8H, m), 7.04(1H, d, J=7.0Hz), 6.87(1H, brt, J=6.0Hz), 
6.43(2H, d, J=9.0Hz), 5.05(2H, s), 4. 10-3.93(2H, m), 4.02(2H, q, J=7.0Hz), 
5 3.10(2H, t, J=6.5Hz), 1.92-1.78(1H, m), 0.89(6H, d, J=6.5Hz), 0.89(3H. t, 
J=7.0Hz)o 

mii^m 17(8) 

2' - (4- (N2- t -7*h^'>*^l"K-^l-t^v7 ^ vV) 7x-;l^r 
10 ^y^f-^W) -4- ( {2-/-f-!\^-fv\i)ii])i^/^^4 ii') -2-t;7i- 




TLC:Rf 0.68 (^nD;i^;UA : S^g?x^;l/= 1 : 1) ; 
NMR(d6-DMS0) : d 8.69(1H, brt, J=6.0Hz). 8.33(1H, d, J=2.0Hz), 8.07(1H, 
15 dd, J=8.0Hz, 2.0Hz), 7.50(1H, d, J=8.0Hz), 7.39-7.23(5H, m), 7.04(1H, dd, 
J=7.5Hz, 1.5Hz), 6.53(1H, brt, J=6.0Hz), 6.41(2H, d, J=9.0Hz), 6.34(2H, brs), 
4.10-3.85(4H, m), 3.11(2H, t, J=6.5Hz), 1.92-1. 79(1H, m), 1.44(9H, s), 0.89(3H, 
t, J=7.0Hz), 0.89(6H, d, J=6.5Hz)o 

20 mmm 17(9) 

2 ' ■- ( 4 - ( n2- t - y b ^ V :^/ ;^7 ^ V / ) 7 x y ^ v ^ ^ 
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TLC:Rf 0.36 (^^-t^ : gt^Kxf-^i'= 1 : 1 ) ; 

5 NMR(CDCl3): <5 9.8-8.8(lH, broad), 8.28(1H, d, J=2.0Hz), 7.91(1H, dd, 
J=8.0Hz, 2.0Hz), 7.71(2H, d, J=9.0Hz), 7.53(1H, dd, J=7.5Hz, 1.5Hz), 7.41(1H, 
td, J^7.5Hz, 1.5Hz), 7.37(1H, d, J=8.0Hz), 7.36(1H, td, J=7.5Hz, 1.5Hz), 
7.14(1H, dd, J=7.5Hz, 1.5Hz), 6.77(2H, d, J=9.0Hz), 6.29(1H. brt J=6.5Hz), 
4.81(2H, s), 4.06(2H, q, J=7.0Hz), 3.31(2H, t, J=6.5Hz), 1.99-1.87(1H, m), 

10 1.54(9H, s), 0.99(6H, d, J=7.0Hz), 0.96(3H, t, J=7.0Hz)o 

Mgai 7(10) 

2' - (4- (n2- t h^v*;i-'-K-;i/7 5 vV) 7 ^ f- 
)V) -4- ( (2 -p<^;i'7'ok:;u) - 2 - tr7x-;i/:* ^i' 

15 7]-:y^- jL^)Uj-7.f)i' 
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CH3 



CH3 



TLC:Rf OAO i^^-^y :'S^l^^^}^= I : I) ; 

NMR(CIXn3) : d 8.26(1H, d, J=1.8Hz), 7.81(1H, dd, J=1.8, 8.0Hz), 7.56(2H, 
d, J=9.0Hz), 7.42(1H, dd, J=1.8, 8.0Hz), 7.32(1H, dt, J=1.8, 8.0Hz), 7.27(1H, dt, 
5 J=1.8. 8.0Hz), 7.23(1H, d, J=8.0Hz), 7.06(1H, dd, J=1.8, 8.0Hz), 7.02(2H, d, 
J=9.0Hz), 6.46(1H, br.s), 4.06(2H, q, J=7.4Hz), 3.94(1H, d, J=13.2Hz), 3.86(1H, 
d, J=13.2Hz), 3.29(2H, t, J=6.6Hz), 1.91(1H, m), 1.53(9H, s), 0.97(6H, d, 
J=6.6Hz), 0.96(3H, t, J=7.4Hz)o 

10 ^mmi 8 

2' - (4- (n2- t --/b^ 5 '>V) 7x^;U* 

)V/<^^)V) -4- ( ( 2 -.^f-;l'7'D tf;l') -2-bf7j. 



15 2 - b 7;i-:tn ^f-;l/7.;i''i^-;i/t^v- 5 - ( ( 2 - ;^ -f-^i^ yo t: 
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^-f^i/) -2' -a. h - 2 - If 7 X -n;!/ /; ;i^^'>aj? (l.O 

g) i b OX:'^'^^^^ 1^ (2 0ml) iZ-^m^k. i^it^t^il (().22m 

1) ^mri. 5 ort:- 1 5^ra»L/-:o E!r6-&-^\m^-^j^tx'r$&L 

5 fz^k. MBLfz. 4- (n2- t -r ^--^->;^;^-•^'-;^^^v7^ vV) 7 
^•r><75t^it^^U> (1 Oml) -7- 
U> {I Om\) mmiiXrfh'):i-^)Vriy (0.57m l ) Ort-^JDx., 

^u-timi\mnLfzo m^^^^^m^^s^^j^^ (isomi) ^mi. 

l&fn:l:Jtl;!K (7 5m 1 x 2(11) T-?5fe^L/jo ^^l^M*^?^-?^'^- v-^ a 

^f-u> : ^ ^5'y-;u= i o o : i ) Tmmt. Tie%mil^^t^*5&BJ 
'fb^^ (1.56 g) infzo 

TLC : R f 0.62 (^DD;^;^i^ : ^ ^/-;b= 10: i)„ 



15 ^m.m\ 8(1) -M^i 8(10) 



18(1) 



20 2' - (4- (N2-i h^v:^;u^-K-;u7 5 vV) 7 x * ^ 




H,N 
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TLC:Rf 0.66 Dn.t;i/A : ;< y : 7K= 9 : 1 : 0.1) ; 

NMR(d6-DMS0) : d 10.27(1H, s), 9.3-8.7(2H, broad), 7.89(2H, d, J=9.0Hz), 
7.77(1H, dd, J-7.5HZ, 1.5Hz), 7.70-7.48(6H, m), 7.42(1H, td, J=7.5Hz, 1.5Hz), 
7.34-7.24(2H, m), 4.04(2H, q, J=7.0Hz), 3.96(2H, q, J=7.0Hz). 1.20(3H, t, 
5 J=7.0Hz), 0.88(3H, t, J=7.0Hz)o 

mmmi s (2) 



TLC:Rf 0.46 (^Dn.t^;i/A : |^^ai^;t/= 1 : 1) ; 
NMR(CDCl3) : d 8.67(1H, brs), 7.82-7.76(2H, m), 7.53-7.35(6H, m), 7.27- 
7.22(3H, m), 7. 13-7.09(1H, m), 5.01(2H, brs), 4. 30-4. 22(2H, m), 1.54(9H, s), 
1.20(3H, t, J=7.0Hz)o 

15 

mWiMl 8(3) 

2' - (4- (n2- t -yh^ v;^;i/4^'-;i^^^v7 5 vV) y 



10 
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TLC:Rf 0.77 (^^■9-> : 1 : 2) ; 

NMR(CDCl3) : S 8.40(1H, brs), 7.82(1H, dd, J=1.0, 8.0Hz), 7.72(1H, dd, 
J=1.0, 8.0Hz), 7.51-7.30(8H, m), 7.25-7. 17(2H, m), 7.10(2H, brd, J=8.5Hz), 
5 5.22C2H, d, J=12Hz), 4.95(2H, brs), 1.57(9H, s)o 

m mn i 8(4) 

)V) - A- ( ( 2 f-^i'T'D t:;i/) i])VA^^iv) - 2 - tr7 ;i' 
10 >^*>^ • if-;i/ai7>T;i^ 




TLC:Rf 0.62 (^aa.t;uA : ^'y-;i'= 1 0 : 1) ; 

NMR(d6-DMS0) : S 10.39(!H, s), 9.2-8.8(2H, br), 8.65(1H, t, J=7.0Hz), 
8.23(1H, d, J=2.0Hz), 8.01(1H, dd, J=2.0, 8.0Hz), 7.89(2H, d, J=8.8Hz), 7.8- 
15 7.4(5H, m), 7.39(1H, d, J=8.0Hz), 7.29(1H, dd. J=2.0. 7.0Hz), 4.05(2H, q, 
J=7.2Hz), 3.99(2H, q. J=7.2Hz), 3.08(2H, t. J=7.0Hz), I.84(1H, Uke septet, 
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J=7.0H), 1.20(3H, t, J=7.2Hz), 0.89(3H, t, J=7.2Hz), 0.88(6H, d, J=7.0Hz)o 

m m n 1 a ( 5 ) 

2' - (4- (N2-X. h^v;^;L'.-^':::;L'7 < vV) 7 =- )V ij JV^'i^ ^ 

5 )V) -4- ( (2 -^f-^i^'/D ± )i^) -2-n'7x-;i/:^;i/ 



• CH3SO3H 

TLCiRf 0.62 (^^ on.t^;i'A : > y -;i/= 1 0 : 1 ) ; 

NMR(d6-DMS0) ! S 12.32(1H, br), 11.12(1H, br.s), 10.63(1H, s), 10.43(1H, 
10 br.s), 8.68(1H, br.t, J=6.4Hz), 8.23(1H, d, J=1.6Hz), 8.03(1H, dd, J=1.6, 7.9Hz), 
7.74(4H, likes), 7.8-7.6(lH, m), 7.7-7.5(2H, m). 7.41(1H, d, J=7.8Hz), 7.31(1H, 
dd, 1=1.6, 7.8Hz), 4.33(2H, q, J=6.8Hz), 3.98(2H, q, J=6.8Hz). 3.09(2H, t, 
J=6.4Hz), 2.37(3H, s), 1.84(1H, like septet, J=6.4Hz), 1.31(3H, t, J=6.8Hz), 
0.89(3H, t, J=6.8Hz), 0.88(6H, d, J=6.4Hz)o 



mmmi8 (6) 

2' - (4- (N2- ( 2 -7'o^^;i/:§-^v* 75^7) 7 x 




CH 



15 
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TLC:Rf 0.69 (^nn.twt'A : ;<^y-;i^ :7K=9 : 1 :o.i) ; 

NMR(CDCl3): S 8.95(1H, s), 7.80(2H, d, J=9.0Hz), 7.76(1H, m), 7.34- 
7.51(4H, m), 7.33(2H, d, J=9.0Hz), 7.23(1H. m), 7.12{1H. m), 5.97(1H, m), 
5 5.22-5.42(2H, m), 4.61-4.68(2H, m), 4.28(2H, q, J=7.2Hz), 1.23(3H, t, J=7.2Hz)o 

^Mi^l 8 (7) 

- 2 - If 7x-;i/*;p*'>^ • v;^x7>■f•;^ 




TLC:Rf 0.75 (^an.-^;i'A : ^ ^y-;i/= 1 0 : 1 ) ; 
NMR(CDCl3) : S 10.0-9.0(1H, br), 8.5(1H, s), 7.83(1H, dd, J=1.6, 7.4Hz), 
7.8-7.6(3H, m), 7.6-7.3(6H, m), 7.3-7.0(7H, m), 7.0-6.2(lH, br), 5.24(1H, d, 
J=14.6Hz), 5.18(1H, d, J=14.6Hz), 4.19(2H, q, J=7.4Hz), 1.33(3H, t, J=7.4Hz)o 

15 

^ftfct^l 18(8) 

2- (3- (4- (ii2-^yi;)U:t^'y^)^^'^)^T<i/J) ysL-!]yi] 
li-) - 5 - ^ h ^iy^yvy y y - 2 - >i^) $,t#^ ■ ^yiy )i 
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TLCiRf 0.45 (^^-y-^ : Wj^^;!'- 1 : 1) ; 

NM R(d6-DMSO) : S 10.30(1H, s). 9.3-8.9(2H, broad), 7.96(2H, d, J=9.0Hz), 
5 7.91(1H, dd, J=7.5Hz, 2.0Hz), 7.76-7. 70(4H, m), 7.64(1H, td, J=7.5Hz, 2.0Hz), 
7.53(1H, d, J=9.0Hz), 7.4I-7.29(5H, m), 7.25(1H, d, J=2.0Hz), 7.24-7. 18(3H, m), 
7.16-7.13(2H, m), 7.02(1H, dd, J=9.0Hz, 2.0Hz), 5.10(4H, s), 3.83(3H, s)o 

Mmm 18(9) 

10 2' - (6- (n2- t -■/h^v*;i-*'-;i-T ^ vV) Vi'jv>-3--f 
;l/*;i'/N'^-f -4- ( ( 2 f'^wyn ij)V;^^yi)V) -2-^ 




TLC:Rf 0.49 (^nn.-^;l/A : 7t 1 0 : 1) ; 
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NMR(CDCl3) ; 0 9.25(1H, brs). 8.69(1H. s), 8.28(1H, d, J=1.6Hz). 8.23(1H, 
d, 6.2Hz), 8.21(1H, s). 8.10(1H. brs), 7.81(1H, dd, J=1.6, 7.6Hz), 7.70-7.71(2H, 
m), 7.58-7.42(2H, m), 7.40-7.20(6H, m), 7.09-7.04(2H, m), 6.25(1H. t, J=5.8Hz), 
5.29(1H. d, J=11.6Hz), 5.17(1H, d, J=11.6Hz). 3.26(2H, t, J=6.2Hz), 
5 1.88(1H, septet. J=6.2Hz), 1.54(9H, s), 0.96(6H, d, J=6.2Hz)o 

8(10) 

2' - (6- (N2- t --/h^v^^l^'-^'^^I^T ^ vV) If "J v > - 3 - ^ 
)^) -A' -^h^v-4-((l, 2, 2 - h P<-^;l'7'D 



TLC:Rf 0.45 (^DD.t;i.A : :7K=9 : 1 :o.i) ; 

NMR(CDCl3) : S 9.3-9.2(lH, broad). 8.77and8.73(lH, s), 8.28-8.20(2H, m), 
8.20-8.08(lH. broad), 7.81-7.70(2H. m), 7.38-7.20(7H, m), 6.99-6.92(2H. m), 
15 5.91(IH, d. J=9.5Hz). 5.31-5.09(2H, m), 4.08(1H, dq. J=9.5Hz, 7.0Hz), 
3.90(3H, s). 1.55(9H, s), 1.14(3H, d, J=7.0Hz), 0.95(9H, s)o 

^fife^l 9-$^fe^l 9 (18 2) 

7 i ( s 3 ) . %m^\ 7(86) 7(93),^ 
20 m 8 8(6), 9 9 ( 3 1 ) , %m.m 1 2 



H3C 

H3C 




H3C 
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1 2 ( 3 ) . mmm i s , mmm 1 4 -^mm 14 ( 2 ) . umm 1 5 - 
%m\ 15 ( 1 ) , mm^i 1 e . '^mm 1 7 17 ( 5 ) , 1 
7(7) -^mM 17 ( 8 ) . mife^j 1 8 . mmm 18(2) --^m 1 s 

( 3 ) . Ste^ 18 ( 7 ) . 7(99) -^ife^J 7 ( 1 1 3 ) . 

5 ^8(7), mmM 17 ( 9 ) . %mm 1 s ( s ) -^m^h 1 s ( 9 ) . * 
mm? (114) 7 ( 1 1 5 ) s ^mM n no) if%mm 
18 (10) Tm^Ltzit^^i. mmm4. %mm2. mmmi 1 ^/^t± 

10 ^fefe^ 1 9 

2' - (4 -T ^ vV"7 i-;!/* -f ;i^) - 2 - tf7 x-;i/* 



TLC:Rf 0.16 (^'DD*;i'A : ^ : 7|c=8 : 2 : 0.2) ; 

15 NMR(d6-DMS0) : S 10.39(1H, s), 9.14(2H, s), 8.79(2H, s), 7.82(1H, dd, 

J=1.4, 7.6Hz), 7.73(2H, d, J=9.0H2), 7.64-7.69(3H, m), 7.48-7.56(3H, m), 
7.40(1H, dt, J=1.4, 7.6Hz), 7.23-7.28(2H, m), 2.35(3H, s)o 

^^t^ 19(1) 

20 2' - (4 -T ^ i/V 7 ^l/v-N'^^;!/) - 2 - kr7 ^ri ;i/:^7 > 




• CH3SO3H 
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•HCI 



TLC:Rf 0.12 (^'nn.i^^i/i. : ^ ^'y-;^ : gt^l^= 1 0 : 2 : 1 ) ; 

N M R (d6-DMS0) : S 13.2-12.2(1H, broad), 10.46(1H. s). 9.32(2H, s), 
9.16(2H, s), 7.84-7.77(3H, m), 7.72-7.64(3H, m), 7.60-7.37(4H, m), 7.28- 
5 7.20(2H, m)o 

19(2) 

NH 




10 TLC:Rf 0.31 (g^KJ^f-^i-:g^iE:>^c=6 : 1 : 1) ; 

N M R (dg-DMSO + I drop of MeS03H) I d 10.90(1H, s), 9.20(2H, s), 
9.02(2H, s), 8.04-7.64(9H, m), 7.60-7.38(3H, ni)o 

^ftfe^ 19(3) 
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NH 




T L c : R f 0.35 mmj^-y->^ : i^^ : 7K= e : i : i ) ; 

NM R(d6-DMS0+1 drop of MeSOsH) : S 11.59(1H, s), 10.05(2H, s), 
9.05(2H. s), 8.10(1H, d, J=2Hz), 8.00-7.62(8H, m), 7.58-7.38(3H, m)o 

^^^1 9 (4) 

3' - (4 -7 ^ vV 7 i-^L-:* Jl'VN'^ - 2 - kr7 > 




10 TLC:Rf 0.25 (B^g?J^f-;nStl^:7K=6 : 1 :o.5) ; 

N M R (d6-DMS0) : d 13.0-12.7(1H, broad), 10.71(1H, s), 9.23(2H, s), 
8.96(2H, s), 8.06-7.96(4H, m), 7.90-7 .78(3H, m), 7.68-7.43(5H, m), 2.36(3H, s)o 

mm 19(5) 

15 2, 3-vliKn-2. 2 - v ^ f-;l-- 5 - ( 2 - ( 4 -T 5 v / 7 x ^ ;i/ 
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H2N 




• CH3SO3H 



TLC:Rf 0.40 (J'nn.-l^;i.A : ^ ; gt;gf= 1 0 : 2 : 1) ; 

N M R (dg-DMSO) : S 13.0-12.3(1H, broad), 10.28(1H, s), 9.16(2H, s), 
8.90(2H. s). 7.75(2H, d, J=9Hz), 7.66(2H, d, J=9Hz), 7.62(1H, dd, J=7Hz, 2Hz), 
5 7.57-7.41(2H, m), 7.22(1H, dd. J=7Hz, 2Hz), 7.05(1H, s), 7.04(1H, s). 
3.00(2H, s), 2.36(3H, s), 1.40(6H, s)o 

^fefe^l 19(6) 

2' - (4 -7 ^ ->V 7 x-;i/* -I" - 3 - tr7 > 
10 • > ^ 

o 




• CH3S03H 



TLCiRf 0.34 (^^o^;^;^A : ^'y-;!/ : fi^|g?= 1 0 : 2 : 1) ; 

N M R (d6-DMS0) : d 13.3-12.7(1H, broad), 10.71(1H, s), 9.19(2H, s), 
8.98(2H, s), 8.03(1H, s). 7.88(1H, d, J=8Hz), 7.80-7.43(10H, m), 2.38(3H, s)o 

-^^^11 9 (7) 
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2' - {4 - T / 7 )V) -2, 3 -Ii7x-;L'V*;I/ 



TLC:Rf 0.27 (^'nn4^;PA : ^ : 7K=6 : 4 : 1 ) ; 

5 NMR(d6-DMS0) : d 14.0-12.0(1H, broad), 10.81(1H, brs), 9.24(2H, brs), 
8.20(2H, brs). 7.84-7.24(1 IH, m)o 

^^Ml 9 (8) 

2' - (4 -7 5 7 ji-;i'*;WN'-t>f - 6 -p<f-;i-- 2 -tf7x-:^ 
10 }Uij)vtsyM • ^ > ^ ^1^'"^ y^Hs. 

NH fT'^ 



TLCiRf 0.12 (^oD7j.;i/A : p{^y-;i/:B|^=i 0 : 2 : 1) ; 

N M R (d6-DMSO) : S 13.2-12.2(1H, broad), 10.42(1H, s), 9.15(2H, brs), 
8.91(2H, brs), 7.75-7.50(8H, m), 7.39(1H, d, J=8Hz), 7.30(1H, t, J=8Hz), 
15 7.10(1H, dd, J=8Hz, 2Hz), 2.35(3H, s), 1.92(3H, s)o 

^M^l 9 (9) 

2' - (4 -7 5 i/V 7 - 5-^h^v-2-lf7i 



o 





• CH3S03H 



OH 
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• CH3SO3H 

TLCiRf 0.29 {^'DC7.-^;uA : ^ ^y-;b : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 10.40(111, s), 9.15(2H, s), 8.82(2H. s), 7.82(1H, d. 
J=8.8Hz), 7.73(2H, d, J-9.0Hz), 7.68(2H, d, J=9.0Hz), 7.66(1H, d, J=8.8Hz). 
5 7.44-7.58(2H, m), 7.26(1H, d, J=7.8Hz). 6.92(1H, dd, J=2.2, 8.8Hz), 6.75(1H, d, 
J=2.2Hz), 3.76(3H, s), 2.36(3H, s)o 

mil^mi 9(10) 

2' - (4 -T 5 i// 7 ;w) - 4 h + v- 2 -kr7 j- 

10 -)Vij)Ut'yM-^^y^>^'^^^^^^ 




• CH3SO3H 



TLC:Rf 0.31 (^D^;^;^A : ^^j'/-;;/ :7K=7 : 3 :o.3) ; 

NMR(d6-DMS0) : S 10.38(1H, s). 9.16(2H. s), 8.87(2H, s), 7.75(2H, d, 
J=9.0Hz), 7.69(2H, d, J=9.0Hz). 7.63(1H, d, J=8.0Hz), 7.53(1H, t, J=8.0Hz), 
15 7.48(1H. t, J=8.0Hz). 7.32(1H. d, J=2.2Hz), 7.23(1H. d. J=8.0Hz), 7.17(1H, d, 
J=8.6Hz), 7.08(1H, dd. J=2.2. 8,6Hz), 3.79(3H. s), 2.35(3H, .s)o 
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-umm 19 (II) 

2' - {4 ~7 ^ 7 :L=-)i'ti )l/<'^ ^ )V) - 4 - li7 ;l/;K > 




• CH3SO3H 

5 TLCiRf 0.12 (^'an'l^;i'A : ^ ^y-;n st^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : § 12.97(1H, brs), 10.73(1H, s), 9.18(2H, brs), 8.95(2H, 
brs), 7.91(2H, d, J=8.5Hz), 7.80-7.50(10H, m), 2.34(3H, s)o 

^^^1 9(12) 

10 2' - (4 -T5 vV7 i-;^P^>'l/^N'^-<;l') - 6 b^v- 2 -t:7 X 




• CH3SO3H 



TLC:Rf 0.30 (^nn.i^;kA : y : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : d 10.34(1H, s), 9.15(2H, s), 8.83(2H, s). 7.73(4H. s), 
15 7.67(1H, m), 7.45-7.54(2H, m), 7.36-7.38(2H, m), 7.11-7.16(2H, m), 3.56(3H, s), 
2.34(3H, s)o 
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-KfefefS!! 19 (13) 

2 ' _ ( 4 - 7 ^ V y 7 X - ;L'.' <^ -f Jb) - 4 - k K o ^ -> - 2 - 7 
i - ;i//;;i/;^'>(^ • / 9 y 7. )l > mi^i 

OH 



5 TLC:Rf 0.19 (^nD*;uA : ^ ^'y-;tx : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 10.25(1H, s), 9.76(1H, s), 9.15(2H, .s), 8.82(2H, s), 
7.74(2H, d. J=8.8Hz). 7.66(2H, d, J=8.8Hz), 7.60(1H, dd, J=2.0, 7.6Hz). 
7.50(1H, dt, J=2.0, 7.6Hz), 7.45(1H, dt, J=2.0, 7.6Hz), 7.21(1H, dd, 1=2.0, 
7.6Hz), 7.19(1H, d, J=2.4Hz), 7.03(1H, d. J=8.2Hz). 6.87(1H, dd, J=2.4, 8.2Hz), 
10 2.35(3H, s)o 

19 (14) 

2' - {4 -T ^ i/ / y jL=.)Vij )l'/<^^ )U) - 5 -l^ Kn^v- 2 -t*7 



• CH3S03H 

TLC:Rf 0.19 (;^nu.-^;i/i. : ^'y-;u : ^=7 : 3 :o.3) ; 

NMR(d6-DMS0) : S 10.34(1H, s). 10.16{1H, s). 9.14(2H. s). 8.78(2H, s). 




• CH3SO3H 
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7.73(2H, d, J=8.8Hz), 7.72(1H, d, J=8.6Hz), 7.67(2H, d, J-8.8Hz), 7.63(1H, dd, 
J=2.4, 7.2Hz), 7.47-7.53(2H, m), 7.20(1H, dd, J=2.4, 7.2Hz), 6.75(1H, dd, J=2.4, 
8.6Hz), 6.56(IH, d, J=2.4Hz), 2.34(3H, s)o 

5 ^i^M \ 9(15) 

2' - (4 -7 5 vV 7 -f ^i-) - 5 -^f-;i/- 2 -V^7i- 




• CH3SO3H 



TLCiRf 0.15 (^on.t;i'A : ;^ : 1 0 : 2 : 1 ) ; 

10 NMR(d6-DMS0) : d 10.37(1H, s), 9.13(2H, brs), 8.80(2H, bre), 7.72(2H, d, 
J=8.0Hz), 7.66(2H, d, J=8.0Hz), 7.70-7.60(2H, m), 7.50(1H, dt, J=1.5, 8.0Hz), 
7.45(1H, dt, J=1.5, 8.0Hz), 7.20(1H. dd, J=2.0, 7.5Hz), 7.16(1H, dd, J=2.0, 
8.0Hz), 7.01(1H, s), 5.00-3.60(1H, m), 2.29(3H, s), 2.27(3H, s)o 

15 19 (16) 

2' - (4 -7 ^ vV 7 i.:^;U*;l'>''?^-f ^b) - 4 2 -tr7 Ji^ 
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CH3 



H2N 



N 
H 



• CH3SO3H 



TLC:Rf 0.14 nu>+;bA : / : g1^lt= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 10.42(1H, s), 9.14(2H, brs), 8.81(2H. brs), 7.70(2H, d, 
J=8.0Hz), 7.65(2H, d, J=8.0Hz), 7.66-7.60(lH, m), 7.61(1H, s), 7.50(1H. brt, 
5 J=8.0Hz), 7.45(1H, brt, J-8.0Hz), 7.30(1H, d, J-7.5Hz), 7.20(1H, d, J=7.5Hz). 
7.10(1H, d, J=8.0Hz), 4.20-3.50(lH, m), 2.31(6H, s)o 

^Mi^l 9(17) 

2' - (4 -7 5 vV 7 x-;i'*;l^/<-^^ ^l') - 3 KD^v- 2 -t: 7 



TLC:Rf 0.42 (^^nD;^;bA : ^ ^^y-ib : ^= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : $ 10.36(1H, s), 9.16(2H, s), 8.81(2H. s), 7.74(2H, d, 
J-8.8HZ), 7.65(2H. d, J=8.8Hz), 7.50-7.65(3H, m), 7. 19-7.30(2H, m), 6.86(1H, d, 
15 J=8.4Hz), 6.61(1H, d, J=7.0Hz). 2.33(3H, s)o 

^mm 19 (18) 




• CHaSOgH 
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- 2-\^y :T.sL)li] )i7i-:y^ ■ > ^ >7,;l/;^>|^]£ 



TLClRf 0.19 (i^nn.i^;UA : ^ ^^y-^i. : gt;^=4 : 1 : 0.1) ; 
5 N M R (d6-DMS0) : S 13.2-12.0(1H, br), 10.50(1H, s), 9.17(2H, s), 
8.85(2H, s), 7.82(1H, d, J=8.4Hz), 7.74(4H, s), 7.5-7.3(3H, m), 7.26(IH, d, 
J=1.8Hz), 7.18(1H, d, J=7.8Hz), 2.44(3H, s), 2.35(3H, s)o 

mWMl 9(19) 

10 2' - (4 -7 5 vV7i^;i'*;i-/^'-=t^;v) - 3 ->< f ^->- 2 - 7 ^ 



TLC:Rf 0.28 (^a^t^;^A : > ^y-;i' : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMSO) : d 10.32(1H, br.s), 9.16(2H, s). 8.85(2H, s), 7.75(2H, d, 
15 J=8.8Hz), 7.67(1H, m), 7.64(2H, d, J=8.8Hz), 7.53-7.57(2H, m), 7.29-7.37(2H, 
m), 7.05(1H, d, J=8.4Hz), 6.79(1H, d. J=7.6Hz), 3.83(3H, s), 2.34(3H, s)o 




• CHaSOsH 



CH3 



CH 
I 




• CH3SO3H 
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2 ' - ( 4 - 7 ^ V / 7 X - ;u -1" ;H - 4 ' - ^ f- 'i- - 4 -- h ^ 

XH3 




• CH3SO3H 

5 TLC:Rf 0.24 (^^na.+.;i'A : ^ 5^ y-;n g^^= 4 : 1 : 0.1) ; 
N M R (ds-DMSO) : ^ 13.4-12.0(1H, br), 10.36(1H, s), 9.14(2H, s), 
8.83(2H, s), 7.7-7.6(3H, m), 7.44(1H, s), 7.4-7.2(2H, m), 7.2-7.0(4H, m), 
3.78(3H, s), 2.42(3H, s), 2.37(3H, s)o 



10 



19 (2 1) 



2- (2- (4 -T ^ V y 7x::^;l'*;UM'^ ^ ;b) 7x-:i;b) -1-^7^ 




• CH3S03H 

TLC:Rf 0.40 nD;4h;i/A : ;< ^ : 7 : 3 : 0.3) ; 

15 NMR(d6-DMS0) : <5 10.50(1H. br.s), 9.12(2H. s), 8.83(2H. s), 7.93-8.00(3H, 
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m), 7.58-7.79(9H. m), 7.42(1H, m), 7.37(1H, d, J=8.4Hz), 2.35(3H, s)o 

^mm 19 (22) 



TLC:Rf 0.19 (^'DD.t;V'A : g^K=4 : 1 : 0.1) ; 

N M R (d6-DMS0) : S 13.7-12. 7(1H, br), 10.29(1H, s), 9.16(2H, s), 
8.83(2H, s), 7.74(2H, d, J=8.8Hz), 7.59(2H, d, J=8.8Hz), 7.8-7.6(lH, m), 7.6- 
10 7.5(2H, m), 7.4-7.2(lH, m), 7.25(2H, d, J=7Hz), 7.03(1H, dd, J=7.4, 2Hz), 
2.37(3H, s), 2.34(3H, s)o 

mmm 19 (23) 

3- (2- (4-7^ vV7x^;b*;i//<^'f;i/) 7^^)i) 
15 iy-2-i-y9]yyi])\^t'yfk-^f^y:^)^^y^i^ 




• CH3SQ3H 
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O 



,CH3 



A 




N 
H 



OH 



• CH3SO3H 



TLC:Rf 0.61 (B^S?J^f■^^ : gt^^: 7K=3 : 1 :o.5) ; 

NMR(d6-DMS0) : .5 12.84(1H, br.s), 10.40(1H, s), 9.09(2H, br.s). 8.78(2H, 
br.s), 8.35(1H, s), 7.84(1H, d, J=9.4Hz), 7.7-7.4(9H, m), 7.34(1H. dd, J=7.2, 
5 1.4Hz), 7.26(1H, dd, J=9.4, 2.4Hz), 3.87(3H, s), 2.32(3H, s)o 

mi^m 19 (24) 

3- (2- (4 -75 y y7x^;P:^;i'/^'^^;i') 7ji-)V) 



TLC:Rf 0.29 (^on.twi/A : ^'y-;!/ : 1 0 : 3 : 0.2) ; 

NMR(d6-DMSO) : S 12.88(1H, br.s), 10.49(1H, s), 9. 10(2H, br.s), 8.79(2H, 
br.s), 8.40(1H, s), 7.94(1H. s), 7.8-7.4(9H, m), 7.34(1H, dd, J=2.0, 6.8Hz). 
7.07(1H, d, J=7.4Hz), 3.91(3H, s), 2.32(3H, s)o 




10 



• CH3SO3H 



15 



237 



wo 99/41231 



PCT/JP99/00622 



9(2 5) 

2* - (4 -7 5 vV7i-;U*;l'/^'^^;l') -2, 4 - tf 7 x ^^Wv* 




• CH3SO3H 

5 TLClRf 0.22 (^^nn.+s^i/i. : y : 7)c= 6 : 4 : 1 ) ; 

NMR(d6-DMS0) : 6 13.02(1H, br.s), 10.54(1H, s), 9.16(2H, s), 8.89(2H, s), 
8.38(1H. d, J=2.0Hz), 8.05(1H, dd, J=2.0, 7.8Hz), 7.74(4H, s), 7.73(1H, dd, 
J=2.6, 7.8Hz), 7.53-7.60(2H, m), 7.37(1H, d, J=7.8Hz), 7.29(1H, dd, J=2.6, 
7.8Hz), 2.38(3H. s)o 

0 

-m m 9 (2 6) 

CH3 
I ^ 




• CH3SO3H 

15 TLClRf 0.46 (i^DD5j^;l/A : > : 7K= 7 : 3 : 0.3) ; 
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NMR(d6-DMS0) : S 10.43(1H, s), 9.16(2H, s). 8.88(2H. s). 7.67-7.80(611, 
m), 7.52-7.59(3H, m), 7.31(211, d, J=7.8Hz), 2.98(3H, br.s), 2.85(3H. br.s), 
2.37(3H, s)o 

5 mmmi 9(27) 

3- (2- (4 -7 ^ -yV 7 x-^l'*;l'^<-^ ^l') 7ji-;1-) 



TLC:Rf 0.51 (^'nn.-^ibA : y : 7K= 1 0 : 3 : 0.2) ; 

10 NMR(d6-DMS0) : d 13.0-I2.0(1H, br), 11.5-10.5(1H, br), 9.05(2H, br.s), 
8.85(2H, br.s). 8.29(1H, s), 7.93(1H, d, J=8.8Hz), 7.7-7.5(5H, m), 7.6-7.4(3H, 
m), 7.4-7. 1(3H, m), 3.84(3H, s), 2.30(3H, s)o 

mmmi 9 (2 8) 

15 2' - (4 -T 5 ->V 7 x^;u*;i'/<^ ;i^) - 4 - ^ ^-'i':^ -'i^^''^'-^ ^ ^^ - 




• CH3SO3H 
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TLC:Rf 0.27 (^'on>jt;i/A : ^ : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 10.49(1H, s), 9.16(2H, s), 8.89(2H, s), 8.62(1H, br.q, 
J=4.6Hz), 8.30(1H, d, J=1.8Hz), 7.96(1H, dd, J=1.8, 8.2Hz), 7.76(2H, d, 
5 J=9.0Hz), 7.71(2H, d, J=9.0Hz), 7.70(1H, dd, J=2.0, 7.6Hz), 7.52-7.58(2H, m), 
7.33(1H, d, J=8.2Hz), 7.28(1H, dd, J=2.0, 7.6Hz), 2.79(3H, br.d, J=4.6Hz), 
2.39(3H, s)o 




• CH3SO3H 

TLClRf 0.26 (^no.-}^;i/A : : 7fc= 1 0 : 3 :o.2) ; 

NMR(d6-DMS0) : S 12.76(1H, br.s), 10.45(1H, s), 9.09(2H, br.s), 8.80(2H, 
15 br.s), 8.68(1H, s), 7.8-7.5(10H, m), 7.35(1H, m), 7.04(1H, m), 4.00(3H, s), 
2.33(3H, s)<, 
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-^.mm 19 (3 0) 

2' - (4 -7 ^ vV 7 x^il'/; ^ ;l.) -3, 4->^'^b^v-2- 




• CHgSOgH 



TLC:Rf 0.16 (^Dn.t;i/A : 0 : 2 : 1) ; 

N M R (dg-DMSO) : S 13.7-13.2(1H. broad), 10.30(1H, s), 9.16(2H, brs), 
8.89(2H, brs), 7.76(2H, d, J=9.0Hz), 7.69-7.62(3H, m), 7.58-7.46(2H, m), 7.33- 
7.27(1H, m), 7.07(1H, d, J=8.5Hz), 6.92(1H, d, J=8.5Hz), 3.79(3H, s), 
10 3.77(3H, s), 2.35(3H, s)o 

^^^1 9 (3 1) 

6- (2- y7:L~)U-f})V/i^^ )V) 7i-;i/) -1, 2-y< 




• CH3S03H 



TLC:Rf 0.22 (^'on.t;bi« : > : g^^= 1 0 : 2 : 1) ; 
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N M R (d6-DMS0) : d 12.8-12.2(1H, broad), 10.39(1H, s), 9.16(2H, brs), 
8.88(2H, brs), 7.76(2H, d, J=9.0Hz), 7.70(2H, d, J=9.0Hz), 7.65-7.60(lH, m). 
7.56-7.42(2H, m), 7.30(1H, s), 7.24-7. 19(1H, m), 6.75(1H, s), 6.10(2H, s), 
2.34(3H, s)o 

5 

mmm 19 (32) 

2' - (4 -T ^ vV 7 x-;l'*;l'>'<^'l' -4* --hD-2-tf7ji 




• CH3SO3H NO2 



10 TLCiRf 0.21 : ^^y-;ng^^=l 0 : 2 : 1) ; 

N M R (d6-DMS0) : S 13.0-12.5(1H, broad), 10.77(1H, s), 9.16(2H, brs), 

8.88(2H. brs), 8.49(1H, d, J=2.5Hz), 8.39(1H. dd, J=8.5Hz, 2.5Hz), 7.91(1H, dd, 
J=8.0Hz, 1.5Hz), 7.76(2H, d, J=9.0Hz), 7.69(2H, d, J=9.0Hz), 7.59(1H, td, 
J=8.0Hz, 1.5Hz), 7.58(1H, d, J=8.5Hz), 7.48(1H, d, J=8.0Hz, 1.5Hz), 7.28(1H, 
15 dd, J=8.0Hz, 1.5Hz), 2.34(3H, s)o 

9 (3 3) 

2' - (4 -T 5 vV 7x^;i/*;i//s-^ -4 - ( 
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O 




OH 



OH 



H2N 



TLC:Rf 0.28 (^'nn4^;i/A : ^ -jb : 7K= 6 : 4 : 1 ) ; 

NMR(d6-DMS0) : S 10.54(1H, s), 9.22(2H, s), 9.07(1H, br.t, J=5.6Hz), 
9.01(2H, s), 8.35(1H, d, J=1.2Hz), 8.01(1H, dd, J=1.2, 7.6Hz), 7.70-7.75(5H, m). 
5 7.50-7.62(2H, m), 7.36(1H, d, J=7.6Hz), 7.30(1H, d. J=7.6Hz), 3.94(2H, d, 
J=5.6Hz), 2.42(3H, s)o 

$^^1 9 (3 4) 

2' - (4 -7 5 7 x-;^:^;^/'^'^ 'f;!') - 4- ( {l --^ Ji^t'^i/ - 
10 2 -7i-;i'-i-f-;i') i])i^/<^^]i^) - 2 -tf7 • p< ^ > 



TLC:Rf 0.20 (J' on.twuA : ^ ^ y : ^= 7 : 3 : 0.3) ; 

N M R (d6-DMS0) : S 10.53(1H, s), 9.17(2H, s). 8.95(1H. d, J=5.0Hz), 
15 8.92(2H, s), 8.28( IH, d, J=1.6Hz). 7.92(1H, dd. J=1.6, 8.0Hz). 7.69-7.74(5H, m). 



O 



OH 
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7.53-7.58(2H, m), 7.17-7.35(7H. m), 4.64(1H, m), 3.01-3.26(2H. m), 2.39(3H, s)o 
-^.mm \ 9 (35) 
5 ^ - y^ >7.;i'^t^ 




• CH3S03H 

TLC:Rf 0.10 (i^DP.t^;i/A : :B^^= 1 0 : 2 : 1) ; 

NMR(d6-DMSO) : <5 11.37(1H, s), 9.10(2H, brs), 8.85(2H, brs), 7.87- 
7.74(1H, m), 7.65(2H, d, J=9.0Hz), 7.59(2H. d, J=9.0Hz), 7.60-7.30(5H, tn), 
10 7.26(1H, dd, J=6.0Hz, 3.0Hz), 7.05-6.97(lH, m), 2.33(3H, s)o 

mm.m 19 (36) 

2' - (4 -7 5 vV 7 - 4 -7;i':to- 2 -if 7 x 




• CH3SO3H 



TLC:Rf 0.45 (iJ' nu;^;i/i. : ^ ^ : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : d 10.45(1H, s), 9.16(2H, s), 8.84(2H. s), 7.73(4H, s), 
7.67(1H, dd, J=2.6, 8.0Hz), 7.50-7.61(3H, m), 7.39(1H, dt, J=2.6, 8.0Hz), 7.25- 
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7.32(2H, m). 2 36(3H. s)o 

mmmi 9(37) 




• CH3SO3H 



TLClRf 0.70 (^^ nn^;i.A : ^ ; ^= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 10.54(1H. s), 9.26(1H, br.t, J=5.8Hz), 9.17(2H, s), 
8.90(2H, s), 8.37(1H, d, J=1.8Hz), 8.03(1H, dd, J=1.8. 8.0Hz). 7.74(4H, s), 
10 7.71(1H, dd, J=1.8, 8.0Hz), 7.53-7.59(2H, m), 7.24-7.37(7H, m), 4.48(2H, d, 
J=5.8Hz), 2.34(3H, s)o 

mi^m 19 (38) 
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O 



H 

N 



• CH3SO3H 



TLClRf 0.56 (^'nn*;UA : : 7K= 7 ; 3 : 0.3) ; 

NMR(d6-DMS0) : S 10.52(1H, s), 9.15(2H, s), 8.83(2H. s), 8.77(1H, br.t, 

J=5.8Hz), 8.30(1H, d, J=1.8Hz), 7.95(1H, dd, J=1.8, 8.0Hz), 7.73(4H, s), 
5 7.70(1H, dd, J=1.8, 8.0Hz), 7.52-7.59(2H, m), 7. 19-7.35(7H, m), 3.50(2H, m), 
2.85(2H, t, J=7.0Hz), 2.34(3H, s)o 

mmm 19 (39) 

2' - {4-riiyJ7 JL-)V^)V/^^^ lU) -4- (2 h^v*;l^>K 

10 -;ux-^;i/) - 2-\£7Ji^}\^i}j\^t^y^-^9y:^)it^yM^ 



TLC: Rf 0.24 (^nD^;i/A:p( ^y-;i/= 4:1) ; 
N M R (d6-DMS0) : d 13.0-12.5(1H, br), 10.41(1H, s), 9.14(2H, s), 
8.82(2H, s), 7.8-7. 6(6H, m), 7.6-7.4(2H, m), 7.38-7.34(lH, m), 7.25-7. 21(1H, m), 
15 7.14(1H, d, J=7.8Hz), 3.56(3H, s), 2.89(2H, t, J=6.8Hz), 2.64(2H, t, J=6.8Hz), 
2.34(3H, s)o 




• CH3SO3H 



246 



wo 99/41231 



PCT/JP99/00622 



'#:fefegin 9(4 0) 

2" - ( 4 -7 < 7 x^;i/*;u/<^^ -4- ( 2 - ;^ h h ^ 

O^^^ CH3 




TLC:Rf 0.42 (i?na.-^;i/A : ;< : ||^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMSO) : d 13.8-12.5(1H, br), 10.37(1H, s), 9.13(2H, br.s), 
8.79(2H, br.s), 7.80-7.55(5H, m), 7.55-7.40(2H, s), 7.30(1H, d, J=2.4Hz), 7.80- 
7.00(3H, m), 4.11(2H, t, J=4.4Hz), 3.64(2H, t, J=4.4Hz), 3.28(3H, s), 2.31(3H. 
10 s) o 

mm 19 (4 1) 

2' - {4-r<'yyyj^=-)^i])l'^<'i^)i') -4 - ( ( 2 f-^l'T'o ti 




• CH3SO3H 
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TLC:Rf 0.26 (^'DD^^'i'A : ^^y-;u :^=8 : 2 :o.2) ; 

NMR(d6-DMS0) : d 10.53(1H, s), 9.15(2H, s), 8.85(2H, s). 8.65(1H, br.t, 
J=6.8Hz), 8.31(1H, d, J=1.8Hz), 7.97(1H, dd, J=1.8, 7.8Hz), 7.74(4H, s), 
7.70(1H, dd, J=1.8, 7.8Hz), 7.52-7.59(2H, m), 7.33(1H, d, J=7.8Hz), 7.28(1H, dd, 
5 J=1.8, 7.8Hz), 3.09(2H, br.t, J=6.8Hz), 2.35(3H, s), 1.85(1H, m), 0.89(6H, d, 
J=6.8Hz)o 

^ ^ ^Jl 9 (4 2) 

2' - (A - T ^"y y y j^^il-'f} )V^<^^ - 4' 
10 ( (1 h^v*;i"-^*";i^-2-^^;i'7'Dk:;i/) - 2- 




TLC:Rf 0.61 (^'DP;^;!//. : ;<^y-;i/ :7K=7 : 3 :o.3) ; 

N M R (dg-DMSO) : 6 10.53(1H, s), 9.14(2H, s), 8.82(1H, d, J=7.8Hz), 

15 8.77(2H, s), 8.31(1H, d, J=1.6Hz), 7.99(1H, dd, J=1.6, 8.0Hz), 7.74(4H, s), 
7.32(1H, d, J=8.0Hz), 7.24(1H, m), 7.13-7.19(2H, m). 4.31(1H, t, J=7.8Hz), 
3.89(3H, s), 3.66(3H, s). 2.32(3H, s), 2.18(1H, m), 0.98(3H, d, J=6.6Hz), 
0.94(3H, d, J=6.6Hz)o 
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19 (4 3) 



TLCiRf 0.25 (^DD*;i'A : ;< ^'y-^u : i:=8 : 2 : 0.2) ; 

NMR(d6-DMS0) : S 10.5(1H, s), 9.15(2H, brs), 8.84(2H, brs), 7.74-7.69(6H, 
m), 7.59-7.53(3H, m). 7.38(1H, d, J=8.4Hz), 7.33-7.28(lH, m), 2.37(3H, s)o 

10 19 (44) 

2- (3- (4-7^ v/7x-;i':^;;i'M'-t^;w) -fy - 2 - -< )\^) 
-5- ( (1 b^->*;l-*'^;i'-2-y^;i-7'Pli;u) i] Ji^) 




• CH3SO3H 
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H3C' 

o. 



CH3 o 





N 
H 



• CH3SO3H ^^^^ 



TLCiRf 0.48 (^'onj}^;uA : ^^y-;v :i:=8 : 2 :o.2) ; 

N M R (d6-DMS0) : S 10.78(1H, s), 9.18(2H, s), 8.89(1H, d, J=7.6HzX 
8.87(2H, s), 8.40(1H, d, J=1.8Hz), 8.33(1H, s), 8.01-8.14(3H, m), 7.74-7.85(5H, 
5 m), 7.64-7.69(2H, m), 7.46(1H, d, J=8.0Hz), 4.34(1H, t, J=7.6Hz), 3.68(3H, s), 
2.35(3H, s), 2.23(1H, m). 1.00(3H, d, J=7.0Hz), 0.96(3H, d, J=7.0Hz)o 

mm 19 (45) 

3- (2- (4 -7 5 vV 7i-;i/*;i'^N'^-r;u) 7i-;b) -8- (2- 
10 ^b^vJ^h^v) -2-ty^]^yi])\^t'y^- ;^i'y^)U7i-^y^i^ 



• CH3SO3H 

TLC:Rf 0.61 (i5'nD.-^;i/A : y^y-;i/:g^^=i 0 : 2 : 1) ; 

NMR(d6-DMS0) : d 13.1-12.0(1H, br), 10.44(1H, s), 9.09(2H. brs), 8.80(2H, 
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brsl, 8.67(1H, s). 7.70(1H. s). 7.67(4H, like s), 7 7-7 4(5H. m). 7.36(1H, brd, 
J=7.8Hz), 7.05(1H. brd. J=5.4Hz). 4.4-4.2(2H. m), 3.9-3.7(2H. m). 3.36(3H, s), 
2.32(3H, s)o 

5 -g<A^l 9(4 6) 

2' _ (4 -7 ^ vV 7 x:::.;b;^;i/vs-^^ - 4- ( ( V "/n tf ;l/ * ;b 



TLCiRf 0.54 (^nntovA : :;^K=8 : 2 :o.i) ; 

10 NMR(d6-DMSO) : S 10.5(1H, s), 9.17(2H, brs), 8.87{2H, brs), 8.35(1H, t, 
J=6.6Hr), 7.78-7.64(6H, m), 7.55-7.48(2H, m), 7.36(1H, dd. J=1.8, 8.0Hz), 7.24- 
7.16(2H, m), 4.30(2H, d, J=6.0Hz), 2.52-2.41(lH, m)2.36(3H, s), 1.04(6H, d, 
J=7.0Hz)o 

15 ^m.m 19 (47) 

2- (3- (4 -7 ^ vV 7i-;^:^7;^/^'^ ■f7i'uy-2-^)\^) 
-5- ( { 2 ^-'I'T'D ij )i'^<^-^ ■ ^ > ^ > 




• CH3SO3H 
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TLC:Rf 0.74 (^DD.-^;i.A : > : 7tc=7 : 3 :o.3) ; 

NMR(d6-DMS0) : S 10.76(1H, s), 9.18(2H, s), 8.86-8.93(3H, m), 8.68(1H, 
br.t, J=6.6Hz), 8.36(1H, s), 8.32(1H, s), 8.00-8. 14(3H, m), 7.79(4H, s), 7.63- 
5 7.68(2H, m), 7.44(1H, d, J=8.0Hz), 3.11(2H, br.t, J=6.6Hz), 2.36(3H, s), 
1.88(1H, m), 0.91(6H, d, J=6.6Hz)o 

^mm 19 (48) 

2' - (4-T5vV7i-;U* ;U) - 4' h^v-4- 

10 ( (2 -.^■^;i'7'ot:;p) ^/PM-t-f;!^) - 2 - tr7i-;w:^;;i''-K>'® • ^ 




• CH3SO3H CH3 
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T L C : R f 0.62 i'/^n : M ^ J - )i : = 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 10.51(1H. s), 9.14(2H. s). 8.83(2H, s), 8.63(1H. br.l. 
J=6.6Hz), 8.28(1H. d. J=2.0Hz). 7.95(1H, dd, J=2.0, 8.0Hz), 7.74(4H, s), 
7.30(1H, d, J=8.0Hz), 7.24(1H, d. J=2.0Hz). 7.21(1H, d. J=8.0Hz), 7. 14(1H. dd, 
5 J=2.0, 8.0Hz). 3.89(3H. s), 3.09(2H, t. J=6.6Hz), 2.35(3H. s), 1.85(1H. m), 
0.89(6H, d, J=7.0Hz)o 

^Migill 9(49) 

2' - (4 -7 5 yV 7 X -/P* ^ Jl/) - 4 --1" V7°D 
10 ^ Jl-- 2 -If 7i-;l-*^l-'-K>K • ^ 9 y7.)lt^y^iM. 

H 



TLC:Rf 033 /9y~)u:WpM^i 0 : 2 : }) ; 

NMR(d6-DMS0) : S 10.5(1H, s). 9.16(2H. brs), 8.86(2H, brs), 8.43(1H, d, 
J=7.6Hz), 8.30(1H, d, J=1.6Hz), 7.97(1H, dd, J=1.6, 8.0Hz), 7.73-7.68(5H, m), 
15 7.59-7.52(2H. m), 7.34-7.25(2H, m), 4.20-4.02(lH, m), 2.34(3H, s), 1. 17(6H, d, 
J=6.6Hz)o 

^mm 19 (5 0) 

2' - (4 -7 ^->V7i--'L'*;l'/<-^'f;l') -4- ( ( 3 - ^ f--'l^7'f- 
20 >i^) ij )i^^<'^^ )\^) - 2 -H*7x^;i':^;u**>^ • ^ ^ >x;b--^>gx^ 




• CH3SO3H 



wo 99/41231 



PCT/JP99/00622 




CH3 



• CH3SO3H 



TLC:Rf 0.42 (^'nD*;i/A : ^ y : S^i?= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 10.5(1H, s), 9.14(2H, brs), 8.83(2H, brs), 8.61(1H, t, 
J=6.0Hz). 8.30(1H, d. J=1.6Hz), 7.96{1H, dd, J=1.6. 8.0Hz), 7.73-7. 68(5H, m), 
5 7.62-7.53(2H, m), 7.35-7.26(2H, m), 3.34-3.24(2H, m), 2.37(3H, s), 1.69- 
1.53(1H, m), 1.48-1.37(2H, m), 0.90(6H. d, J=6.2Hz)o 



TLC:Rf 0.10 (^DD;^;^A : ^^^y-;!/ : g^^- 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : d 10.5(1H, s), 9.17(2H, brs), 8.86(2H, brs), 8.66(1H, t, 

J=5.4Hz), 8.30(1H, d, J=1.8Hz), 7.97(1H, dd, J=1.8, 7.6Hz), 7.73-7.68(5H, m), 
15 7.59-7.52(2H, m), 7.35-7.26(2H, m), 3.36-3.23(2H, m), 2.36(3H, s), 1.13(3H, t. 





• CH3SO3H 
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J=7.()Hz)c 



-#fefe^l 19 (52) 

2 - tf 7 j-:^;l/:^;l''K>aS - ^ 9 > 7> ;!/ ;^ > 




• CH3SO3H 

TLC:Rf 0.26 (r^oD*;uA : ^ ^'y-;!/ : 8^;^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : $ 10.5(1H. s), 9.16(2H, brs), 8.85(2H, brs), 8.63(1H, t, 
J=5.4Hz), 8.30(1H, d, J=1.6Hz), 7.97(1H, dd, J=1.6, 8.2Hz), 7.73-7.68(5H, m), 
10 7.58-7.53(2H, m), 7.35-7.26(2H, m), 3.32-3.22(2H. m), 1.55-1.24(4H, m), 
2.36(3H, s), 0.90(3H. t, J=7.2Hz)o 



^mm 19 (53) 

2' - (4-75 -7^7 i-;i^*;i^^<^>f;i') -4' -yf-;i/-4- ( (2 
15 -^f■;^7•^ - 2 -ii7x-;b*;i'^-K>S? • ^ 



255 



wo 99/41231 



PCT/JP99/00622 




.CH3SO3H CH3 



TLC:Rf 0.33 : ^ 5^ y-;i/ : ;ic=^8 : 2 : 0.2) ; 

NMR(d6-DMS0) : S 10.51(1H, s), 9.15(2H, br.s), 8.83(2H, br.s), 8.63(1H, t, 

J=6.2Hz), 8.29(1H. d. J=1.8Hz), 7.95(1H, dd, J=1.8, 8.0Hz), 7.73(4H, s), 
5 7.51(1H, s), 7.38(1H, d, J=8.0Hz), 7.29(1H, d, J=8.0Hz), 7.16(1H, d, J=8.0Hz), 
3.09(2H, t, J=6.2Hz), 2.45(3H, s), 2.36(3H, s), 1.86(1H, m), 0.89(6H, d, 
J=6.6Hz) o 

-^mm 19 (54) 

10 2' - (4 -7 5 i/V 7 i-;u:^;i/A^-^-f ;u) -4 - ( ( vi:^ n-^^ ;^ 




• CH3SO3H 

TLC:Rf 0.40 (^D^;^;^A : ^ gtfg= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 10.5(1H, s), 9.17(2H, brs), 8.87(2H, brs). 8.60(1H, t, 
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J=5.4Hz), 8.30{1H. d, J=1.6Hz), 7.97(1H, dd, J = 1.6. S.OHz), 7.74-7.69(5H. m), 
7.62-7.5()(2H, m), 7.34-7.26(2H, m), 3.11(1H. t. J=5.8Hz), 2.36(3H. s), 1.80- 
1.40(6H. m), 1.30-0.75(5H, m)^ 

5 19 (55) 

2' - (4 -7 5 vV7 x-;U:^;;i//N-t-i';b) - 4- ( (5 - (t-7*h^ 
-yi] >v^:^)i'r 3. y') ^yf-ji') - 2 - "7 j. - * -i^' > 




• CH3SO3H 

10 TLC:Rf 0.39 (^on.-}.;i/i. : ;<^7-;b:g^S?=i 0 : 2 : 1) ; 

NMR(d6-DMS0) : d 10.5(1H, d, J-5.8Hz), 9.17(2H, brs), 8.86(2H, m), 

8.65(1H, t, J-5.8HZ). 8.30(1H, s), 8.{)0-7.95(lH, m), 7.74-7.60(4H, m). 7.60- 
7.50(2H, m), 7.35-7.25(2H, m), 6.75(1H. brs), 3.40-3.20(2H, m), 3.00-2.70(2H, 
m), 2.34(3H, s), 1.60-1.20(6H, m), 1.36(9H, s)o 

15 

^^^n 9(5 6) 

2' - (4 -7 5 i>V 7 ;i/) -4 - ( (1 -p' f-;i^7'o i^' 

;i/) i])V/<^^ji) - 2 -t:7x-;i/*;i/;K>g? • ;< ^ >7>;^;^>Ki£ 
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• CH3SO3H 



TLC:Rf 0.23 (^nO'l^^i/A : ^ ^^y-;!/ : fii£^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 10.5(1H, s), 9.18(2H, brs), 8.89(2H. brs), 8.36(1H, d, 
J=8.2Hz), 8.31(1H. d, J=1.8Hz), 7.98(1H, dd, J=1.8, 8.2Hz), 7.74-7.69(4H, m), 
5 7.59-7.52(2H, m), 7.32(1H, d, J=8.2Hz), 7.30-7.26(lH, m), 4.10-3.90(1H, m), 
2.37(3H, s), 1.56-1.48(2H, m). 1.14(3H. d, J=6.6Hz), 0.87(3H, t, J=7.4Hz)o 

mmm 19 (57) 

2' - (4 -T^ vV7x^;i/:?;;!//N'^'f;u) - 4- ( {7- hy^V^^y 
10 >-4 -^^i^;<f-;i') * - 2 -tfy x-;i/*;i'^i^*>'^ • ^ ^ > 




TLClRf 0.53 (^nu.-^;VA : y y-;L. : ;^C= 7 : 3 : 0.3) ; 

N M R (d6-DMS0) : S 13.3-12.5(1H, broad), 10.54(1H, s), 9.19(2H, s), 

15 8.95(2H, s), 8.69(1H, brt. J=6.0Hz), 8.30(1H, d, J=2.0Hz), 7.97(1H, dd, J=8.0Hz, 
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2.0Hz), 7.73(4H. s). 7.70(1H, dd, J=7.5Hz, 1.5Hz), 7.62-7. 47{2H, m). 7.32(1H. d. 
J=8.0Hz), 7.29-7.24(lH, m). 3.83(2H. dd. J=llHz. 2.5Hz). 3.25(2H. brt, J=llHz). 
3.15(2H, brt, J-6.0Hz), 2.34(3H, s). 1.90-1.65(1H. m), 1.58{2H. brd, J=13Hz). 
1.30-1.06(2H, m)o 

5 

M1^m\ 9(5 8) 

2' - (4 -7 5 V / -7 x-;l/:^;;bM-^ -4- ( ( 2 - K a -> 7* 




• CH3SO3H 

10 TLC:Rf 0.38 (S^^i■?^;^ : S^K: 7K=3 : 1 : 1) ; 

NMR(d6-DMSO) I <J 10.5(1H, s), 9.17(2H, brs), 8.87(2H, brs), 8.61(1H, t, 
J=5.6Hz), 8.32(1H, d, J=1.8Hz), 7.99(1H, dd, J=1.8, 7.6Hz), 7.73-7.68(5H, m), 
7.62-7.52(2H, m), 7.35-7.26(2H, m), 4.20-3.60(lH, brs). 3.90-3.70(lH, m), 
3.22(2H, d, J=5.6Hz), 2.36(3H, s), 1.07(3H, d, J=6.2Hz)o 

15 

mmm 19 (59) 

2' - (4-T^vy-2-t:Kn^v7x-;i'*;u^<-t'i';i^) -4- 
( (2 -^f-;i'7'ntf;i') - 2 - ti 7 ;i-*'>|^ • ^ 

9 >7.;i/*>^J£ 
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• CH3SO3H 



TLC:Rf 0.16 (^Dn.-}^;uA : ^iS'y-;i/:6^j^=i 0 : 2 : 1) ; 

N M R (d6-DMS0) : 5 13.6-13.0(1H, broad), 10.56(1H, s). 9.08(2H, brs), 
8.91(1H, s), 8.81(2H, brs), 8.67(1H. brt, J=5.5Hz), 8.35(1H, d, J=2.0Hz), 
5 8.20(1H, d, J=8.5Hz), 7.95(1H, dd, J=8.5Ha 2.0Hz), 7.77-7.71(lH, m), 7.58- 
7.48(2H, m), 7.28(1H, d, J=8.5Hz), 7.20-7. 11(2H, m), 7.08(1H, d, J=2.0Hz), 
3.06{2H, brt, J=6.0Hz), 2.33(3H, s), 1.93-1.73(1H, m),0.87(6H, d, J=6.5Hz)o 

m m m 9 (6 0) 

10 2' - (4 -7 5 7 jc:-;l/* il/^N'-^ -4- (N-;<^;l^-N- 




TLC:Rf 0.11 (^5'^D.1^;l/i^ : ^ ^y-;L. : gf£^= 1 0 : 2 : 1) ; 
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NMR(d6-DMS0) : S 1().5(1H, s). 9.17(2H. brs). 8.91(211. brs). 7.73-7.40{9H, 
m), 7.31(2H, d, J=7.8Hz), 3.30-2.94(2H, m. rotamers). 2.94(3H, s, each of 
rotamers ), 2.84(3H, s, each of rotamers), 2.39(3H, s, each of rotamers), 2.38(3H, s, 
each of rotamers), 0.91(6H, d, J=6.6Hz, each of rotamers), 0.62(6H, m, each of 
5 rotamers )o 

19 (61) 

2 ' - (4 -T ^ ->V y )\^) - 4 - ( (2 -^^ 1 - 

10 >Sf • 2 ^ ^ >x;i'*>K^ 




• 2CH3SO3H 

T L C : R f 0.36 (g^i?if-;v : g^K : 7K= 3 : 1 : 1 ) ; 

NMR(d6-DMS0) : S 13.0-12.0(1H, br), 10.62(1H, s), 9.18(2H, br.s). 
8.96(2H, br.s), 8.49(1H, d, J=8.8Hz), 8.6-8.3(2H, br), 8.35(1H, d, J=1.4Hz), 
15 8.03(1H, dd. J=1.4. 8.0Hz). 7.8-7.6(lH, m), 7.75(4H, like s), 7.55(2H, m), 
7.35(1H, d, J=8.0Hz), 7.25(1H, dd, J=1.4, 6.8Hz), 4.13(1H, m), 3.3-2.9(2H, br), 
2.53(3H. br.t, J=5.0Hz), 2.36(6H, s), 1.83(1H, m), 0.92(3H, d, J=6.4Hz), 
0.88(3H, d, J=6.4Hz)o 

20 19 (62) 
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2' - (4 -7^ vy7x-;b:*;i'/<^^;i/) -4- ( (2-t:KnJr->- 



CH3 




• CH3SO3H 

5 TLClRf 0.10 (^^D^.+^;l/A : ^y-;H7K=8 : 2 :o.i) ; 

NMR(d6-DMS0) : d 10.5(1H, s), 9.16(2H, brs), 8.85(2H, brs), 8.47(1H, t, 
J=5.8Hz), 8.32(1H, d, J=1.8Hz), 8.01(1H, dd, J=1.8, 8.0Hz), 7.74-7.69(5H, m), 
7.59-7.53(2H, m), 7.35-7.26(2H, m), 3.26(2H, d, J=5.8Hz), 2.35(3H, s), 
1.11(6H, s)o 

0 

19 (63) 

2' - (4-75i/V- 2-^f-;i/7i^;U*;i/>'<^'f;u) -4- ( (2- 
;<f-;i/7'otf;i/) - 2 - tr7x^;i':*;i'*'>^ • p< ^ 
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• CH3SO3H 



TLCiRf 0.28 (^^ nn>-^;uA : ^ ^ y-;L^ : St®^= 1 0 : 2 : 1 ) ; 

N M R (d6-DMS0) : d 13.5-12.6(1H, broad). 9.49(1H, s), 9.18(2H, brs), 
8.94(2H, brs), 8.67(1H, bit, J=6.0Hz), 8.30(1H, d, J=1.5Hz), 7.99(1H, dd, 
5 J=8.0Hz, 1.5Hz), 7.75-7.70(lH, m), 7.62-7.50(5H. m), 7.36(1H, d, J=8.0Hz), 
7.27-7.22(lH, m), 3.08(2H, brt, J=6.0Hz), 2.32(3H, s), 2.03(3H, s), 1.96-1.74(1H, 
m), 0.87{6H, d, J=7.0Hz)o 

-^j^m 19 (64) 
10 2' - (4 - 7 5 vV 7 X 




• CH3SO3H 

TLC:Rf 0.51 C^' nn;f.;uA : ^ ^ / -^i' : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMSO) : <5 10.52(1H, s). 9.16(2H. s), 8.77(2H, s). 8.76(1H, br.t, 

15 J=6.2Hz). 8.32(1H, d, J=2.0Hz), 7.98(1H, dd, 1=2.0. 8.0Hz), 7.73(4H, s), 
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7.70(1H, dd, J=2.0. 8.0Hz), 7.58(1H. dt, J=2.0, 8.0Hz). 7.53(1H. dt, J-2.0, 
8.0Hz), 7.33(1H, d, J=8.0Hz), 7.28(1H, dd, J=2.0, 8.0Hz), 3.15(2H, t, J=6.2Hz), 
2.35(3H, .s), 1.04(1H, m), 0.40-0.48(2H, m), 0.19-0.27(2H, m)o 

5 mmW 19 (65) 

2' - (4 -7 ? vV 7 -4 - ( ( 1 

^ 2 -5^;i/7'n - 2 - if 7 > 



• CH3S03H 

10 TLC:Rf 0.15 (^'nD.-}^;i.A : > ^j'y-;!/ : g^^= 1 0 : 2 : 1) ; 

N M R (d6-DMS0) : S 9.07(4H, brs), 8.37(1H, d, J=8.0Hz), 8.06(1H, s), 
7.98(1H, d, J=4.6Hz), 7.74-7.57(6H, m), 7.48-7.44(2H, m), 7.07-7.02(lH, m), 
6.98(1H, d, J=8.0Hz), 4.15(1H, t, J=8.2Hz), 2.56(3H, d, J=4.4Hz), 
2.32(3H, s)2.15-1.98(lH, m), 0.88-0.83(6H, m)o 



^mMl 9 (6 6) 

2' - (4 -T ^ 7 ji-;i/*;l'/N'^-f ;u) -4- ( (vi? n^>-f ;i/ ^ 



O 




15 
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• CH3SO3H 



TLC:Rf 0.31 {^nD^;i^A : : gt^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : d 10.52(1H, s), 9.16(2H, s). 8.83(2H, s), 8.66(1H. br.d, 

J=6.2Hz), 8.30(1H, d, J=1.8Hz), 7.97(1H, dd, J=1.8, 8.0Hz), 7.73(4H, s), 
5 7.71(1H, dd, J=1.8, 8.0Hz), 7.53-7.58(2H, m), 7.32(1H, d, J=8.0Hz), 7.27(1H, dd, 
J=1.8, 8.0Hz), 3.19(2H, t, J=6.2Hz), 2.35(3H, s), 2.16(1H, m), 1.53-1.69(6H, m), 
1.22-1.24(2H, m)o 

^^.^J 19 (67) 

10 2' - (4 -75 vV7i-;i/*;u/<^>f;b) -4- ( (v^^ o'/f-;!/.^ f- 




• CHgSOgH 

TLC:Rf 0.27 (^nn.t^i^i. : ^ : St:S^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 10.53(1H. s), 9.17(2H, s), 8.87(2H, s), 8.64(1H, br.d. 
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J=6.6Hz). 8.30(1H, d, J=1.8Hz), 7.96(1H, dd, J=1.8, 8.0Hz), 7.74(4H, s), 
7.71(1H, dd, J=1.8, 8.0Hz), 7.53-7.58(2H, m), 7.32(1H, d, J=8.0Hz), 7.27(1H, dd, 
J=].8, 8.0Hz), 3.30(2H, t, J=6.6Hz), 2.58(1H, m), 235{3U, s), 1.66-2.00(6H, m)o 

5 19 (68) 

2' - (4 -7 ^ vV 7 i-;i-*;b/<^'f - 4- ( {2 - / "f-)^-/^ ^ 



TLC:Rf 0.38 (^5'Dn4^;i/A : ^^y-;b:7K=8 : 2 :o.i) ; 

10 NMR(d6-DMS0) : S 10.6(1H, brs), 9.14(2H, brs), 8.79(2H. brs), 8.20(1H, d, 
J=1.8Hz), 7.89(1H, dd, J=1.8, 8.2Hz), 7.80-7.62(5H, m), 7.62-7.50(2H, m), 
7.45(1H. d, J=8.2Hz), 7.33-7.29(lH, m), 2.60-2. 40(2H, m), 2.30(3H, s), 1.70- 
1.50(1H, m), 0.78{6H, d, J=6.6Hz)o 

15 mmMl 9(6 9) 

2' - (4 -T5 vV 7 - 5 -^nn- 2 -tr7 




• CH3SO3H 
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• CH3SO3H 



TLC:Rf 0.25 (^nn;^;i.A : ;< ^ /-^l' : ?(t1^= 1 0 : 2 : 1 ) ; 
N M R (d^-DMSO) : d 13.2-12.4(1H, broad), 10.50(IH, s), 9.14(2H, s), 

8.87(2H, s), 7.90-7.40(9H, m), 7.40-7.26(2H, m), 2.35(3H, s)o 

mmm 19 (70) 

3- (2- (4 -7 5 V y 7x-;i/*;i'M'^ 7i-;i') -2-i-7^ 




• CH3SO3H 

10 TLC:Rf 0.52 (g^^xf-;!. :gt^:7tc=3 : 1 :o.5) ; 

N M R (d6-DMS0) I 8 10.44(1H, s). 9.09(2H, br.s), 8.78(2H. br.s), 
8.46(1H, s), 8.07(1H, d, J=8.0Hz), 7.92(1H, d, J=8.0Hz), 7.76(1H, s), 7.8-7.5(9H, 
m), 7.36(1H, d, J=8.0Hz), 4.31(1H, br), 2.35(3H, s)o 

15 -^mm 19 (71) 

2' - (3 -7 < -y /7x^;i^)(;;L'^<^ -f/u) - 2 - i;'7 x - /i/^K > 
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• CH3SO3H 



TLCiRf 0.50 (^oD.twi/A : ^^y-;i.:^=7 : 3 :o.3) ; 

NMR(d6-DMS0) : S 10.37(1H, s), 9.27(2H, s), 8.93(2H, s), 8.05(1H, s), 
7.83(1H, d, J=7.8Hz), 7.63-7.67(2H, m), 7.48-7.54(4H, m), 7.37-7.46(2H, m), 
5 7.22-7.25(2H, m), 2.35(3H, s)o 

^^.^■n 9(7 2) 

2- (2- (4 -T ^ V y 7i-;l/:^;l/>'^'■^^ 7ji=-)\y) ^A'^Wi' ^ 

9 y 




• CH3S03H 

TLC:Rf 0.17 (^nn;}.;uA : ^ : g^^= 1 0 : 2 : 1 ) ; 

N M R (d6-DMS0) : S 12.6-12.0(1H. broad), 10.68(1H, s), 9.14(2H, brs), 
8.86(2H, brs), 7.85-7.59(8H, m), 7.45-7.24(5H, m), 6.38(1H, d. J=16Hz), 
2.34(3H, s)o 

mm 19 (73) 

2' - (4 -7 ^ vV 7 x-;b*;UM-^^;i/) \£ 7 )V - 2 - ^ 
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• CHgSOgH 



TLC:Rf o.io {^uvt^)ii. : ;i 9 ^ -Ji :^f^=- 1 0 : 2 : I) ; 

N M R (d5-DMSO) : S 13.3-12.6(1H, broad), 10.42(1H, s), 9.15(2H. brs), 
8.87(2H, brs), 7.75(4H, s), 7.65-7.44(4H, m), 7.28-7.21(2H, m), 6.98(1H, t, 
5 J=8.0Hz), 6.84(1 H, d, J=8.0Hz), 4.45(2H. s). 2.35(3H, s)c 

mfi^m 19 (74) 

3- (2- (4 -7 5 ->V 7x^;u*;i'>'<^ - 4 ^;i-7a.^;i/) 




.CH3S03H CH3 



TLCiRf 0.17 (i^oD.t^^i-A : : S^jg-4 : 1 :o.i) ; 

N M R (d6-DMS0) : S 13.0-12.6(1H, br), 10.44(1H, s), 9.09(2H, s), 
8.74(2H, s), 8.45(1H, s), 8.06(1H, d, J=6.4Hz), 7.92(1H, d, J=8.8Hz), 7.8-7.5(5H, 
m), 7.73(1H, s). 7.66(2H, s), 7.40(1H, d, J=8.4Hz), 7.25(1H, d. J=8.0Hz), 
15 2.46(3H, s), 2.33(3H, s)o 

mM 19 (7 ^) 
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• CH3SO3H 



TLC:Rf 0.14 (iJ' nn.-^;i/A : ^ ^ y : 9^^= 1 0 : 2 : 1 ) ; 

5 N M R (d6-DMS0) : 8 13.3-12.7(1H, broad), 10.50(1H, s), 9.09(2H, brs), 

8.81(2H, brs), 7.99-7.95(2H, m), 7.91-7.81(2H, m), 7.67-7.51(7H, m), 7.42(1H, t, 
J=8.0Hz), 7.26-7.20(2H, m), 2.33(3H, s)o 



PCT/JP99/00622 



^m:m 19 (76) 




.CH3SO3H H3C 



TLC:Rf 0.38 (^nD*;i/A : y : 7K= 1 0 : 3 : 0.2) ; 

N M R (d6-DMS0) : S 12.62(IH, br.s), 10.58(1H, br.s), 9.14(2H, br.s), 

15 8.78(2H, br.s), 8.15(1H, s), 7.91(1H, d, J=9.2Hz), 7.84(1H, d, J=7.8Hz), 7.74(4H, 
likes), 7.71(1H, s), 7.6-7.2(5H, m), 3.91(3H, s), 2.31(3H, s)o 
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^1^m 19 (7 7^ 

3- (2- (4 -T < V y 7 x-ri;l/y;;L/<T- -fib) - 4 - ;^ h + v 7 j-^ 



TLC:Rf 0.20 (^na*;bA ; ^^y-;HSiE^= 1 0 : 2 : 1) ; 
NMR(d6-DMS0) : 5 12.8(1H, brs), 10.46(1H, s), 9.10(2H, brs), 8.82(2H, 

brs). 8.43(1H, s), 8.08-8.03(lH, m), 7.94-7. 88(1H, m), 7.74-7.52(7H, m), 
7.28(1H, d, J=8.0Hz), 7.24(1H, d, J=3.0Hz), 7.15(1H. dd, J=8.0Hz, 3.0Hz), 
10 3.89(3H, s), 2.33(3H, s)o 

^^^11 19 (78) 

3- (2- (4 -7 ^ vV 7 x-;i':^?;i'/<^ ^ - 4 - yn v 7 i - 
)\') - 2 -t7 • ^ ^ >7^;t/.t 




• CH3SO3H 



CH3 
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• CH3SO3H 



OH 



CH3 



TLC:Rf 0.18 (i^nu^^t/A : ^ :5'y-;b : g^j^= 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : S 12.8(1H, brs), 10.45(1H, s), 9.10(2H, brs), 8.83(2H, 

brs), 8.43(1H, s), 8.08-8.02(lH, m), 7.94-7. 89(1H, m), 7.73(1H, s), 7.67(4H, s), 
5 7.62-7.56(2H, m), 7.26(1H. d, J=8.0Hz), 7.23(1H, d, J=2.5Hz). 7.14(1H, dd, 
J=8.0Hz, 2.5Hz), 4.06(2H, t, J=7.0Hz), 2.34(3H, s), 1.79(2H, sextet, J=7.0Hz), 
1.03(3H. t, J=7.0Hz)o 

mmm 19 (79) 




10 2- (3- (4 -7^ vV 7i-;i':^;;i'^<^^ -7-^h^vt7^u 



TLC:Rf 0.23 (^^D^;^i^ : ^ : 7K= 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0) : S 12.6-11. 9(1H, br), 10.57(1H, s), 9.15(2H, br.s), 
15 8.82(2H, br.s), 8.20(1H, s), 8.00(1H, d, J=8.8Hz), 7.85(1H, d, J=7.4Hz), 7.9- 
7.6(5H, m), 7.55(1H, m), 7.5-7.3(2H, m), 7.4-7. 1(2H, m), 3.89(3H. m), 





• CH3SO3H 



O 



^CH3 
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2.33(3H, s)o 

19 (80) 

2- (3- i 4 -7 Iv y 7 Jly<^-^ )V) - b - ^ Y -"^ y t 7 9 

5 > - 2 - ^ ^^ ) • ^ ^ > X )it^ymi^ 



TLC:Rf 0.41 (^nn^toi/i. : ^ : 7K= 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0) : d 12.70(1H, br), 10.66(1H, s). 9.16(2H, br.s), 8.87(2H, 
br.s), 8.44(1H, s), 7.86(1H, dd, J=1.4, 7.8Hz), 7.75(4H, s), 7.6-7.5(4H, m). 
10 7.43(1H, dt, J=1.4, 7.8Hz), 7.32(1H, dd, J=1.4, 7.8Hz), 7.09(1H, m), 4.04(3H, s), 
2.34(3H, s)o 

mmm 19 ( s 1) 

2' - (4 -7 ^yy7 - 4 h o 2 - 1: 7 x - 

15 )li])lt'y^- ;i ^yx)\^tsy^^ 




• CH3SO3H 




NO. 



• CHaSOgH 
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TLC:Rf 0.13 (:?'DD4^;i'A : ^ ^y-;^ : fit^^- 1 0 : 2 : 1 ) ; 

N M R (d6-DMS0) : 6 13.5-12.8(1H, broad), 10.68(1H, s), 9.15(2H, brs), 
8.87(2H, brs), 8.56(1H, d, J=2.5Hz), 8.37(1H. dd, J=8.0Hz, 2.5Hz), 7.81- 
7.70(5H, m), 7.66-7.54(2H, m). 7.53(1H, d, J=8.0Hz). 7.34-7. 29(1H, m), 
5 2.35(3H, s)o 

-^mmi 9 (8 2) 

2' - (4 -7 ^ vV 7 i-^V* ;l') - 4 - ^-T-)V7.)Uri'.:z-)VT ^ 




10 'CHaSOaH 

TLC:Rf 0.33 (^nn*;i/A : ^ 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : d 10.40(1H, s), 9.98(1H, s), 9.14(2H, brs), 8.89(2H, brs), 
7.74(2H, d, J=9.0Hz), 7.67(2H, d. J=9.0Hz), 7.66-7.60(2H, m), 7.58-7.43(2H, m), 
7.32(1H. dd, J=8.0Hz. 2.0Hz), 7.23(1H, dd, J=8.0Hz, 2.0Hz), 7.20(1H, d, 
15 J=8.0Hz), 2.96(3H, s), 2.34(3H, s)o 

mmm 19 (83) 

2' - (4 -T 5 vV 7 i-;!-*;^^^^ -f ^W) - 4 nn- 2 -1:7 i - 
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Ci 




T L C : R f 0.49 {c^ u u )iA : ^ 9 y - )v : 4^= 7 : 3 : 0.3) ; 

NMR(d6-DMSO) : d 10.52(1H, s), 9.15(2H, s), 8.86(2H, s), 7.81(1H, d, 
J=2.0Hz), 7.74(4H, s), 7.69(1H, dd, J=2.0, 7.6Hz). 7.53-7.62(3H, m), 7.27(1H, 
5 dd, J=2.0, 7.6Hz), 7.26(1H, d. J=7.6Hz). 2.33(3H. s)o 

mmm 1 9 (84) 

2' - {4 -7 <9' y y }l) t: 7 i - 2 - -f ^I'&^K • 

y 9 >7,;^^-^>^i£ 




• CH3SO3H 



TLC:Rf 0.33 (^'DD^^i'A : / : 1 0 : 2 : 1 ) ; 

N M R (d6-DMS0) : S 12.7-12.4(1H, broad), 10.26(1H, s), 9.14(2H, brs), 
8.91(2H, brs), 7.72-7. 65(3H, m), 7.60-7.48(4H, m), 7.39-7.32(2H, m), 7.29- 
7.08(3H, m). 3.77(1H, d, J=17Hz), 3.55(1H, d, J=17Hz), 2.33(3H, s)o 

-mm 19 (85) 

2' - (4 -T = ->V 7 x:::-;l/*;l^/<^ ^ - 5-^hO-2-l;*7i- 
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O2N 



OH 



• CH3SO3H 



TLC:Rf 0.24 (i5'nD.+;i/A : :7K=8 : 2 :o.i) ; 

NMR(d6-DMS0) : S 10.6(1H, s), 9.15(2H, brs), 8.84(2H, brs), 8.26(1H, dd, 
J=2.6, 8.4Hz), 8.07-8.02(2H, m), 7.85-7.58(7H, m), 7.38(1H, dd, J=2.2, 7.8Hz), 
5 2.39(3H, s)o 

mmmi 9 (8 6) 



TLC:Rf 0.57 (^nn>^;i/A : ;< 7K= 7 : 3 : 0.3) ; 

NMR(CD30D): 8 8.02(1H, d, J=1.6Hz), 7.64-7.70(6H, m), 7.54(1H, dt, 

J=1.6, 7.6Hz), 7.50(1H. dt, J=1.6, 7.6Hz), 7.42(1H, d. J=8.0Hz), 7.23-7.28(4H, 
m), 7.10-7.15(2H, m), 5.1 1(2H, s), 4.23(2H, s), 2.70(3H, s)o 




10 



• 2CF3COOH 



15 



mm 9 (g 7) 
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TLC:Rf 0.31 (^^ D^t^;^A : ^ ^ y : ^= 1 0 : 3 : 0.2) ; 

5 N M R (d6-DMS0) : ^ 13.4-12.4(1H, br), 10.67(1H, br.s), 9.21(2H, br.s), 
9.05(2H, br.s), 7.8-7.5(5H, m), 7.6-7.4(2H, m), 7.3-7.0(4H, m), 4.82(2H, s), 
4.14(2H, q. J=7.4Hz), 2.34(3H, s), 1.17(3H, t, J=7.4Hz)o 

mW^mi 9 (8 8) 

10 2' - (4 -r ^9 y y )V) - 4- ( (1 -y h^'y-^ni 




• CH3SO3H 



TLC:Rf 0.51 D ; ^ ^ / : 7K= 7 : 3 : 0.3) ; 
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NMR(CD30D): d 9.04(2H, br.s), 8.61(2H, br.s), 8.34(1H, d, J=1.6Hz), 
7.96(1H, dd, J=1.6, 7.8Hz), 7.64-7.74(5H, m), 7.53-7.59(2H, m), 7.38(1H, d, 
J=7.8Hz), 7.26(1H, dd, J=1.6, 7.8Hz). 4.47(1H, d, J=6.6Hz), 3.75(3H, s), 
2.71(3H, s), 2.26(1H. septet, J=6.6Hz), 1.02(3H, d, J=6.6Hz), 1.00(3H, d, 
5 J=6.6Hz)o 



mm 19 (89) 




TLC:Rf 0.54 (^'OD/'isji/A : ^ ^^y-;!/ : 7K= 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0): d 13.0-12.0(1H, br), 10.52(1H, br.s), 9.3-9,0(3H, br), 
7.76(2H, d, J=8.8Hz), 7.67(2H, d, J=8.8Hz), 7.7-7.5(lH, m), 7.6-7.4(2H, m), 
7.30(1H, d, J=2.6Hz), 7.3-7.0(3H, m), 4.60(2H, s), 4.14(2H, t, J=4.4Hz). 
15 3.76(2H, t, J=4.4Hz), 3.25(3H, s)o 



9 (9 0) 

3- (2- {4-7 yy 7^^;!/) -S-^h^ 
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TLC:Rf 0.50 (^nD;^,)i'A : > : fitig- 1 0 : 2 : 1 ) ; 

N M R (d6-DMS0) : d 10.80(1H, br.s), 9.2-8.9(3H. br), 8.39(1H, s). 
8.39(1H, s), 7.95(]H, s), 7.8-7.6(6H, m), 7.6-7.4(3H, m), 7.34(1H, m), 7.18(1H, 
5 d, J=8.0Hz), 5.35(2H, s), 3.30(3H, s)o 

mmm 1 9 ( 9 1 ) 

3- (2- (4-75 vV7j.-;1':^;I/>'^'^^;1') 7j:-;1') -8-p«h^ 




TLC:Rf 0.62 (^'nn.i.;UA : ^ : g^S^= 1 0 : 2 : 1) ; 

N M R (d6-DMS0) : S 10.69(1H, br.s), 9.2-9.0(3H, br), 8.69(1H, s), 7.8- 

7.6(6H, iti). 7.6-7.4(4H, m), 7.33(1H, dd, J=2.2, 7.4Hz), 7.15(1H, dd, J=3.0, 
5.4Hz). 5.45(2H, s), 3.46(3H, s)o 

15 

■nmi 9 (9 2) 

2' - a -7 I'y yy :r.=.)ii] ]l'/<:^4 )l) -4 - ( ( 2 - ^ f-;U7'n t: 
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9 yT.ji'^^^y^l^ 




• 2CH3SO3H 

T LC : R f 0.37 {^vu:i^)i^A : ^ ^ : 7K= 8:2: o.i)o 

5 

'^mm 19 (93) 

2' - (4-T5 vV7i^;l'*;l^^<^^;l') -4- ( (2-^h + v*;u 




• CH3SO3H 



TLC:Rf 0.43 (^'^D>^;^i^ : ^ : 7|c= 7 : 3 : 0.3) ; 

N M R (d6-DMS0) : 8 13. 1-12.7(1H, broad), 10.54(1H, s), 9.15(2H, brs), 

8.88(2H, brs), 8.75(1H, brt, J=5.5Hz), 8.28(1H, d, J=2.0Hz), 7.94(1H, dd, 
J=8.0Hz, 2.0Hz), 7.72(4H, s), 7.69(1H, dd, J=7.5Hz, 1.5Hz), 7.62-7.47(2H, m), 
15 7.32(1H, d, J=8.0Hz), 7.27(1H, dd, J=7.5Hz, 1.5Hz), 3.59(3H, s), 3.49(2H, q, 
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J=7.0Hz), 2.59(2H, u J=7.0Hz), 2.34(311, s)o 
-^H^m 19 (9 4) 

2' - (4 -7 5 y y 7 x-;P75; -4 - ( {3 -J-h^vfJ !^ 

5 ^:s:^)V-/V ij )]y/'^'i^ - 2 - l^* 7 x ;b * ^U-t' >^ ■ P< ^ > 7. ;b 



o 




• CH3S03H 

TLC:Rf 0.55 (^oD.+;uA : ^ : 7K= 7 : 3 : 0.3) ; 

N M R (d6-DMS0) : 5 13. 1-12.6(1H, broad), 10.54(1H, s), 9.16(2H, brs), 
10 8.91(2H, brs), 8.68(1H, brt, J=5.5Hz). 8.29(1H, d, J=2.0Hz), 7.96(1H, dd, 
J=8.0Ha 2.0Hz), 7.73(4H, s), 7.70(1H, dd, J=7.5Hz, 1.5Hz), 7.62-7.47(2H, m), 
7.32(1H, d, J=8.0Hz), 7.27(1H, dd, J=7.5Hz, 1.5Hz), 4.03(2H, q, J=7.0Hz), 3.33- 
3.22(2H, m), 2.34(3H, s), 2.34(2H, t, J=7.0Hz), 1.77(2H, quint, J=7.0Hz). 
1.15(3H, t, J=7.0Hz)o 

15 

Ml^mi 9 (9 5) 

2' - (4 -7 ^ ->V 7 x-;^:^;^/^••t-f ;b) -4 - ( (l-t-7'h^v 
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TLC:Rf 0.49 (^nD^;i.A : ^ ^y-;n gt?^= 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : d 10.9(1H, brs). 9.19(2H. brs), 8.97(2H, brs), 8.70(1H, t, 

J=6.2Hz), 8.27(1H, d, J=1.8Hz), 7.94(1H, dd, J=1.8, 8.0Hz), 7.80-7.60(5H, m), 
5 7.60-7.50(2H, m), 7.30-7.23(2H, m), 3.93(2H, brd, J=12.0Hz), 3.16(2H, brs), 
2.80-2.50(2H, m), 1.80-1.60(3H, m), 1.39(9H, s), l.I0-O.99(2H, m)o 

19 (96) 

2' - (4 -7 5 ->V 7 i^;b:^;i'>'N'-t^;u) -4- ( ( 2 -x. 



TLC:Rf 0.58 (;5'nn.-^;i/A : ^ ^J'y-;!/ : 7|c= 1 0 : 3 : 0.2) ; 
NMR(d6-DMSO) : § 13.0-12.0(1H. br), 10.52(1H, s), 9.14(2H, br.s), 
8.83(2H, br.s), 8.79(1H, br.t), 8.29(1H, s), 7.96(1H, d, J=8.0Hz), 7.72(4H. likes). 



H 




• CH3SO3H 
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7.8 7.6(1H. m). 7.6-7.5(2H, m), 7.33(1H, d, J=8.0Hz), 7.4-7.2(lH. m). 3.45(2H. 
br.q), 2.64(2H, t, J=6.8Hz), 2.34(3H, s), 2.08(3H, s). 



15 



'^t^m\ 9(9 7) 

2' - (4 -T ^ 7 ^l'^^-?- -f ^L-) -4 - ( ( 2 - ."t f- X 




• CH3S03H 

TLC:Rf 0.24 (i;'on.-^;uA : : ^= 1 0 : 3 : 0.2) ; 

10 NMR(d6-DMS0) : S 10.52(1H, s), 9.14(2H, s), 8.96(1H, br.t, J=1.4Hz), 
8.88(2H, s), 8.30(1H, s), 7.96(1H, d, J=8.2Hz), 7.72(4H, likes), 7.8-7.6(lH, m), 
7.6-7.5(2H, m), 7.34(1H. d, J-8.2Hz), 7.28(1H, d, J=8.2Hz), 6.0-4.6(lH, br), 
3.8-3.5(2H, br), 3.06(1H, dt, J=13.8. 6.4Hz), 2.88(1H, dt, J=13.8, 6.8Hz). 
2.58(3H, s), 2.38(3H, s)o 



mm 19 (98) 

2- (3- (4-T^->V7i-;l'*;P>'<^^;l') ty 9 i-y- 2 

- 5 - ^ • ^ > X ^p.t ym 
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TLC:Rf 0.27 (^nn.ts^i/A : ^ : 11^^= 4 : 1 : 0.1) ; 

NMR(d6-DMS0) : S 12.6(1H, brs), 10.7(1H, s), 9.17(2H, s), 8.83(2H, s), 

8.25(1H, s), 8.15-8.05(1H, m), 8.05-7. 95(1H, m), 7.77(5H, s), 7.7-7.6(3H, m), 
5 7.37(1H, dt, J=8.2, l.OHz), 7.22(1H, d, J=7.8Hz), 2.37(3H, s), 2.33(3H, s)o 



mmm 19 (99) 

2- (2- (4 -T^ >>V7i-;i^*;w/^"^^';i') i-y ^ uy- i -4 )V) 




TLC:Rf 0.20 (^nnp^;i^A : ^ ^J'y-;!/ : s^^= 1 0 : 2 : 1) ; 
N M R (d6-DMS0) : S 13.0-12.5(1H, broad), 10.40(1H, s), 9.15(2H, brs), 

8.87(2H, brs), 8.07(1H, d, J=8.0H2), 8.05(1H, d, J=8.0Hz), 7.96(1H, dd, J=7.5Ha 
1.5Hz), 7.73(1H, d, J=8.0Hz), 7.72(2H, d, J=9.0Hz), 7.62(2H, d, J=9.z), 7.58- 
15 7.42(4H, m), 7.27(1H, dd, J=7.5Hz, 1.5Hz), 7.21(1H, d, J=8.0Hz). 2.33(3H, s)o 
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'Mi^M 19 (10 0) 

2- (3- {4 - T ^ 'y y 7 >V/<^-( 7 ^' U > - 2 - -f ) 



♦ CH3SO3H ^=55^ 

5 TLC:Rf 0.13 (^'nu.-^jPA : : 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : S 12.7(1H, brs), 10.63(1H, s), 9.17(2H, brs), 8.91(2H, 
brs), 8.24(1H, s), 8. 1 1-8.05(1H, m), 8.01-7.95(1H, m). 7.77(4H, s), 7.76(1H, s), 
7.65-7.59(2H. m), 7.36(1H, d, J=2.5Hz), 7.26(1H, d. J=8.5Hz), 7.14(1H, dd, 
J=8.5Hz, 2.5Hz). 3.81(3H, s), 2.35(3H, s)o 

10 

mmm 19 (101) 

2- (3- (4 -T 5 vV 7i-;^*;^/^'^^;^) -^7 ^' - 2 ^i') 



o 



.CH3 




OH 
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TLClRf 0.20 (:^au4^;UA : ^ ^ : gvi^= 1 0 : 2 : 1 ) ; 
NMR(d6-DMS0) : S 12.7(1H, brs), 10.63(1H, s), 9.16(2H, brs), 8.88(211, 
brs), 8.24(1H, s), 8. 10-8.05(1H, m), 8.00-7. 95(1H, m), 7.77(4H, s), 7.75(1H, s), 
7.67-7.59(2H, m), 7.34(1H, d, J=2.5Hz), 7.24(]H, d, J=8.0Hz), 7.12(1H, dd, 
5 J=8.0Hz, 2.5Hz), 3.98(2H, t, J=7.0Hz), 2.34(3H, s), 1.74(2H, sextet, J=7.0Hz), 
0.98(3H, t, J=7.0Hz)o 

^^#IJ 19 (10 2) 

2' - (4 -T ^ vV 7 -4' -T^/-2-if7ji 




• CH3SO3H NH2 

TLClRf 0.22 (^nD*;i.A : ^^y-;i/:7K=7 : 3 :o.3) ; 
NMR(d6-DMS0) : d 10.49(1H, s), 9.21(2H, brs), 9.03(2H, brs), 7.81(1H, dd, 
J=8.0Hz, 1.5Hz), 7.75(2H, d, J-9.0Hz), 7.64(2H, d, J=9.0Hz), 7.56-7.47(2H, m), 
15 7.44-7.35(2H, m), 7.31(1H, d, J=8.0Hz), 7.26(IH, d, J=8.0Hz), 2.40(3H, s)o 

19 (10 3) 

2' - (4 -7 5 vV 7 i-;l':^;;u/<^^;i') -4' - 2 -1^7 :•- 
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TLC:Rf 0.48 (^^ D n.-^;bA : ^ y ; 7jc= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 10.56(1H, s), 9.14(2H, s), 8.80(2H, s). 7.85(1H, dd, 
J=1.8, 7.6Hz), 7.73(2H. d, J=9.2Hz), 7.71(1H. d, J=1.8Hz), 7.68(2H, d. J=9.2Hz). 
5 7.61(1H, dd, J=1.8, 7.6Hz), 7.54(1H, dt, J=1.8, 7.6Hz), 7.42(1H, dt, J=1.8, 
7.6Hz). 7.29(1H, d, J=7.6Hz), 7.24(1H, dd, J=1.8, 7.6Hz), 2.33(3H, s)o 

19 (10 4) 

2' - (4-7^v/7i-''I^:^ ^ HV) - 4 ' - ( 2 - y h ^ V * 



TLC:Rf 0.16 (^DD*;i/A : p« ^7-;i/=4 : 1 ) ; 

NMR(d6-DMS0) I d 12.9-I2.6(1H, br), 10.4(1H, s), 9.17(2H, s), 9.0-8.8(2H, 
br), 7.79(1H, d, J=7.8Hz), 7.70(2H, d. J=6.8Hz), 7.68(1H, s), 7.67(1H, t, 
15 J=7.8Hz), 7.51(1H. d, J=7.8Hz), 7.5-7.3(lH, m), 7.40(2H, d, J-6.8Hz), 7.22(1H, 
d, 7.8Hz), 7.16(1H, d, J=7,8Hz), 3.62(3H, s). 2.99(2H, t, J=7.6Hz), 2.75(2H, U 
J=7.6Hz), 2.34(3H. s)o 




.CH3 
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19 (10 5 



10 



2' - (4 -7 ^ 7 x-;^;^;^/^'^'^;^) -3' -^y 2 

NH 




• CFoCOOH 

TLC:Rf 0.28 (^on.i^;uA : ^ ^'y-;!/ : g^^= 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : 6 10.53(1H, s), 9.36(2H, brs), 9.17(2H, brs), 7.84(1H, d, 
J=8Hz), 7.74(2H. d, J=9Hz), 7.65(2H, d, J=9Hz), 7.60-7. 10(15H, m), 6.86(1H, d, 
J=8Hz), 5.20(2H, s), 5.09(2H, brs)o 



19 (10 6) 



2- (2, 3-vliKD-2, 2-yy^;i'-6 



(4 -75 vV 7ai^;l/ 




• CF^OOH CH3 

15 TLC:Rf 0.35 (^nD;^;i/A : y J'y-;!/ : gt;^= 1 0 : 2 : 1) 
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NMR(d6-DMS0) : 5 10.59(1H, brs), 9.19(211, s). 9.12(2H, s), 7.72(1H. d. 
J=7Hz), 7.71(2H, d. J=9Hz), 7.62(2H, d. J=9Hz), 7.42(1H, t, J=7Hz). 7.33(1H. t, 
J=7Hz), 7.16(1H, d. J-7Hz), 7.02(1H. s), 6.94(1H, s), 3.07(2H, s), 1.47(6H, s)o 

5 ^^^H 19 (10 7) 

2' - {4 ^ 'J yy )i'/<^4 )v) -6' 2 - tr^ j 



TLC:Rf 0.21 (^'nD*;i/A : ^ : 1 0 : 2 : 1) ; 

10 N M R (d6-DMSO) : S 13.0-12.5(1H, broad), 10.36(1H. s), 9.12(2H, brs), 
8.89(2H, brs), 7.86(1H, d, J=8Hz), 7.70(2H, d, J=9Hz), 7.60(2H, d, J=9Hz), 
7.57-7.35(5H, m). 7.13(1H, d, J=8Hz). 2.37(3H, s), 1.96(3H, s)o 

nm\ 9 (10 8) 
15 2' - (4 -7 5 vV 7 x-;i/*;b^N'^-f -5' 2 -k:7 x 



TLC:Rf 0.14 {^^^t^)\^i^ : / 9 y 0 : 2 : I) ; 

N M R (d6-DMS0) : d 13.3-12.3(1H. broad), 10.30(1H, s), 9.14(2H. brs). 
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8.91(2H, brs), 7.79(1H, dd, J=8Hz. 2Hz), 7.73(2H, d, J=9Hz), 7.66(2H, d, 
J=9Hz), 7.58(1H, d, J=8Hz), 7.51(1H, td, J=8Hz, 2Hz). 7.40(1H, id, J=8Hz, 2Hz), 
7.31(1H, d, J=8Hz), 7.21(1H, d, J=8Hz), 7.06(1H, s), 2.38(6H, s)o 

5 ^i^m 19 (10 9) 

2* - (4 -7 ^ vV 7 i-;u;^;i-^N'-t-f ;u) -4' - 4 y ]£ )V- 2 - 

NH fT'^ 



TLC:Rf 0.14 (^nD.i.;i/A : : g^^= 1 0 : 2 : 1) ; 

10 N M R {d6-DMS0) : S 13.3-12.5(1H, broad), 10.55(1H, s), 9.15(2H, brs), 
9.05(2H, brs), 7.80-7.60(5H, m), 7.52-7.32(4H, m), 7.20(1H, d, J=8Hz), 7. 16(1H, 
d, J=8Hz), 3.02(1H, septet, J=7Hz), 2.38(3H, s), 1.30(6H, d, J=7Hz)o 

mmmi 9 (110) 

15 2' - (4-T5 vV7i-;l'*;l//N*^-f;U) -4' - t - T'f-^l^- 2 - tf 




• CH3SO3H H3C 



CH3 
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• CH3SO3H 

TLC:Rf 0.14 (^'nn.-^juA : ^ ^ : g^ffi?= 1 0 : 2 : 1 ) ; 

N M R (d6-DMS0) : <5 13.0-12.6(1H, broad), 10.35(1H. s), 9.15(2H, brs), 
8.97(2H, brs), 7.82-7.34(9H, tn), 7.24(1H, d, J=8Hz), 7.19(1H, d, J=8Hz), 
2.37(3H, s), 1.38(9H, s)o 



^fife^ 19 (111) 

2' _ (4-7= vV7x-;^*;^^^'•^'^■ -4' -xf-;!.- 2 - tfv i 




• CH3SO3H CH3 



TLCiRf 0.41 (^'no.^;!./. : ^ : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 12.73(1H, brs), 10.42(1H, s), 9.12(2H, brs), 8.84(2H, 
brs), 7.77(1H, dd, J=7.6. 1.4Hz), 7.74(2H, d, J=9.0Hz), 7.65(2H, d, J=9.0Hz), 
7.54-7.30(4H, m), 7.21(1H, dd, J=7.6, 1.2Hz), 7.15(1H, d. J=7.6Hz), 2.73(2H, q, 
15 J=7.6Hz), 2.33(3H. s). 1.26(3H, t. J=7.6Hz)c 



291 



wo 99/41231 



PCT/JP99/00622 



■j^mm 19 (112) 



5 TLCiRf 0.61 (^^ nn>t^;vA : p< ^ y-;i' : 7K= 6 : 4 : 1 ) ; 

N M R (d6-DMS0) : <J 13.2-12.5(1H, broad), 10.51(1H, s), 9.26(2H, brs), 
9.05(2H, brs), 7.88(1H, dd, J=8Hz, IHz), 7.85(2H, d, J=9Hz), 7.77(2H, d, 
J=9Hz), 7.59(1H, td, J=8Hz, IHz), 7.49(1H, td, J=8Hz, IHz), 7.32(1H, dd, J=8Hz, 
IHz), 7.30(1H, d, J=2Hz), 7.23(1H, d, J=8Hz), 7.21(1H, dd, J=8Hz, 2Hz), 
10 3.97(3H, s), 2.49(3H, s)o 

^iife^l 9 (113) 

2 - (5. 6, 7, 8-rf7liKD-3 - ( 4 -T ^ vV 7 



• CH3S03H 

TLC:Rf 0.37 (i> na5^;vA : > ^ : 7K= 7 : 3 : 0.3) ; 

N M R (d6-DMSO) : S 13.0-12.6(1H, broad), 10.32(1H, s), 9.14(2H, brs). 




• CH3SO3H 



CH3 
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8.90(2H, brs), V.TSCIH, dd, J=8Hz. 2Hz). 7.73{2H, d, J=9Hz), 7.66(2H, d, 
J=9Hz). 7.56-7.36(3H. m). 7. 19(1H. dd, J=8Hz, IHz). 6.92(1H, s), 2.96-2.68(4H. 
m), 2.37(3H, s), 1.92-1.68(4H, m)o 

5 ^j^M} 9 (114) 

2' - (4 -7 ^ >' y 7 x-;!//; /i^/^'-t-f -4' -->7/-2-t;7x 

NH fi^^ 



TLC:Rf 0.32 0 0.-^;!^^ : ^ ^ y : ;lc- 7 : 3 : 0.3) ; 

10 N M R (d6-DMS0) : 6 13.0-12.5(1H, broad), 10.66(1H, s), 9.17(2H. brs), 
8.96(2H, brs), 8.16(1H, d, J=lHz), 8.01(1H, dd, J=8Hz, 2Hz), 7.90(1H, dd, 
J=8Hz, IHz), 7.76(2H, d, J=9Hz), 7.69(2H. d, J=9Hz), 7.62-7.40(3H, m), 
7.26(1H, dd, J=8Hz, IHz), 2.39(3H, s)o 

15 jgftfc^ll 19 (115) 

2- (6- (4 -7 ^ 7x^;U*;l/^<^ ^ Jl^) 4yVy-5-^)i^) $ 




OH 




• CH3S03H 
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TLC:Rf 0.29 (^^ nn--^;i/A : ^ y-^i' : 7K= 7 : 3 : 0.3) ; 

N M R (d6-DMSO) : d 12.9-12.6(1H, broad), 10.32(1H, s), 9.14(2H, brs), 
8.86(2H, brs), 7.79(1H, d, J=8Hz), 7.73(2H, d, J=9Hz), 7.65(2H. d, J=9Hz), 
7.54-7.30(3H, m), 7.19(1H, d, J=7Hz), 7.08(1H, s), 3.06-2.82(4H, m), 
5 2.35(3H, s), 2.20-2.00(2H, m)o 



jg^^l 9 (116) 

2' - (4 -7 ^ vV 7 ;i/) -5' -^h^v-2-tf7 




• CH3SO3H 



TLClRf 0.37 (^^nn*;i/A : > : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 10.23(1H, s), 9.14(2H, s), 8.79(2H, s), 7.81(1H, d, 
J=7.4Hz), 7.72(2H, d, J=8.8Hz), 7.67(1H, d, J=7.4Hz), 7.66(2H, d, J=8.8Hz), 
7.51(1H, t, J=7.4Hz), 7.40(1H, t, J=7.4Hz), 7.23(1H, d, J=7.4Hz), 7.05(1H, dd, 
15 J=2.4, 7.4Hz), 6.76(IH, d. J=2.4Hz), 3.83(3H, s). 2.33(3H, s)o 

19 (117) 

2' - (4 -7^ 7 x-;P*;i'/<^^;l') -6' -;^h^v-2-tr7 
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TLC:Rf 0.31 : / 9 ->\y : -ji^=7 : 3 :03) ; 

NMR(d6-DMS0) : S 10.32(1H. s), 9.13(2H, s), 8.82(2H, s), 7.83(1H, dd, 
J=1.4, 7.6Hz), 7.71(2H, d, J-9.0Hz), 7.62(2H, d, J=9.0Hz), 7.46(1H, t, J=8.0Hz), 
5 7.45(1H, dt, J=1.4, 7.6Hz), 7.35(1H, dt, J=1.4, 7.6Hz), 7. 13-7.23(3H, m), 
3.67(3H, s), 2.35(3H, s)o 

^fife^l 9 (118) 




• CH3SO3H 



TLC:Rf 0.25 (^'OD;^;l/A:^^'y-;l':S^j^- 4: 1:0.1) i 
NMR(d6-DMSO)13.2-12.0(lH. br), 10.5(1H, s). 9.15(2H, s), 8.84(2H, s), 7.8- 
7.5(6H, m), 7.4-7.0(lH, m), 7.35(1H, d, J=8.0Hz), 7.28(1H, s), 7.15(1H. d, 
15 J=7.6Hz). 2.37(3H, s), 2.35(3H, s)o 



9 (119) 
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- 2 - 7 i ^ * -'I' > ^ ■ ^ ^ > ^ * > 

CH, 



TLC:Rf 0.34 (^nn^;l/A : p{^/-;l':gt^^=4 : 1 :o.i) ; 
5 NMR(d6-DMS0) : S 12.67(1H, s), 10.40(1H, s), 9.14(2H, s), 8.83(2H, s), 
7.74(2H, d, J=9.4Hz), 7.68(2H, d, J=9.4Hz), 7.60(1H, s), 7.29(1H, dd, J=8.4, 
2.0Hz), 7.18(1H, d, J=2.4Hz), 7.1-7.0(3H, m), 3.87(3H, s), 2.36(3H, s), 
2.33(3H, s)o 

10 mii^m 19 (12 0) 

2- (3- (4 -T5 vV 7i-;w:^;;i'v^~^^;i') - 8 b + ->t 7 

NH 



• CH3SO3H ^5%::^ 

TLC:Rf 0.23 : ^ ^ zK= 1 0 : 3 : 0.2) ; 

15 NMR(d6-DMSO) : S 13.0-12.0(1H, br), 10.65(1H, s), 9.16(2H, br.s), 
8.84(2H, br.s), 8.22(1H, s). 7.92(1H, s), 7.85(1H, dd, J=1.4, 7.4Hz), 7.75(4H, 




•CH3SO3H 



CH3 




CH3 
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like s), 7.7-7. 3(4H, m). 7.32(1H, dd, J = 1.4. 7.4Hz), 7.09(1H, d. J=:6.8Hz), 
3.96(3H, s), 2.33(3H, s)o 

-^^^1 1 Q n 2 1 ) 
5 2' - (4 -r ^ V 7 7 ^ -4' -i/ /^Ji^fj )i'^<'^4 

2 -tf 7i::^;i/*;l''-K>IS • > 9 y 7. )V y 
NH fT^^ 



TLC:Rf 0.25 (^Du.tw^A : : /K=8 : 2 : 0.2) ; 

NMR(d6-DMS0) : <5 10.52(1H, s), 9.16(2H, s). 8.34(2H, s), 7.85(1H, dd. 
10 J=1.4, 7.8Hz), 7.74(2H, d, J=9.2Hz), 7.69(2H, d, J=9.2Hz), 7.66(1H, d, J=1.8Hz), 
7.57(1H, dd. J=1.8, 7.8Hz), 7.55(1H, dU J=1.4, 7.8), 7.43(1H, dt, J=1.4, 7.8), 
7.36(1H, d, J=7.8), 7.28(1H. dd. J=1.4, 7.8). 3.03(6H, s), 2.34(3H, s)o 

mi^m\ 9 (12 2) 
15 2' - (4 -7^ vV 7 x-;l'*;l/y<^^;b) -2, 4' -li7i-^bv* 
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• CH3SO3H o 



OH 



OH 



TLC:Rf 0.14 (^'au^;uA : ^^j'y-^HTK^e : 4 : 1) ; 

NMR(d6-DMS0) : d 10.62(1H, s), 9.15(2H. s), 8.86(2H, s), 8.19(1H, s), 
8.08(1H, d, J=7.8Hz), 7.87(1H, d, J=7.2), 7.75(2H, d, J=9.0Hz), 7.70(2H, d, 
5 J=9.0), 7.56(1H, t, J=7.2Hz), 7.44(1H, t, J=7.2Hz). 7.41(1H. d, J=7.8Hz), 
7.26(1H, d, J=7.2Hz), 2.34(3H, s)o 

-mmm} 9 (12 3) 

2' - (4 vV 7 -4' 
10 - 2 -t' 7i-7V;^?;i'*'>it • > ^ y7.)i^yi^>^^ 

NH fl^^ 



TLC:Rf 0.24 (i^an^fwPA : / 5^ y-;i/ : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 10.54(1H, s), 9.15(2H, s), 8.87(2H, s), 8.62(1H, br.q, 
J=4.6Hz). 8.13(1H, d, J=1.4Hz), 7.99(1H, dd, J=1.4, 7.8Hz), 7.86(1H, dd, J=1.4, 
15 7.8Hz), 7.76(2H, d, J=9.2Hz), 7.7I(2H, d, J=9.2Hz), 7.54(1H, dt, J=1.4, 7.8Hz), 
7.43(1H, dt, J=1.4, 7.8Hz), 7.35(1H, d, J=7.8Hz), 7.25(1H, dd, J=1.4, 7.8Hz), 
2.85(3H. br.d, J=4.6Hz), 2.39(3H, s)o 
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^i^m^ 9 (12 4) 

2' - (4 -T < 7 x-;l/yj ^U/^-^ ^ -4' ~ / -J- 0^7 5. J ^ )l 




•2CH3SO3H H 



T L C : R f 0.30 (g^i?xf-;i/ : g^^ : 7K= 3 : 1 : 1 ) ; 

NMR(d6-DMS0) : S 10.41(1H, s), 9.15(2H, s), 8.89(4H, s). 7.85(1H. dd, 
J=1.6, 7.8Hz), 7.83(1H, d, J=1.6Hz), 7.75(2H, d, J=9.2Hz), 7.67(2H, d, J=9.2Hz), 
7.66(1H, dd, J=1.6, 7.8Hz), 7.54(1H, dt, J=1.6, 7.8Hz), 7.43(1H. dt, J=1.6, 
10 7.8Hz), 7.34(1H, d, J-7.8Hz), 7.23(1H, dd, J=1.6, 7.8Hz), 4.27(2H, br.s), 
2.65(3H, t, J=5.2Hz), 2.37(6H, s)o 

^mm \ 9 (12 5) 

2- (6- {4 -7 ^i/ y 7 ^^)\^1J Ji^^^"^^ }l) -1, 2-^^l^>VJf 
15 }\^) $,t#S? • ^ ^ y X >^Jts 




TLCiRf 0.14 (^on;^;i/i. : ;< ^'y-;!. : g|g$= 1 0 : 2 : 1 ) ; 
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N M R (d6-DMS0) : d 13.0-12.5(1H, broad), 10.20(1H, s), 9.12(2H, brs), 
8.84(2H, brs), 7.78(1H, dd, J=8.0Hz, 1.5Hz), 7.71(2H, d, J-9.0Hz), 7.61(2H, d, 
J=9.0Hz), 7.48(1H, td, J=7.5Hz, 1.5Hz), 7.37(1H, td, J=7.5Hz, 1.5Hz), 
7.23(1H, s), 7.21(1H, dd, J=7.5Hz, 1.5Hz), 6.80(1H, s), 6.15(2H, s), 2.34(3H, s)o 



mmmi 9 (12 6) 

2' - vV7i^;l/;^;U/N'^-f;l^) -4' - 



.CH3SO3H '-'\,^0H 

10 TLCiRf 0.23 (^nn.i^jUA : ;^ ^'y-.'V : 7K= 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0) I S 13.0-11. 8(1H, br). 10.39(1H, s), 9.13(2H, br.s), 
8.80(2H, br.s), 7.8-7.6(5H, m), 7.48(1H, dt, J=1.0, 7.2Hz), 7.37(1H, dt, J=1.0, 
7.2Hz), 7.3-7.0(4H, m), 4.10(2H, t, J=4.4Hz), 3.76(2H, t, J=4.4Hz), 3.8-3.3(lH, 
br), 2.32(3H, s)o 



^miM 19 (12 7) 

2' _ (4-7^v/7x^;i'*;i/>'<^^;l/) -4' -7;i/:ta- 2 -li 7 



5 




.OH 



15 
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TLClRf 0.47 (^^nn.t;!//. : ^ : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 10.48(1H, s), 9.15(2H, s), 8.87(2H, s), 7.84(1H, dd, 
J=1.6, 7.8Hz), 7.74(2H, d, J=8.8Hz), 7.67(2H. d, J=8.8Hz), 7.24-7.56(6H, m). 
5 2.37(3H, s)o 

mm 19 (12 8) 

2- (3_ {4 -r j-=-)i'i: )V^<^-^ )V) -s-'^v^^iy-f-y ^ 




TLC:Rf 0.23 (^'nn;^;i/A : : gtS?= 1 0 : 2 : 1) ; 

N M R (d6-DMS0) : d 13.8-12.2(1H. br). 10.62(1H, s), 10.34(1H, br.s). 
9.17(2H, br.s), 8.87(2H, br.s), 8.16(1H, s). 7.90(1H, s), 7.84(1H. d, J=7.4Hz), 
7.75(4H, like s). 7.6-7.2(5H, m), 6.99(1H. d, J=6.4Hz), 2.33(3H. s)o 

^^^1 9 (12 9) 

2' - (4 -7 ? ->V 7 ^l^) -4' - { 2 - }- ^ ^ h 

^->) - 2 - \d7 )i^'yf&. ■ / 9 >7>;i/.-h>(^iS 
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• CH3SO3H 



.CH3 



TLC:Rf OAO i^tixit^jvA : ;t ^ y~p :^^=i 0 : 2 : 1) ; 

N M R (d6-DMS0) : S 13.2-11. 6(1H, br), 10.39(1H, s), 9.13(2H, s), 
8.81(2H, s), 7.8-7.6(5H, m), 7.46(1H. dt, J=1.6, 7.4Hz), 7.37(1H, dt, J=1.6, 
5 7.4Hz), 7.25-7. 10(4H, m), 4.21(2H, t, J=4.6Hz), 3.70(2H, t, J=4.6Hz), 
3.33(3H, s), 2.33(3H, s)o 

mmM 19 (13 0) 



2' - (4-75 vV7i-;b*;l'>'^'-t^;l/) -4' - h ^) 7 )\^t^ h ^ 
NH rr^^ 



TLC:Rf 0.29 (^'OD/-^;!/^ : : 7K=8 : 2 :o.2) ; 

NMR(d6-DMS0) : S 10.5(1H, s), 9.15(2H, brs), 8.83(2H, brs), 7.86(1H, dd, 

J=1.4, 7.0Hz), 7.76-7.47(8H, m). 7.41(1H, d, J=8.6Hz), 7.29(1H, dd, J=1.4, 
15 7.6Hz). 2.36(3H, s)„ 





302 



wo 99/41231 



PCT/JP99/00622 



^4lf^m 19 (13 1) 

2- (3- (4 -7 ^ y 7i-;u:;tf ^ - 5- 



5 TLC:Rf 0.55 (^nn*;UA : ;< : s^g$=- 1 0 : 2 : 1) ; 

NMR(d6-DMS0) i 8 13.0-12.0(1H, br), 10.61(1H, s), 9.16(2H, brs), 8.84(2H, 
brs), 8.41(1H, s), 7.85(1H, d, J=6.3Hz), 7.8-7.6(4H, m), 7.6-7.4(4H, m), 7.43(1H, 
t, J=7.4Hz), 7.33(1H, d, J=6.3Hz), 7.10(1H, t, J=4.4Hz), 4.36(2H, t, J=4.4Hz), 
3.83(2H, t, J=4.4Hz), 3.37(3H, s), 2.33{3H, s)o 



19 (13 2) 

2- (3- (4 -75 i>V7i-;^:^;^^^*■t^;^) - 5 -i; Kn^v^7 ^ 



• CH3SO3H 

15 TLC:Rf 0.53 (g^S?x-?^;^ : : 6 : 1 : 0.5) ; 

N M R (dfi-DMSO) : S 13.0-12.0(1H. br), 10.64(1H, s), 10.48(IH, br.s), 

303 




• CH3SO3H 
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9.15(2H, br.s), 8.85(2H, br.s), 8.43(1H, s), 7.85(1H, br.d. J=6.8Hz), 7.51(4H, 
like s), 7.67(1H, s), 7.55(1H. br.t, J=6.4Hz). 7.5-7.3(3H, m), 7.32(1H, d, 
J=9.4Hz), 6.97(1H, dd. J=2.6, 6.0Hz), 2.35(3H, s)^ 

5 19 (13 3) 

2' - -7 y 7 )\^/^^^ )U) -4' - ( i^h^i/iJ)^^' 



10 TLCiRf 0.34 (^oo^;i/A : > : 7K= 7 : 3 : 0.3) ; 

NMR(CD3C») : S 9.03(1H, m), 8.19(1H, d, J=1.6Hz), 8.02(1H, dd, J=1.6, 
7.8Hz), 7.92(1H, dd, J=1.6, 7.8Hz), 7.70(2H, d. J=9.0Hz), 7.62(2H, d, J=9.0Hz), 
7.53(1H, dt, J=1.6, 7.8Hz), 7.43(1H. dt, J=1.6, 7.8Hz), 7.37(1H, d, J=7.8Hz), 
7.28(1H, dd, J=1.6, 7.8Hz), 4.16-4.18(2H, m), 3.77(3H, s)o 



-^mm 19 (13 4) 
2 • - (4 -7^ yV 7 )V) - 4 ' - ( {\-^ V^'yiJ 

2 -7 jL::i;Wxf-;i/) fi]\/ji^4)V) - 2 - 1: 7 x-;U:^ > 




• CF^OOH 



15 
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TLCiRf 0.60 (^i' nn^wi/i^ : ^ y -;u : ^= 7 : 3 : 0.3) ; 

NMR(CD30D) : d 8.84(1H, br.d, J=8.0Hz), 8.06(1H. s), 7.88-7.92(2H, m). 
7.70(2H, d, J=9.2Hz), 7.61(2H, d, J=9.2Hz), 7.39-7.56(2H, m), 7.20-7.35(7H, m), 
5 4.92(1H, m), 3.75(3H, s), 3.08-3.38{2H. m)o 

-^mm 19 (13 5) 

2' - (4 -7 ? vV 7 x::^;i^:^;i//N'^^";i/) -4' -X. h ^i^t! )l' 



10 




TLC:Rf 0.30 nn.-^;UA : ^ : 1 0 : 3 : 0.2) : 

NMR(d6-DMS0) : d 12.71(1H, br), 10.38(1H, s). 9.13(2H, br.s), 8.77(2H, 
br.s). 7.9-7.6(5H, m), 7.49(1H, m), 7.37(1H, m), 7.3-7.0(4H, m), 4.89(2H, s), 
4.20(2H, q, J=7.4Hz), 2.31(3H, s), 1.23(3H, t, J=7.4Hz)o 

15 

-^mM 19 (13 6) 
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2- (6- (4 -7 5 V y 7x-;i/pf;;l//<^>f ~ l -^y 'J ^i/ 
2- (5- {A -T ^i/ ^ y )V) - I -^yi/)V:f^i/ ?i 



• CF:POOH 




CF^^OOH 



TL.C:Rf 0.50 (i^nn.-J^;i/A : ;<^y-;l/:;jc=7 : 3 :o.3) ; 
NMR(CD3(X)) : S 8.52(0.5H, s), 8.47(0.5H, s), 8.03(0.5H, s), 8.01(0.5H, s), 

7.89(0.5H, d, J=8.0Hz). 7.86(0.5H, d, J=8.0Hz), 7.40-7.70(7H, m), 7.24-7.28(6H, 
10 m), 5.86(1H, s), 5.75(1H, s). 4.62(1H, s). 4.60(1H, s)o 



mmmi 9 (137) 

2' - (4 -7 5 ->V 7 i^;i'*;i//N*^-f -4' 
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OH 

• CH3SO3H 



TLC:Rf 0.15 (^nn^fwui. : /rJ-/-;!/ :^=7 : 3 :o.3) ; 
NMR(d6-DMSO) : d 10.35(1H, s), 9.92(1H, s), 9.22(2H, s), 8.97(2H, s), 
7.75(2H, d, J=8.8Hz), 7.74(1H, d. J=7.6Hz), 7.65(2H, d, J=8.8Hz), 7.47(1H. t, 
5 J=7.6Hz), 7.35(1H, t, J=7.6Hz), 7.20(1H, d, J=7.6Hz), 7.04(1H, d, J=8.6Hz), 
7.03(1H, d. J=2.4Hz). 6.94(1H, dd. J=2.4, 8.6Hz), 2.33(3H, s)o 

'^mmi 9 (13 8) 

2' - (4 -7 -= i/V 7 i^;i/:*;u/^-^-f -5' - 1 K"n^->- 2 - i; 




TLC:Rf 0.18 (^'nD.-^;i/A : :;ti=7 : 3 :o.3) ; 

NMR(d6-DMS0) : S 10.16(1H, s), 10.15(1H, s), 9.20(2H, s), 8.96(2H, s), 
7.78(1H, dd, J=1.4. 7.6Hz), 7.74(2H, d, J=9.0Hz), 7.64(2H, d, J=9.0Hz), 
15 7.56(1H, d, J=8.4Hz), 7.49(1H, dt, J=1.4. 7.6Hz), 7.39(1H, dt. J=1.4, 7.6Hz), 
7.18(1H, dd, J=1.4, 7.6Hz), 687(1H, dd, J=2.6, 8.4Hz), 6.59(1H, d, J=2.6Hz), 
2.34(3H. s)o 
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'Ummi 9 (13 9) 

2' - (4 -T ^ i/V 7 jn.^;l/:^;U^<^^ -4' -7'n^-2-lf7x 



TLCiRf 0.23 (i>nD?^;i/A : ^ : 7K=8 : 2 : 0.2) ; 

NMR(d6-DMS0) I S 10.58(1H, s), 9.20(2H, s), 8.93(2H, s), 7.86(1H, dd, 
J=1.6, 7.8Hz), 7.84(1H, d, J=1.6Hz), 7.74-7.78(3H, m), 7.68(2H, d, J=9.2Hz), 
7.53(1H. dt, J=1.6, 7.8Hz), 7.42(1H, dt, J=1.6, 7.8Hz), 7.25(1H, dd, J=1.6, 
10 7.8Hz), 7.22(1H, d, J=8.4Hz), 2.35(3H, s)o 

mmm 19 ( 1 4 0 ) 

2' - (4 -T^ ->V 7 x^;i/*;i'>'N'-^^ ;i/) - 4 -7'n-t- 2 -tr7x-:i 



• CH3SO3H 

TLC:Rf 0.50 (^nD;^;!/^ : p<^y-;L':7K=7 : 3 :o.3) ; 

NMR(d6-DMS0) : d 10.53(1H, s), 9.15(2H, s), 8.79(2H, s). 7.93-8.04(3H, 
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m), 7.74(4H, s). 7.52-7.58(2H, m). 7.28(1H. dd. J=1.8, 7.f)Hz), 7.20(1H, d, 
J=8.4Hz). 2.33(3H. s)o 

$ftfe^l 9 (14 1) 

5 2' - (4 -7 ^ >'y 7 x-;i/:^;;i//^^ ^ - 3' -^h^>'-2-t*7 



TLC:Rf 0.27 (^^Dn.1^;ui. : ^ 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 10.40(]H, br.s), 9.14(2H, s), 8.86(2H, s), 7.78(1H, dd, 

10 J=1.8, 7.6Hz), 7.70(2H, d. J=8.8Hz), 7.61(2H, d, J=8.8Hz), 7.27-7.47(4H, m), 
7.13(1H, d, J=8.0Hz), 6.81(1H, d, J=7.6Hz), 3.84(3H, s), 2.34(3H, s)o 

mmmi 9 (142) 

2' - {4 -7 ^ y y y - 4- ( ( 1 -v;< f-^'l'T $ 

15 y;<f-;l/-2->-^;U7'ot';i/) - 2 - tf 7 x 




♦ CH3SO3H 



CH3 
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• 2CH3SQ3H 



T L C : R f 0.48 (g^®?x-f ;u : g^^ : 7K= 3 : 1 : 1 ) ; 

N M R (d6-DMS0) : 6 12.8-12.2(1H, br), 10.63(1H, s), 9.21(2H, s), 9.3- 
9.1{1H, m), 9.00(2H, s). 8.59(1H, d, J=9.2Hz), 8.35(1H, d, J=2.0Hz), 8.06(1H, 
5 dd, J=2.0, 8.0Hz), 7.76(4H, like s), 7.8-7.7(lH, m), 7.7-7.5(2H, m), 7.35(1H, d, 
J=8.0Hz), 7.25(1H, dd, J=2.0, 8.0Hz), 4.20(1H, m), 3.4-3.2(2H, m), 2.80(3H, s), 
2.78(3H, s), 2.33(6H, s), 1.84(1H, m), 0.92(3H, d, J=7.4Hz), 0.88(3H, d, 
J=7.4Hz)o 

10 m mn 19 (143) 

2' - (4-7 5 vV7i--'P*;P^N'^-f;i/) -4- ( (1- (l^n'jv^ 
- 1 - 2 -^■f-;l'7'nk*;u) :*;U7\'^>f jU) -2-tf7i- 




• 2CH3SO3H 
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T L C : R f 0.50 (Sl^Sf^^ib : : ,7K= 3 : 1 : 1 ) ; 

N M R (d6-DMS0) : o 13.0-12.3(1H. br), 10.61(111 br.s), 9.32(1H, br). 

9.17(2H. br.s), 8.94(2H, br.s). 8.53(1H, br.d. J=5.1Hz), 8.36(1H. d. J=1.2Hz), 
8.05(1H, dd. J-1.2, 7.8Hz), 7.75(4H, like s), 7.8-7.6(lH, m), 7.6-7.5(2H, m), 
5 7.35(1H, d, J=7.8Hz). 7.24(1H, dd, J=1.2, 7.8Hz), 4.18(IH, in), 3.8-3.3(4H, m), 
3.2-3.0(2H, m), 2.32(6H, s), 2.1-1.8(511, m), 0.93(3H, d, J=6.6Hz). 0.89(3H, d, 
J=6.6Hz)o 

mmm 19 ( 1 4 4 ) 

10 2' - (4 -T ? vV 7 i:^;u*;u->'s--txf - 4- ( (l-tKD:^->^ 
f-;u- 2 f-;i-7'n t: Jb) - 2 - tf 7 x ^ip*' >^ ■ 



• CH3SO3H 

T L C : R f 0.48 (S^®?xf-;i/ : g^s? : 7K= 3 I 1 : 0.5) ; 

15 N M R (dg-DMSO) : S 13.0-12. 4(1H, br), 10.52(1H, br). 9.I5(2H, s), 
8.89(2H, s), 8.30(1H. d, J=1.5Hz), 8.17(1H, br). 7.98(1H, dd. J=1.5, 8.0Hz). 
7.73(4H, likes), 7.8-7. 6(1H. m), 7.6-7.4(2H, m). 7.31(1H, d, J=8.0Hz), 7.26(1H. 
dd. J=1.5. 8.0Hz). 5.4-4.5(lH, br), 3.81(1H. m), 3.6-3.3(2H, m), 2.36(3H. s). 
1.90(1H, like sextet, J=6.6Hz). 0.90(3H. d, J=6.6Hz). 0.87(3H. d, J=6.6Hz)o 

20 

^mm 19 (14 5) 




H 
N 



OH 



CH3 
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2- (6- (4 -7 ^ V / 7 ^ > V'7y >- 5 - ^ 



TLC:Rf 0.23 (^'nn;^;i/A : ^^-y-;!/ :|^^= 1 0 : 2 : 1) ; 

5 N M R (d6-DMSO) : 6 13.0-12.6(1H, broad), 10.42(1H, s), 9.14(2H, brs), 
8.86(2H, brs), 8.19(1H, d, J=2.0Hz), 7.94(1H, d, J=1.0Hz), 7.81(1H, dd, J=8.0Hz, 
1.5Hz), 7.73(2H, d, J=9.0Hz), 7.67(2H, d. J=9.0Hz), 7.51(1H, td, J=8.0Hz, 
1.5Hz), 7.50(1H, s), 7.40(1H, td, J=8.0Hz, 1.5Hz), 7.27(1H, dd, J=8.0Ha 1.5Hz), 
7.05(1H, dd, J=2.0Hz, l.OHz), 2.34(3H, s)o 



^jjfega 19 (14 6) 

2- (5- (A -7 ^i/ J 7 Ji-Pi) ^ )U) ^y-/7y y - 6-^ 



15 TLClRf 0.19 (^'nn;^;l'A : ^ : s^^= 1 0 : 2 : 1) ; 

N M R (d6-DMS0) : S 13.0-12.4(1H, broad), 10.44(1H, s), 9.14(2H, brs), 
8.86(2H, brs), 8.14(1H, d, J=2.0Hz), 7.98(1H, s). 7.82(1H, dd, J=8.0Hz, 1.5Hz), 
7.74(2H, d. J=9.0Hz), 7.67(2H, d, J=9.0Hz), 7.52(1H, td, J=8.0Hz, 1.5Hz), 




10 
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7.48(1H, d, J=l.()Hz), 7.40{1H, td, J=8.0Hz, 1.5Hz), 7.29(1H. dd. J=8.0Hz. 
1.5Hz), 7.12(1H, dd, J=2.0Hz. l.OHz). 2.34(3H, s)o 



Igftfe^ll 19 (14 7) 
5 2' - (4 -T^ 7 i^;^T 5 y -4- ( (2, 2-V^^)V 




• CH3SO3H 



TLC:Rf 0.32 (^nD>^;UA : y ^ gt^- 1 0 : 2 : 1 ) ; 
10 NMR(d6-DMS0) : 8 12.97(1H, br), 8.73(2H, br.s), 8.56(1H, br), 8.38(2H, 
br.s), 8.36(1H, d, J=1.8Hz), 8.04(1H, dd, J=1.8, 7.8Hz), 7.53(2H, d, J=8.4Hz). 
7.43(1H, d, J=8.4Hz), 7.4-7.2(4H, m), 7.08(1H, d, J=6.6Hz). 6.55(2H, d, 
J=8.4Hz), 4.07(2H, br.s), 3.13(2H, d, J=6.6Hz), 2.34(3H, s), 0.91 (9H, s)o 

15 "^mm 19 (14 8) 

2' - (4 -7 5 vV 7x-;l/T 5 7;^ •?';l') - 2 - tf 7 x- /l/^^' > 
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TLC:Rf 0.51 (i^nu.-^;i/A : ;< ^^y-ip : 7K= 7 : 3 : 0.3) ; 

NM R(d6-DMS0) : S 12.9-12.6(1H, broad). 8.74(2H, s), 8.42(2H, s), 7.89(1H, 
d, J=8Hz), 7.67-7.42(4H, m), 7.40-7. 18(5H, m), 7.07(1H, t, J=4Hz), 6.54(2H, d, 
5 J=8Hz), 4.06(2H, d. J=4Hz), 2.35(3H, s)o 

mmm 19 (149) 

2- (3- -nv y y ji-)V7 < y ■f-'7^vy-2-4)\^) 



10 




TLCiRf 0.21 (i^^nn^juA : p< ^ y-;!' : 7K= 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0) I S 13.2-12.5(1H, br), 8.74(2H, br.s), 8.34(2H, br.s), 8.0- 
7.4(10H. m), 7.53(2H, d, J=8.8Hz), 7.5-7.2(lH, br), 6.59(2H, d, J=8.8Hz), 
4.18(2H, br.s). 2.32(3H, s)c. 
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mti^.m 19 (15 0) 

2' - (4 -7 ^ vV 7 x-;l'7 ^ 7 ^f-;b) -4' -^h+v-2-lf7 



TLC:Rf 0.37 (^^a.i.;^i^ : ^^'y-;!/ : g^^- 1 0 : 2 : 1) ; 

NM R(d6-DMSO) : S 13.1-12.5(1H, broad), 8.75(2H, brs), 8.44(2H, brs), 

7.85(1H, dd, J=7.5Hz, 1.5Hz). 7.61-7.43(4H, m), 7.31(1H, d, J=7.5Hz). 7.25(1H, 
brs), 7.00(1H, d, J=9.0Hz), 6. 86-6. 80(2H, m). 6.54(2H, d, J=9.0Hz), 4 .02(2H, 
brs), 3.70(3H, s), 2.35(3H, s)o 

^^011 19 (15 1) 

2- (3- (4 -T^ vV 7i-;i/75 /p«f-;i') -ryf^uy- 2-^)1^) 
-5- ( (2 -.^f-^l-7'o "i^MM^ • ^ ^ > ^ > 




CH3 



• CH3SO3H 
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TLC:Rf 0.30 (^nD.-^;i/A : ^^y-ji/ :7K=8 : 2 :o.2) ; 

NMR(d6-DMS0) : S 8.74(3H, br.s), 8.44(1H, s), 8.31(2H, s), 8.10(1H, d, 
J=8.0Hz), 7.80-7.93(2H, m), 7.75(1H, s), 7.64(1H. s), 7.47-7.56(5H, m), 7.34(1H, 
5 br.s), 6.60(2H, d, J=8.8Hz), 4.22(2H, br.s), 3.14(2H, t, J=7.0Hz), 2.32(3H, s), 
1.89(1H, m), 0.92(6H, d, J=7.0Hz)o 

Id (15 2) 

2' - ( 4 -7 5 v^/ 7i-;l'7 ^ y >t f-^U) -4' 
10 ( (2 ->f-;uyot:;i/) >f - 2 - t' 7 x:=.;i/:^ • ^ 




• CH3SO3H CH3 
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T L C : R { 0.30 n n L : ^ ^ y : 7K= 8 : 2 : 0.2) ; 

NMR(d6-DMS0) : B 8.75(2H, s). 8.67(1H, t, J=6.0Hz), 8.34(1H, d, J=2.0Hz), 
8.31(2H, s). 8.03(1H, dd, J=2.0, S.GHz), 7.53(2H, d, J=8.8Hz), 7.41(1H, d, 
J=8.0Hz), 7.24(1H, br.s), 7.02(1H, d, J=9.2Hz), 6.86-6.88(2H. m), 6.55(2H, d, 
5 J=8.8Hz), 4.04(2H, br.s), 3.72(3H, s). 3.11(2H, t, J=6.0Hz), 2.33(3H, s). 1.87(1H, 
m), 0.90(6H, d, J=6.6Hz)o 

■^mm 19 (15 3) 

2' - (4-7 5 vV7i-;l'7^ y^f-;^) - 4- ( ( 2 - ^ ■^"^I'T'o 



TLC-.Rf 0.42 (i^'nn.t;!'^ ; > : g^K= 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : 8 10.4-9.6(2H, broad). 8.60(1H, brt, J=6.0Hz), 8.51(2H, 
brs), 8.30(1H, d, J=2.0Hz), 7.87(1H, dd. J=8.0Hz, 2.0Hz), 7.47(2H, d, J=9.0Hz), 
15 7.48-7.35(lH, broad), 7.32-7. 15(4H, m), 7.03-6.96(lH, m), 6.66(2H, d, J=9.0Hz), 
4.25-3.95(2H, m). 3.08(2H, t, J=6.5Hz), 2.34(3H, s), 1.96-1. 75(1H, m), 0.88(6H, 
d. J=7.0Hz)o 

19 (15 4) 

20 2' - (4-75 ->V7i-;U7<yy-^;b) -4- ( (2 -;<-f^U^D 11 
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TLC:Rf 0.58 (^'DD.-}^;uA : p< ^j'y-;!/ : @1e^=: 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 8.70(1H, brt, J=6.0Hz), 8.80-8.40(4H, broad), 8.34 
5 (IH, s), 8.07(1H, d, J=8.0Hz), 7.54(2H. d, J=8.5Hz), 7.50(1H, d, J=8.0Hz), 7.40- 
7.17(4H, m), 7.06(1H, d, J=7.5Hz), 6.52(2H, d, J-8.5Hz), 4.17-3.90(4H, m), 
3.11(2H, t, J=6.0Hz), 2.32(3H, s), 1.93-1.79(1H, m), 0.91(3H, t, J=7.0Hz), 
0.89(6H, d, J=7.0Hz)o 

10 mii^m 19 (15 5) 

2' - (4- (N2-11 KP:^>'T5 vV) 7x-il/7 5 y -4- 




• CH3SO3H 
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T L c : R f 0.56 uv^^)iA : / 9 J -K^ : i^- 9 : 1 : o.i) ; 

NMR(d6-DMS0) : o 12.26(1H, brs), 11.2-10.3(1H, broad), 8.93(1H, brs), 

8.73(1H, brt, J=6.0Hz), 8.56(1H, brs), 8.34(1H, d, J=2.0Hz), 8.09(1H. dd, 
J=8.0Hz, 2.0Hz), 7.50(1H, d, J=8.0Hz), 7.43(2H, d, J=9.0Hz), 7.36-7.23(3H, m), 
5 7.06(1H, d, J=7.0Hz), 6.52(2H, d, J=9.0Hz), 4. 16-3.90(4H, m), 3.11(2H, t, 
J=6.0Hz), 2.35(3H. s), 1.97-1.76(1H, m), 0.91(3H, t, J=7.0Hz), 0.89{6H, d, 
J=7.0Hz)o 

^^011 19 (15 6) 

10 2' - (4- (N2-ii Ka^v7 5 vV) 7i -;i^*;I//n'^ ;w) -4- 
( (2 -^-f ;i'7'ntf;i/) ^ - 1 -Mi )\/if^y^- 



• CH3SO3H 

TLC:Rf 0.24 (^'DD.i^;i/A : ^^'y-;^= 1 0 : 1) ; 

15 NMR(d6-DMS0) : B 12.60(1H, br), 11.05(1H, br), 10.53(1H. s). 9.3-8.8(2H, 

br), 8.66(1H, t, J=6.8Hz), 8.22(1H, d, J=2.0Hz), 8.02(1H, dd, J=2.0, 7.8Hz). 7.8- 
7.5(7H. m), 7.40(1H, d, J=7.8Hz), 7.31(1H, br.d, J=7.8Hz), 3.98(2H, q, J=7.4Hz), 
3.08(2H, t, J=6.8Hz), 2.33(3H. s), 1.84(1H, like septet, J=6.8Hz), 0.90(3H, t, 
J=7.4Hz), 0.88(6H, d, J-6.8Hz)o 




20 



19 (15 7) 
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2' - (4- (N2-t: Ko^vT^ vV) 7 ~ )V ^ - 2- 
OH 



TLC:Rf 0.37 (^^ nn.-^;i/A : ^ ^ y : 7K= 9 : 1 : 0.1) ; 

5 NMR(d6-DMSO) : d 11.16(1H, brs), 10.42(1H, s), 9.2-8.8(3H, broad), 7.77 
(IH, dd, J=8.0Hz, 1.5Hz), 7.69(2H, d, J=9.0Hz), 7.64(2H, d, J=9.0Hz), 7.65- 
7.61(1H, m), 7.59-7.48(3H, m), 7.47(1H, td, J=8.0Hz, 1.5Hz), 7.34-7.25(2H, m), 
3.96(2H, q. J=7.0Hz). 0.88(3H, t, J=7.0Hz)o 

10 19 (15 8) 

2' - (4- (N2- t -7'h^v*>'U*'-;Pt^v7^ vV) '7x.=-)Vlj 
;u) - 2-\dy 3.=.)Vij)Vt'yW. 



TLC:Rf 0.14 (^'an.i^ji/A : y :7)c=9 : 1 :o.i) ; 

15 NMR(d6-DMS0) : S 10.09(1H, brs), 7.80(1H, brd, J=7.0Hz), 7.70-7.30(9H, 
m), 7.21(2H, d, J=8.5Hz), 6.59(2H, brs), 1.44(9H, s)o 




•HCI 
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'^mm 19 (15 9 

2' - (4- (N^-i h^v:^;;i'4^-;U7 ^ vV) 7 x - ;u * ^ 



5 TLC:Rf 0.72 (^'Dn.i.;UA : : S^^= 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : S 13.0-12. 0(1H. br), 11.13(1H. br), 10.46(1H, s), 10.42 

(IH, br.s), 7.81(1H, dd, J=1.0, 7.4Hz), 7.8-7.6(5H, m), 7.6-7.3(4H. m), 7.3-7.2 
(2H, m), 4.33(2H. q. J=7.4Hz), 4.0-3.0(lH, br). 2.30(3H, s), 1.31(3H, t, J-7.4Hz)o 

10 ^Mi.^ 19 (16 0) 

2- (4- (4 -7 ^ V y 7i::^;i'*;i//'C^-r;i/) t: 'J 3 - 
5- ( (2 -y f-;i^-/D • ^ ^ >^ 



• CH3SO3H 

15 TLC:Rf 0.50 nD.-^;i/A : ;< ^ y : 7tc= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : 6 11.03(1H. s). 9.23(2H, brs). 9.00(2H, brs), 8.88(1H. d, 

321 
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J=5.5Hz), 8.73(1H, brt, J=6.0H7.), 8.71(1H, s), 8.41(1H, d, J=2.()Hz), 8.05(1H, 
dd, J=8.{)Hz, 2.0Hz), 7.91(1H, d, J-5.5Hz), 7.78(2H, d, J=9.5Hz), 7.73(2H, d, 
J=9.5Hz), 7.47(1H, d, J=8.0Hz), 3.09(2n. brt, J=6.5Hz), 2.36(3H. s), 1.97- 
].75(1H. m), 0.88(6H, d, J=6.5Hz)o 

5 

$^.^1 19 (16 1) 




• CH3SO3H 

10 TLC:Rf 0.34 (g^^xf-;u : g^^:;:K=3 : 1 :o.5) ; 

NMR(d6-DMS0) : d 10.96(1H, s), 9.21(2H, br.s), 8.96(2H, br.s), 8.71(1H, 

m), 7.94(2H. d, J=8.8Hz), 8.0-7.8(lH, tti), 7.9-7.6(2H, m), 7.77(2H, d, J=8.8Hz), 
7.60(1H, t, J=7.4Hz), 7.48(1H, t, J=7.4Hz). 7.24(1H, d, J=7.4Hz), 5.6-4.2(lH, 
br), 2.37(3H, s)o 

15 

mmm 19 ( 1 6 2 ) 
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TLC:Rf 0.09 (i^nD.-}.;bA : |^|g= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 10.5(1H, s), 9.13(2H, bis), 8.79(2H, brs), 8.64(1H, t, 

J=5.4Hz), 8.29(1H, d, J=1.8Hz), 7.96(1H, dd, J=1.8. 8.0Hz), 7.80-7.60(5H, m), 
5 7.58-7.51(2H, m), 7.32(1H, d, J=8.4Hz), 7.30-7.20(lH, m), 3.21(2H, q, J=6.6Hz), 
2.33(3H, s), 1.52(2H, sextet, J=7.0Hz), 0.88(3H, t, J=7.0Hz)o 

^/ife^ 19 (16 3) 

2' - (4 -7 ^ 7 i-;i';^;i^>'<^-f ;k) - 4- ( (3-t:KD^v- 
10 2, 2 ^^I'T'n tf;i/) ij)i^^<^y( )V) - 2 - 7 i ;i"-K>^ • 




• CI^SO^ 

TLC:Rf 0.07 (^nn^;i.A : ^ ^-y-in g^^= 1 0 : 2 : 1) ; 
NMR(d6-DMS0) : o 9.06(4H, brs), 8.96(1H, d, J=8.0Hz). 8.44(1H. t, 
15 J=5.4Hz). 8.01(1H, s), 7.70-7.50(6H, m), 7.50-7.40(2H, m), 7.10-7.00(1H, m), 

323 



wo 99/41231 



PCT/JP99/00622 



6.97(1H, d, J=8.0Hz), 4.59(1H, t, J=5.8Hz), 3. 10-3.07(4H, m), 2.31 (3H, s), 
0.79(6H, s)o 

mmm 19 ( 1 6 4 ) 

5 2' - (4 -T 5 vV 7 i::i;i/*;i/yN'^-f - 4- ( (1, 2. 2 - h ') 



TLC:Rf 0.42 (^nn;^;UA : ^ : g^^= 1 0 : 2 : 1 ) ; 

10 NMR{d6-DMS0) : S 10.54(1H, s), 9.16(2H, s), 8.83(2H, s), 8.29(1H, d, 
J=1.8Hz), 8.17(1H, br.d, J=9.4Hz), 7.96(1H, dd, J=1.8, 8.0Hz), 7.74(4H, s), 
7.71(IH, dd, J=1.8, 8.0Hz), 7.52-7.59(2H, m), 7.31(1H, d, J=8.0Hz), 7.26(1H, 
m), 3.98(1H, m), 2.36(3H, s), 1.09(3H, d, J=6.6Hz), 0.91(9H, s)o 

15 ^mni 9 (16 5) 

2' - (4 -7 ^ 7 x-;i/:^>;l//N'-t ^;l/) - A -^yf-)Vti)\y^^^^ )V 
- 2 -tf7i-;V'*;i/;K>if • > ^ 




9H3 



• CH3SO3H 
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H 




TLC:Rf 0.39 (i:'Du.t;i.A ; ^ ^ y : g^^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMSO) : S 10.52(1H, s), 9.17(2H, s), 8.89(2H, s), 8.63(1H, br.t, 

J=6.0Hz), 8.31(1H, d. J=1.8Hz), 7.97(1H, dd, J=1.8, 8.0Hz), 7.74(4H, s), 
5 7.71(1H, dd. J=1.8, 8.0Hz), 7,52-7.59(2H. m), 7.32(1H, d, J=8.0Hz). 7.28(1H, 
m). 3.26(2H, dt, J=6.0, 6.6Hz), 2.36(3H, s), 1.50-1. 56(2H, m), 1.26-1.33(4H, m), 
0.88(3H, t, J=6.6Hz)o 

^mm 19 (16 6) 




• CH3S03H 



TLC:Rf 0.26 (^on.-^;i.A : ^y-;!. : g^K= 1 0 : 2 : 1) ; 

NMR{d6-DMS0) : d 10.5(1H, s), 9.14(2H, brs), 8.84(2H, brs), 8.62(1H, t. 
15 J=5.4Hz), 8.28(1H, d, J=2.1Hz), 7.95(1H, dd. J=2.1, 8.1Hz), 7.75-7.67(5H, m), 
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7.60-7. 48(2H, m), 7.31(1H, d, J=8.1Hz), 7.28-7.25(lH, m), 3-24(2H. J=6.3Hz), 
234(3H, s). 1-58-1. 42(2H, m), L38-1.20(6H, m), 0.85(3H, t, J-6.3Hz)o 

mm ni 9 (16 7) 

5 2' - (4 -7 ^ 7 x:=-;i/:^;;i//s"^ ^ - 4- ( (1, 2-v^f-;i/ 



TLC:Rf 0.23 (^aD.-^;l^A : ^ J'/-;!. : g^^= 1 0 : 2 : 1) ; 
10 NMR(d6-DMS0) : S 10.5(1H, s), 9.15(2H, brs), 8.85(2H, brs), 8.33(1H, d, 

J=9.0Hz), 8.28(1H, d, J=1.8Hz), 7.96(1H, dd, J=1.8, 7.8Hz), 7.80-7.68(5H, m), 
7.60-7.49(2H, m), 7.30(1H, d, J=7.8Hz), 7.28-7.25(lH, m), 3.88-3.77(lH, m), 
2.34(3H, s), 1.75(1H, sextet, J=6.9Hz), 1.09(3H, d, J=6.9Hz), 0.88(6H, dd, J=2.7, 
6.9Hz)o 

15 

^ikm 19 (16 8) 

2' - (4 -r 5 7 - 4- ( ( (IS) - l- i^ 

Kn:^^v^-f 2 f-^i'T'n t°;i/) - 2 -l;'7x-;i/:^ 




• CH3SO3H 
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H 
N 




H3C 



CH3 



• CH3SO3H 



T L C : R f 0.48 (g^^i^;!' : : ^= 3 : 1 : 0.5) ; 

NMR(d6-DMS0) : S 13.4-12.5(1H, br). 10.54(1H, s), 9.15(2H, br.s), 
8.91(2H, br.s), 8.31(1H, d, J=1.4Hz), 8.19(1H, d, J=8.8Hz). 7.99(1H, dd, J=1.4, 
5 8.0Hz), 7.73(4H, like s), 7.8-7.5(lH, m), 7.6-7.4(2H, m), 7.32(1H, d, J=8.0Hz), 
7.3-7.2(lH, m), 5.2-3.6(lH, br), 3.81(1H, m), 3.6-3.4(2H, m), 2.37(3H. s), 
1.90(1H, like sextet, J=6.8Hz), 0.90(3H, d, J=6.8Hz), 0.86(3H, d, J=6.8Hz)o 

mm.m 19 ( 1 6 9 ) 

10 2' - vV7i^;l'*;l'^<^^;P) -4 - ( (3, S-v^f'^l- 



• CH3SO3H 

TLC:Rf o.u {^vat.)ii.: /9 y-)u:Sf-^=i 0 : 2 : 1) ; 

NMR(d6-DMS0) : d 12.83(1H, br.s). 10.53(1H, s), 9.I8(2H, s), 8.92(2H, s). 

15 8.61(1H, br.t. J=6.0Hz). 8.29(1H, d, J=1.8Hz), 7.95(1H, dd. J=1.8. 8.0Hz), 
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7.74(4H, s), 7.70(1H. dd, J-1.8, 8.0Hz), 7.51-7.60(2H, m), 7.32(1H, d, J=8.0Hz), 
7.28(1H, dd, J=1.8, 8.0Hz), 3.25-3.35(2H, m), 2.36(3H, s), 1.43-I.49(2H, m), 
0.93(9H, s)o 

5 mmm 19 (17 0) 

2' - (4-7^ vV7 - 4- ( ( (IR) -1-n 



H 




• CH3SO3H 

10 T L c : R f 0.48 (g^^xf-;!. : g^^ : 7^= 3 : 1 1 0.5) ; 

NMR(d6-DMS0) : S 12.4-11.6(1H, br), 10.54(1H, s), 9.15(2H, br.s), 

8.89(2H, br.s), 8.30(1H, d, J=1.8Hz), 8.19(IH, d. J=9.0Hz), 7.98(1H, dd, J=1.8, 
8.1Hz), 7.73(4H, likes), 7.8-7.6(lH, m), 7.65-7.45(2H, m), 7.31(1H, d, J=8.1Hz), 
7.26(1H, dd, J=1.8, 8.1Hz), 4.5-3.8(lH, br), 3.81(1H, m), 3.6-3.4(2H, m), 
15 2.36(3H, s), 1.90(1H, like sextet, J=6.9Hz), 0.89(3H, d, J=6.9Hz), 0.86(3H, d, 
J=6.9Hz)o 

nm n 19 (1 7 1) 

2' - (4-T^ vV7i-;i'*;i/^N*^^;i/) - 4- ( ( (IS) -1-^ 
20 h^v*^i/'-K-;i'-2 -^f-;U7'ni:;p) ijjv^^^^iv) -2-lf7x-;i' 
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• CH3SO3H 

TLC:Rf 0.36 (^aD,i^;i.A : : gtlt= 1 0 : 2 : 1) ; 

N M R (d6-DMS0) : S 10.5(1H, s), 9.14(2H, brs), 8.85(1H, d, J=7.6Hz), 
8.83(2H, brs), 8.33(1H, d, J=1.8Hz), 8.01(1H, dd, J=1.8, 8.0Hz), 7.80-7.68(5H, 
m), 7.59-7.52(2H, m), 7.33(1H, d, J=8.0Hz), 7.30-7.25(lH, m), 4.30(1H, t, 
J=7.4Hz), 3.65(3H, s), 2.32(3H, s), 2.32-2. 10(1H. m), 0.98-0.9 ](6H, ni)o 



19 (17 2) 



2' - (4 -7^ ->V 7 i-;i^y5;;u^N'^-f - 4- ( ( (IR) - l-/ 

O 

.CH, 




• CH3SO3H 

TLC:Rf 0.36 {^D^.tw^i. : ^ : s^i(^= 1 0 : 2 : 1) ; 
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N M R (d6-DMS0) : 8 10.5(1H, s), 9.15(2H, brs), 8.85(1H, d, J=7.4Hz), 
8.83(2H, brs), 8.33(1H, d, J=1.8Hz), 8.01(1H, dd, J-1.8, 8.0Hz), 7.80-7.68(5H, 
m), 7.59-7.50(2H, m), 7.33(1H, d, J=8.0Hz). 7.30-7.25(lH, m), 4.30(1H, t, 
J=7.8Hz), 3.65(3H, s), 2.33(3H. s), 2.33-2.10(lH, m), 0.98-0.91(6H, m)o 

5 

mmm 19 (173) 

2' - (4 -7 5 ->V 7 -4- (3 f-;l'7* h ^ 




• CH3SO3H 

10 TLCiRf 0.26 (^DD)^;i/A ; ^ : |^^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 10.4(1H, s), 9.14(2H, brs), 8.83(2H, brs), 7.76-7.60(5H, 

m), 7.52-7.46(2H, m), 7.30-7.05(4H, m), 4.01(2H, t, J=6.6Hz), 2.33(3H, s), 1.85- 
1.54(3H, m), 0.91(6H, d, J=6.6Hz)o 

15 ^^^1 9 (17 4) 

2- (3- {4 -r ^'J y y Ji~)vi} )v) tf 'j v>-4 --r;i/) - 
5- ( (2-^^;i'yn ii;b) • ^ >if 

Jjo. 
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TLC:Rf 0.23 nn>i^;i/A : ;< y : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 11.12(1H, s), 9.24(2H. brs). 9.10(1H, s), 9.03(2H, brs). 
8.90(1H, d, J=5.5Hz), 8.76(1H, brt, J-5.5Hz), 8.42(1H, d, J=2.0Hz), 8.08(1H, dd, 
5 J=8.0Hz, 2.0Hz), 7.77(4H, s), 7.70(1H, d, J=5.5Hz), 7.40(1H, d, J=8.0Hz), 
3.09(2H, t, J=6.0Hz). 2.38(3H, s), 1.95-1.75(1H, m), 0.88(6H, d. J=6.5Hz)o 

mi^m 19 (17 5) 

2- (2- (4 -7 5 vV 7i-;l'*>'l//N'^^;l-) -^>y>:t7i >- 3 - 




• CHgSOaH 



TLC:Rf 0.36 i^xiut^juA : ;i9 y-ji^ :mm=i 0 : 2 : 1) ; 

NMR(d6-DMS0) : S 12.8(1H, brs), 10.03(1H. s), 9.17(2H, brs), 8.89(2H, 
brs), 8.13(1H, d, J=8.0Hz), 7.99(1H, dd, J=7.5Hz, 1.5Hz), 7.76(2H, d, J=9.0Hz), 
15 7.69-7.48(5H. m). 7.45-7.36(2H, m), 7.23(1H, d, J=8.0Hz). 2.34(3H, s)o 
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^^^1 9 (17 6) 

2' - (4 -7 ^ vV 7 xy + v;>« -4- ( ( 2 - ^ T'n tf;l/) 




5 TLC:Rf 0.56 (^'nD.-^;i/A : y ^y-;!/ : B^^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) I d 9.15(2H, brs), 8.92(2H. brs), 8.71(1H, brt, J=6.0Hz), 

8.31(1H. d, J=2.0Hz), 8.04(1H, dd, J=8.0Hz, 2.0Hz), 7.74(2H, d, J=9.0Hz), 7.59- 
7.53(1H, m), 7.44(1H, d, J=8.0Hz), 7.49-7.36(2H, m), 7. 17-7. 12(1H, m), 7.01(2H, 
d, J=9.0Hz). 4.92(1H, d, J=12Hz), 4.85(1H, d, J=12Hz). 3.98(2H, q, J=7.0Hz). 
10 3.08(2H, t, J=6.0Hz). 1.97-1.72(1H, m), 0.88(6H, d, J=7.0Hz), 0.84(3H, t, 
J=7.0Hz)<, 

mUkMl 9 (17 7) 

2- (3- {4-r^^yy7^~)\yiJ)V/^^y()]^) - 5 - > b ^ y'7 

15 7^-2-^)1^) $,t#^ ■ ;<^>7.)]^t^ y^m. 



wo 99/41231 



PCT/JP99/00622 




• CH3SO3H 

TLC:Rf 0.14 : ^ ^y-;b : g^^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 13.2-12.8(1H, broad), 10.48(1H, brs), 9.17(2H, brs), 
8.89(2H, brs), 7.91(1H, dd, J=7.5Hz, l.SHz), 7.83(2H, d, J=9.0Hz), 7.78(2H, d, 
J=9.0Hz), 7.74(1H, dd, J=7.5Hz, l.SHz), 7.70(1H, td, J=7.5Hz, l.SHz), 7.62(1H, 
td, J=7.5Hz, l.SHz), 7.60(1H, d. J=9.0Hz), 7.26(1H, d, J=2.5Hz), 7.03(1H, dd, 
J=9.0Hz. 2.SHz), 3.83(3H, s), 2.34(3H, s)o 



19 (17 8) 



10 



2' - (6 -T ^ 'J V >- 3 --f -4- ( {2 \£ 

CH3 
H 1 




TLC:Rf 0.33 (^^ Dn.-^;bi. : > 5^ y : g^;^= 8 : 2 : 0.1) ; 
NMR(CD3(X)): S 8.78(1H, d, J=1.8Hz), 8.33(1H, d, J=1.8Hz), 8.19(1H, dd, 
15 J=2.6, 8.8Hz), 8.04(1H, s), 7.99(1H, dd, J=2.0, 8.0Hz). 7.60-7.48(2H. m), 
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7.44(1H, d, J=8.0Hz), 7.33-7.29(lH, m), 7.25-7.21(3H, m), 7.14-7.09(211, m), 
5.10(2H, s), 3.18(2H, d, J=7.0Hz), 2.02-1.81(lH, m), 0.95(6H, d, J=6.6Hz)o 

\ 9 (17 9) 

5 2' - ( 4 - 7 ^ V / 7 X - 4' -^h^->-4- 
( (1, 2, 2 - h 'J ;^ f-;L'7'n t:;b) ■}j)Uj<^^)V) -2-t:7i-;U:^ 




TLC:Rf 0.17 (^^nn*;i/A : :7K=i 0 : 2 : 1) ; 

10 N M R (dg-DMSO) : d 12.9-12.7(1H, broad), 10.55(1H, s), 9.17(2H, brs), 

8.91(2H, brs), 8.23(1H, d, J=2.0Hz), 8.16(1H, d, J=9.5Hz), 7.92(1H, dd, J=8.0Hz, 
2.0Hz), 7.73(4H, s), 7.28(1H, d, J=8.0Hz), 7.23(1H, d, J=2.5Hz), 7.18(1H, d, 
J=8.5Hz), 7.13(1H, dd, J=8.5Hz, 2.5Hz), 3.97(1H, dq, J=9.5Hz, 7.0Hz), 
3.87(3H, s), 2.33(3H, s). 1.08(3H, t, J=7.0Hz), 0.89(9H, s)o 

15 

'^Hkmi 9 (18 0) 

2' - (4 -7 5 vV 7 x^;l/*;u/N'^-f ;i/) - 4- ( ( (IS) -1-t 
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T L c : R f 0.40 (g^^i-?^;u : g^^ : ^= 3 : 1 : 1 ) ; 

NMR(d6-DMS0) : <5 10.5(1H, s), 9.16(2H, brs), 8.86(2H, brs), 8.86(1H, d, 
J=1.8Hz), 8.09(1H, d, J=9.6Hz), 7.98(1H, dd, J=1.8, 8.0Hz), 7.73-7.67(5H, m), 
5 7.67-7.52(2H. m), 7.31(1H, d, J=8.0Hz), 7.28-7.24(lH, m), 4.40(1H, brs), 3.96- 
3.82(1H, m), 3.70-3.62(lH, m), 3.51-3.41(1H, m), 2.33(3H, s), 0.88(9H, s)o 



19 (18 1) 

2' - (4 -T 5 vV 7 i.r:;i.f- -4- ( ( 2 - ^ f-^l^ 




TLC:Rf 0.67 (^nn.-J^;!//. ; ;< ^'y-;!/ : 7K= 7 : 3 : 0.3) ; 
N M R (d6-DMS0) : d 9.25(2H, s), 8.97(2H, s), 8.73(1H, br.t, J=6.6Hz). 
8.37(1H, d, J=1.8Hz), 8.08(1H, dd, J=1.8, 8.0Hz), 7.67(2H, d, J=8.8Hz), 
15 7.53(lH.m). 7.45(1H, d, J=8.0Hz), 7.30-7.38(4H, m), 7.10(1H, m), 4.13(IH, d, 
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J=13.0Hz), 4.04(1H, d. J=13.0Hz), 4.02(2H, q, J=7.2Hz), 3.12(2H, t, J=6.6Hz), 
1.87(1H, m), 0.91(6H, d, J=6.6Hz), 0.89(3H, t, J=7.2Hz)o 

19 (18 2) 

5 2' - {6 -7 <9 ^ i/y- 3 )l^i3 )^^^'^^ -2- ( (1, 2, 




TLCiRf 0.67 (^nntwi/A : : g^^= 1 0 : 2 : 1) ; 

10 NMR(CD3C») : S 8.77(1H, d. J=2.5Hz). 8.25(1H, d, J=2.0Hz), 8.18(1H, dd, 
J=8.5Hz, 2.5Hz), 8.02(1H, d, J=8.5Hz). 7.93(1H, dd, J=8.0Hz, 2.0Hz), 7.42(1H, 
d, J=8.0Hz), 7.27-7. 17(5H, m), 7.26-7.09(2H, m), 7.08(1H, dd, J=8.5Hz, 2.5Hz), 
5.10(2H. s), 4.05(1H, q, J=7.0Hz), 3.89(3H. s), 1.15(3H, d. J=7.0Hz), 
0.95(9H, s)o 

15 

mmm 2 0 -^mmm 20 (20) 
mmMi 9(86) -mm 1 9 (94) , mmmi 9 (55). nmM 

19 (95), mm 19(105), 19 (133) -'^Mfl 1 9 

(13 6) , HJ&^ij 19 (158), mm 19 (176), ^Jfe^U 1 9 

20 ( 1 7 8 ) , B j: ifmmm 19 ( 1 8 1 ) -mmm 19 ( 1 s 2 ) t 
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■^m.m2 0 

5 2' - {A -T y y x.:^)Vi] jv/^^A )v) - 4 f-;^7 5 y 7( - 

H 




• 2CH3SO3H 

T L C : R f 0.29 (5t^i^;u : S^i? : 7K= 3 : 1 : 1 ) ; 

NMR(d6-DMS0) : S 10.55(1H, s), 9.15(2H, s), 8.92(2H, s), 8.85(2H, br.s). 
10 8.01(1H, d, J=1.8Hz), 7.75(4H, s), 7.70(1H, dd, J=1.8, 7.8Hz), 7.62(1H, dd. 
J=1.8, 8.0Hz), 7.52-7.58(2H, m), 7.32(1H, d, J=8.0Hz), 7.25(1H, dd, J=1.8, 
7.8Hz), 4.20(2H, t, J=5.6Hz), 2.57(3H, t, J=5.6Hz), 2.37(6H, s)o 

^^^J20 (1) 

15 2' - {A-r \i/ y y :L=-)Vi])V/<^=^^ )V) - A-i])Vy^:^i/^\•^i/- 
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T L C : R f 0.45 (g^^i-f ;p : : 6 : 1 : 0.5) ; 

N M R (d6-DMS0) : S 13.4-12.5(2H, br), 10.41(1H, s), 9.20(2H, br.s), 
8.97(2H, br.s), 7.76(2H, d, J=8.8Hz). 7.69(2H, d, 1=8. 8Hz), 7.7-7. 6(1H, m), 7.6- 
5 7.4(2H, m), 7.28(1H, d, J=2.8Hz), 7.3-7. 1(2H, m), 7.06(1H, dd, J=8.8, 2,8Hz), 
4.72(2H, s), 2.31(3H, s)o 

2 0 (2) 

2' - (4 -7 ^ ->V 7 -4- ( (i-*;i/*>->- 

10 2 - 2 -tr7 j:.^;i'*;i'**>'^ • ^ ^ > 




• CH3SO3H 

TLC:Rf 0.12 (^Dnt^;i-A : ^:J'y-;ix:;jc=7 : 3 :o.3) ; 

NMR(d6-DMS0) : 6 10.57(1H, s), 9.24(2H, s). 9.04(2H, s), 8.68(1H, d. 



338 



wo 99/41231 



PCT/JP99/00622 



J=7.8Hz), 8.34(1H. s), 8.02(1H. d. J=7.8Hz). 7.76(5H. br.s), 7.52-7.6n(2H, m), 
7.26-7.36(2H, m), 4.31(1H, t, J=7.0Hz), 2.37(3H, s), 2.19(1H, m), ().99(3H. d, 
J=6.0Hz), 0.97(3H, d, J=6.0Hz)o 



5 '^mm2 0 (3) 

2' - {A - 7 ^ V y y J^~>\^-^ ^^^^"^^ )^) -4 - (2 - t Ka^->j:. h 
+ v) - 2 - 7 i ^ ;u * >^ • / 9y:^)\^^^y 1^11 




• CH3S03H 



TLC:Rf 0.22 (^^ nn.t;i/A : > y : 7K= 1 0 : 3 : 0.2) ; 

10 NMR(d6-DMSO) : S 13.1-12.0(1H, br), 10.36(1H, s), 9.13(2H, br.s), 
8.78(2H, br.s), 7.8-7.5(5H, m), 7.6-7.4(2H, m), 7.4-7.0(4H, m), 4.00(2H. t, 
J=4.8Hz), 3.69(2H. I, J=4.8Hz). 3.6-3.2(1 H, br), 2.31(3H, s)o 

^^^20 (4) 

15 3- (2- (4-T5 vy7x:^;l/*;l/>'^•^^;^) 7j:-;i-) -S-f^Kn 
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TLC:Rf 0.23 (^nn.t^;l'A : > ^y-;!/ : g^^= 1 0 : 2 : 1) ; 
N M R (d6-DMS0) : d 13.0-12.2(1H, br), 10.45(1H, s), 10.31(1H, br.s), 

9.09(2H, br.s), 8.75(2H, br.s), 8.35(1H, s), 7.91(1H, s), 7.75-7.3(10H, m), 
5 6.94(1H. d, J=7.4Hz), 2.31(3H, s)o 

^^^12 0 (5) 

3- (2- (4 -7 5 V y 7i-;^*;l/^^'^-^ 7x-;b) -s-tKo 




• CH3SO3H 



TLC:Rf 0.34 (^nD.i^;uA : y : 1^®?- 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : $ 13.2-12.0(1H, br), 10.6-10. 4(1H, br), 10.43(1H, s), 

9.12(2H, brs), 8.85{2H, brs), 8.66(1H, s), 7.8-7.5(8H, m), 7.5-7.3(3H, m), 
6.92(1 H, d, J=6.4Hz), 2.32(3H, s)o 

15 

2 0(6) 
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2 ' - {4 - T < y y 7 sL::-)l :fj }u/-<^^ )u) - 4 - ( ( 2 - ^ ^ ^L' 7° n tl 




•2CH3SO3H 



TLC:Rf 0.16 an 7)c=8 : 2 ; 0.1) ; 

5 NMR(d6-DMS0) : S 10.6(1H, s). 9.16(2H. brs). 8.94(2H, brs), 8.75(2H, brs), 

8.05(1H, s), 7.80-7.60(6H, m), 7.60-7.50(2H, m), 7.34-7.23(2H, m), 4.22(2H. 
brs), 2.79(2H, brs), 2.39(3H, s), 2.37(3H. s), 2.06-1. 93(1H, m), 0.94(6H. d. 
J=6.6Hz)o 

10 M^I2 0 (7) 

2' - (4 -7^ vV 7 -4 - ( (2 




• CH3SO3H 

T L C : R f 0.60 m^:L^)v : Bt;!^ : zK- 3 : 1 : 1) ; 

15 N M R (d6-DMS0) : S 13.0-12.0(2H. broad), 10.53(1H, s), 9.18(2H, brs), 
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8.92(2H, brs), 8.74(1H, bit, J=5.5Hz), 8.29(1H, d, J=2.0Hz), 7.95(1H, dd, 
J=8.0Hz, 2.0Hz), 7.28(4H, s), 7.70(1H, dd, J=7.5Hz, 2.0Hz), 7.62-7.47(2H, m), 
7.32(1H, d, J=8.0Hz), 7.27(1H, dd, J=7.5Hz, 2.0Hz), 3.45(2H, q, J=7.0Hz), 
2.51(2H, t, J=7.0Hz), 2.34(3H, s)o 



mM2 0 (S) 

2' - (4 -T5 -yV 7 i^^b^il^M'-^^;!/) -4- ( (S-^^l^'K^vy 



10 T L c : R f 0.65 (S^^x-f : g^^ : 7K= 3 : 1 : 1 ) ; 

N M R (d6-DMS0) : S 12.8-12. 1(2H, broad), 10.57(1H, s), 9.25(2H, brs), 
9.04(2H, brs), 8.71(1H, brt, J=6.0Hz), 8.30(1H, d, J=2.0Hz), 7.97(1H, dd, 
J-7.5HZ, 2.0Hz), 7.77(2H, d, J=9.0Hz), 7.71(2H, d, J=9.0Hz), 7.70(1H, dd, 
J=7.5Hz, 2.0Hz), 7.62-7.47(2H, m), 7.31(1H. d, J=8.0Hz), 7.26(1H, dd, J=7.5Hz, 
15 2.0Hz), 3.27(2H, q, J=6.0Hz), 2.27(2H, t, J=7.0Hz), 1.74(2H, quint, J=7.0Hz)o 

^^^J 2 0(9) 

2' - a -r ^'J J y -4 - ( (s-T^y^^f- 



5 




•HCI 
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O. 



H 
N 



NH2 



• 2CH3S03H 



TLC : R f 0.11 (g^?gx-^;i/ : : 7K= 3 : 1 : 1) ; 

NMR(d6-DMS0) : S 10.6(1H, s), 9.15(2H. brs), 8.90(2H, brs), 8.66(1H, t, 
J=5.6Hz), 8.31(1H, d, J=1.8Hz), 7.98(1H. dd, J=1.8, 8.0Hz), 7.81-7.35(7H, m), 
5 7.35-7.26(2H, m), 4.20(3H, brs), 3.28(2H, q, J=6.2Hz), 2.79(2H, q, J=7.4Hz), 
2.37(3H, s), 2.36(3H, s), 1.70-1.20(6H, m)o 

mi^m2 0(10) 

2' - (4 -7 i'J yy )l) - 4- ( (f^') ->'>-4 - 



H 

• 2CH3SO3H 

T L C : R f 0.16 im^^^i^ : S^S? : 7K= 3 ; 1 : 1 ) ; 

NMR(d6-DMS0) : § 10.6(1H, s), 9.17(2H, brs), 8.95(2H, brs), 8.78(1H, t, 

15 J=6.0Hz), 8.58-8.55(lH, m). 8.32(1H. d. J=1.8Hz), 8.25-8.21(lH, m), 7.99(1H. 
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dd, J=1.8, 7.8Hz), 7.78-7. 70(5H, m), 7.60-7.53(2H, m), 7.35-7.27(2H, m), 3.29- 
3.17(4H, m), 2.89-2.79(2H, m), 2.39(6H, s), 1.84-1. 80(3H. m), 1.42-1.30(2H, m)a 

mmm 20 (11) 

5 2' - (4 -7 5 ->V 7 -3' V'ti ^i/- 2 



TLCiRf 0.27 Dn.i^;i/A : ;< y-;L/ : 7K= 7 : 3 : 0.3) ; 

N M R (d6-DMSO) : 8 13.0-12.0(1H, broad), 10.34(1H, s), 10.20-9.85(1H, 
10 broad), 9.13(2H, brs), 8.94(2H, brs), 7.76(1H, d, J=7Hz), 7.72(2H, d, J=9Hz), 
7.63(2H, d, J=9Hz), 7.50-7. 18(4H, m), 6.95(1H, d, J=8Hz), 6.63(1H, d, J=8Hz), 
2.41(3H, s)o 

^^^J 2 0 (12) 

15 2' - (4-75 vV7i-;^*;^>'^'^-^;^) -4' - ( (*;u^1^*^v> f- 




OH 



• CH3SO3H 
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T L C : R f 0.56 ;i : : .t^ = 3 : 1 : 1 ) ; 

NM R(d6-DMS0) : S 10.60(1H, s), 9.15(2H, s). 9.03(1H, br.t. J=5.4Hz), 
8.81(211, s). 8.17(1H, d, J=1.6Hz), 8.03(1H, dd, J=1.8, 8.0Hz), 7.87(1H, dd, 
J=L6, 7.8Hz), 7.75(2H, d, J=9.2Hz), 7.70(2H, d, J=9.2Hz), 7.55(1H, dd, J=1.8, 
5 8.0Hz), 7.44(1H, du J=1.8, 8.0Hz), 7.39(1H, d, J=7.8IIz), 7.27(1H, dd, J=1.8, 
8.0Hz). 3.99(2H, br.d, J=5.4Hz), 2.34(3H, s)o 

W/ift.gll2 0(13) 

2' - (4 -T 5 vV 7 i-Jb* ^ il/) -4' - ( 




T L c : R f 0.76 (S^^xf-;i. : g^K : 7K= 3 : 1 : 1 ) ; 

N M R (d6-DMS0) : S 10.57(1H, s), 9.16(2H, s), 8.92(1H, br.d, J=5.4Hz), 
15 8.87(2H, s), 8.09(1H, s), 7.97(1H, d, J=7.8Hz), 7.87(1H, d, J=7.8Hz), 7.75(2H, d, 
J=9.2Hz), 7.70(2H, d. J=9.2Hz). 7.55(1H, t, J=7.8Hz), 7.44(1H, t, J=7.8Hz), 
7.19-7.38(7H, m), 4.70(1H, m), 3.04-3.29(2H, m), 2.35(3H, s)o 

M^m 2 0 f 1 4 ) 

20 2' - ( 4 -7 5 vV 7 i-;b*;t^>'^'-^ ^ ;^) - A' V 
- 2 j-->i't )v^^y^ ■ / 9 y 7.)Vt^yf^)isL 
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NH 



OH 



• CH3SO3H 



O 



TLC:Rf 0.44 (St^^j:-f-;i/ : st^ : 7lc= 6 : 1 : 0.5) ; 

NMR(d6-DMS0) : S 10.37(1H, s), 9.14(2H. br.s), 8.84(2H, br.s), 7.8-7.6(5H, 

m), 7.49(1H, t, J=6.8Hz), 7.37(1H, t, J=6.8Hz), 7.3-7.0(4H, m), 4.79(2H, s), 4.4- 
5 2.8(2H, br), 2.35(3H, s)o 

mM2 0 (1 ^) 

2- (6- {4-T^i//7:i.^)Ui])Vj<^4 }\^) ^>X^ < ^'y'-;!/- 5 



TLC:Rf 0.16 (^nD.i^;i.A : ^3'y-;l/:7)c=7 : 3 :o.3) ; 
NMR(d6-DMSO) : 6 10.57(1H. s), 9.37(1H, s), 9.17(2H, s), 8.82(2H, s), 

8.10(1H, s), 7.86(1H, d, J=7.8Hz), 7.75(2H, d, J=9.0Hz), 7.68(2H, d, J=9.0Hz), 
7.63(1H, s), 7.56(1H, t, J=7.8Hz), 7.44(1H, t, J=7.8Hz), 7.30(1H, d, J=7.8Hz), 
15 2.35(6H, s)o 

^^^J 2 0 (16) 




• 2CH3SO3H 
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2 • _ ( 4 - (N 2- t K n ^- -> T v' 7 ) 7 ^ - -'L- ii %■ t i -'l- ) 

ti 7 i ^ i] J^ > • iaIgJa 
OH 




TLC:Rf 0.31 (^nn.-^^uA : ;< ^y-;i' : g^^= 1 0 : 2 : 1 ) ; 

5 NMR(d6-DMS0) : 8 10. 47(1H, s), 8.92(2H, brs), 7.80(1H, dd, J=1.0, 8.0Hz), 
7.70-7.30(9H, m), 7.28-7.18(2H, m), 3.80-3.00(2H, m)o 

■M-rnil 0(17) 

2' - (4 vV 7 i/^v^ f-;i/) -4- ( (2-y^;i/yni;;l.) 
10 ii li' i'^'^ ^ )\') - 2 -If 7jL-;b*;i/;K>^ • ;^ ? >x;l/.+^>^±S 




• CH3SO3H 



TLC:Rf 0.43 : ^ : g^^= 1 0 : 2 : 1) ; 

NM R(d6-DMS0) : 8 13.0-12. 7(1H, broad), 9.08(2H, brs), 8.84(2H, brs), 
8.67(1H, brt, J=6.0Hz), 8.33(1H, d, J=2.0Hz), 7.98(1H, dd, J=8.0Hz, 2.0Hz), 
15 7.70(2H, d, J=9.0Hz), 7.54-7.48(lH, m). 7.39(1H, d, J=8.0Hz). 7.44-7.33(2H, m), 
7.18-7.12{1H, m), 7.04(2H, d, J=9.0Hz), 4.92(2H, s), 3.08(2H. t, J=6.0Hz), 
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2.31(3H, s), 1.95-1.75(1H, m), 0.88(6H, d, J=7.0Hz)o 
^m.m 2 0 (18) 

2' - (6 -7 5 vV 'j v>-3 -4- ( {2-/ 




• CH3SO3H 



TLC:Rf 0.51 Dn.+ ;i'i. : p{ : 7K= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : d 10.9(1H, s), 9.38(2H, brs), 9.12(2H, brs), 8.90(1H, d, 
10 J=2.2Hz), 8.66(1H, t, J=6.0Hz), 8.29(1H, d, J=1.8Hz), 8.26-8. 16(2H, m), 
7.98(1H, dd, J=1.8, 8.0Hz), 7.75(1H, dd, J=1.8. 7.0Hz), 7.68-7.52(2H, m), 7.35- 
7.28(2H, m), 3.08(1H, t, J=6.2Hz), 2.34(3H, s), 1.91-1. 77(1H, m), 0.88(6H, d, 
J=6.6Hz)o 

15 -^mM 20 (19) 

2' - (4 -T 5 i/V 7 x-^l/^t^^;!') -4- ( ( 2 - f^^l^ y d tf 



348 



wo 99/41231 



PCT/JP99/00622 




• CH3SO3H 



TLC:Rf 0.47 oD;h;i/A : ^ y-ib : 7K= 7 : 3 : 0.3) ; 

N M R (d6-DMS0) : 6 9.18(2H, s), 8.89(2H. s), 8.70(1H, br.i, J-6.3Hz), 
8.38(1H, s). 8.03(1H, d, J=8.0Hz), 7.64(2H. d, J=8.8Hz), 7.52(1H. d, J=8.0Hz), 
5 7.40(1H, d, J=8.0Hz), 7.30-7.38(4H, m), 7.11(1H, d, J=8.0Hz), 4.17(1H, d, 
J=13.6Hz), 4.02(1H, d. J=13.6Hz), 3.11(2H, t, J=6.3Hz), 2.36(3H, s), 1.87(1H, 
m), 0.90(6H, d, J=6.3Hz)o 

'^mm 20 (20) 

10 2' - vVlf 'j v>-3--f;l^>^;l^^<^^;l') -4' h^v 

-4-((l, 2, 2 - h 'J ^ f-^i'T'o ii;i/) :^ ;i/) - 2 -If 7 a. 

CH3 
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10 



15 



TLC:Rf 0.19 nn.-^;i/A : > ^ : 1 0 : 2 : 1 ) ; 
N M R (d6-DMSO) : S 13.0-12.0(1H, broad), 10.88(1H, s), 9.36(2H, brs), 

9.10(2H, brs), 8.91(1H, d, J=2.5Hz), 8.27(1H, dd, J=9.0Hz, 2.5Hz), 8.23(1H, d, 
J=2.0Hz), 8.17(1H, d, J=9.0Hz), 8.15(1H, d, J=9.0Hz), 7.94(1H, dd, J=8.0Hz, 
2.0Hz), 7.30(1H, d, J=8.0Hz), 7.29(1H, d, J=2.0Hz), 7.22(1H, d, J=8.5Hz), 
7.16(1H, dd, J=8.5Hz, 2.0Hz), 3.98(1H, dq, J=9.0Hz, 7.0Hz), 3.88(3H, s), 
2.34(3H, s), 1.07(3H. d, J=7.0Hz), 0.89(9H, s)c, 

mmm2 1 

^-^yi/)it^'y-2' - (4-75 vV7i^;i'*;i'/<-t^;u) -2- 



^mMl9 (1) -r^mmLfzit^^ (14 7mg) ioXirO-^y'y)V\^ 
}^u^i/7l y -i^^JS (1 7 8mg) vp« f-;b;J^;UA7 5 K (1ml) 
^XXf\i^)-jy (1ml) t'^i^L, vv^^^^v;^*;^.-J^v-^ 5 K (l 
1 5mg) tSP^. gfi-ei m^m^Uzo SM-^i^j&^^^t. 6ii 

y V yji^f} y ^ ^-7 YVy7^ ~ (^ d : ^ ^ y - 

;n*=9 : 1 :o.i-8 : 2 : o.i) t-ML, TiSt/M^^-t^:$:|§W 

TLC:Rf 0.40 (i5'ou.i.;wA : ^ : Bi^- 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : 8 10.88(1H, brs), 9.40-8.70(3H, broad), 7.75-7. 63(3H, m), 
7.60-7.46(4H, m), 7.46-7.32(8H, m). 7.18-7.10(2H, m), 4.73(2H, s)o 
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$fifegll2 1(1) -^^tikm2 1 (10) 

19 (1 ) . -^mm \o ( 4 d . -mm 19 (47) -%mi 1 
9 (48) . %mi 6 . %mm 19 (100) , -^mM 4 , %mM 19(1 
5 12). -^mmi 9 (15 9) isxirmmn 9(1) r-i^jiL/j'fb^t;^ 

fzfzL. '^m2 1 (1) iCiiv^Tti, 0-^>v;bt Ko:^>-7^ ><7) 

10 ^fflv^7L-„ 

2 1(1) 



15 




TLC:Rf 0.24 (^'nn.i^;i/A : ^ : stg?= 2 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 10.9-10.3(1H, broad), 9.I7(3H, brs), 7.76-7.00(17H, m), 
4.84(2H, brs), 3.17(3H, brs)o 

20 ^^^11 2 1 ( 2 ) 

N-'^^ 2 ' - (4 -75 v'y 7i-;i/*;u^<^-f;u) -4- 

( (2 -^f-;i-yat:;i/) * ;i/) - 2 - tf 7i::^;L':^ ;p.-^'^h)- 5 K 
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TLC:Rf 0.31 (^oa4^;i/i, : :7K=8 : 2 :o.2) ; 

NMR(d6-DMS0) : 8 10.92(1H, br.s), 9.08(3H, br.s), 8.63(1H, br.t, J=6.6Hz), 
8.01(1H, d, J=1.8Hz), 7.90(1H, dd, J=1.8, 8.0Hz), 7.69-7.76(3H, m), 7.55- 
5 7.62(4H, m), 7.37(5H, s), 7.26(1H, d, J=8.0Hz), 7.16(1H, m), 4.75(2H, s), 
3.07(2H, t, J=6.6Hz), 1.84(1H, m), 0.88(6H, d, J=6.6Hz)o 



^ ^^J2 1 (3) 

li-^y-y)U:t^i/-2 - (3- (4 -T ^.i^' y y :jL-)]/i: )l) t 

10 -5 - ( (2 -;><f-;i/yn kf;i.) jV) 




TLClRf 0.28 (^np,i^;i/i, : ;< : 7^=8 : 2 : 0.2) ; 

NMR(CD30D) : S 8.24(1H. s), 8.06(1H, m), 8.00(1H, d, J=1.8Hz), 7.94(1H, 
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m), 7.87(1H, dd, J=1.8, 8.0Hz). 7.64-7. 7()(7H. m). 7 35(1H, d. J=8.0H7,). 7.16- 
7.29(5H, m), 4.65(2H. br.s). 3.18(2H, d. J=7.0Hz). 1.91(111, m), 0.95(6H. d, 
J-6.6Hz)o 

5 1 (4) 

N-^> ;l-t^->- 2 ' - (4 -T ^ y / 7x ^l/'^^-Y ;H -4' 
h^->-4 - ( ( 2 - ^■^^I'T'n t;°;lx) )U) -2-}^yj^- 




10 TLC:Rf 0.28 DD.-^;i/A ; ^ : 7K= 8 : 2 : 0.2) ; 

NMR(CD30D) : S 7.93(1H, d, J=1.8Hz), 7.82(1H, dd. J=1.8, 8.0Hz), 
7.68(2H, d, J=9.2Hz). 7.61(2H, d, J=9.2Hz), 7.39(5H. s), 7.26(1H, d, J^S.OHz), 
7.22(1H, t, J=1.4Hz), 7.10(2H, d, J=1.4Hz), 4.84(2H, s), 3.90(3H. s), 3.16(2H, d, 
J=7.4Hz), 1.89(1H, m). 0.94(6H. d, J=6.6Hz)o 

15 

^^M2 1 (5) 

N-^Vv/Wt^v- 2 - (3- (4-7 5->V 7x-;i.;^;i/y<^^;i/) 
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NH 





X) 



TLC:Rf 0.48 (^Dn^;i/A : ^ ^y-^i- : 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0) : S 11.21(1H, br), 9.11(3H, br), 8.29(1H, s), 8.11(1H, m), 
7.95{1H, m), 7.8-7.5(7H, m), 7.6-7.3(4H, m), 7.4-7. 1(6H, m), 4.63(2H, s)o 



^mm 2 1(6) 



10 TLCiRf 0.39 (^DD.i^;i/A : > ^j'y-^n 7K= 1 0 : 3 : 0.2) ; 

NMR(d6-DMS0) : 5 11.87(1H, s), 11.04(1H, s). 9.3-9.0(3H, s), 8.27(1H, s), 

8.10(1H, m), 7.96(1H, m), 7.78(2H. d, J=9.4Hz), 7.8-7.5(4H, m), 7.5-7. 1(7H. m). 
7.1-6.9(2H. m), 4.64(2H, s), 3.77(3H, s)o 

15 ^Wim 2 1(7) 

N-^> v;l':t^v- 2 ' - {A -7 IV J -7 3L:^)Vi] )l) -4' 
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- ^ -J' ;u - 2 - tf 7 i j:. ;i/ * ;b ;K^-+)- < K 




CH3 



TLC:Rf 0.52 (5^ n n.-^;i/A : ;< ? / -;u : 1 0 : 3 : 0.2) ; 
NMR(d6-DMS0) : d 11.92(1H, br.s), 10.83(1H, s), 9.4-8.8(3H, br), 7.72(3H, 
5 d, J=8.8Hz), 7.52(2H, d, J=8.8Hz), 7.6-7.2(9H, m), 7.10(1H, d, J=7.8H2), 
7.03(1H, d, J=7.8Hz), 4.75(2H, s), 2.40(3H. s)o 

1 (3) 

N-^> v^i^^^ V- 2 ' - (4 -7 5 vV 7 J- -Y ^u) -4' 
10 h^v- 2 -i;7x:i;i/*;i/^-K^-tj-5 K 




0^ 

CH3 



TLC:Rf 0.62 (^'on^^i.A : ;<^'/-;u:S^K=i 0 : 2 : 1) ; 

NMR(CD30D) : S 7.68(2H, d, J=9.0Hz), 7.58(2H, d, J=9.0Hz), 7.45- 
7.28(8H. m), 7.22-7.1 1(2H, m), 7.09-7.07(2H, m), 4.82(2H, s), 3.88(3H, s)o 

^^^2 1 (9) 

li-^yi/)\yt^i/-2' - (4- (N2-x h ^->*;i/+'^;l/7 ? -yV ) 
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y )lf J Jl^y^^^ - 2 - tf 7 i - ;l/ * ;L- ^ K 




TLC:Rf 0.58 ( h;i^x> : g^^xf-;i.= 1 : 1 ) ; 
NMR(d6-DMS0) : S 11.85(1H, br.s), 10.70(1H, s), 9.2-8.8(2H, br), 7.85(2H, 
5 d, J=8.8Hz), 7.66(1H, m), 7.6-7.5(2H, m), 7.5-7.3(10H, m), 7.2-7. 1(2H, m), 
4.71(2H, s), 4.03(2H, q, J=7.4Hz), 1.20{3H, t, J=7.4Hz)o 



mmM2 1(10) 




15 



• CH3SO3H 

TLC:Rf 0.34 (g^g?xf-;i. : g^^:7K=6 : 1 :o.5) ; 

NMR(d6-DMS0) : $ 10.81(1H, s), 9.17(2H, br.s), 8.89(2H, br.s), 7.74(4H, 
likes), 7.8-7 .4(6H, m), 7.29(2H, t, J=8.0Hz), 6.0-4.0(lH, br), 2.35(3H, s)o 

^^#11 2 2 2 2 (9) 

^m2 i-iiM^!i2 1 (9) x^m^Ltzit^f^immm2 k\^m<^^Y? 
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^^^1 2 2 



TLC:R{ 0.14 (^nn.-^;l/A : : gt:|S?= 1 0 : 2 : 1) ; 

NMR(d6-DMSO) : d 11.8-11. 2(1H, broad), 11.21(1H, s), 9.7-8.7(4H, broad), 
7.77-7.60(3H, m), 7.60-7.30(7H, m), 7.20-7.04(2H, m)o 

10 2 (1) 

N-fcKn^v-N-^f--'l^-2' - { 4 - 7 5. i/ J y jl -ji- ij )V ^ 



TLC:Rf 0.29 (^ao*;PA : ^ J' : g^S?= 1 0 : 2 : 1) ; 
15 NMR(d6-DMS0) : S 10.41(1H, brs), 10.03(1H. brs), 9.10-8.55(4H, broad), 
7.70(2H, d, J=7.0Hz), 7.67-7.65(lH, m), 7.53-7.47(5H, m), 7.37-7.32(2H, m). 
7.31-7.28(1H, m), 7.15-7.13(1H, m), 3.21(3H, s), 2.37(3H, s)o 

mmmz 2(2) 





• CH3S03H 



wo 99/41231 



PCT/JP99/00622 



N - H K n -> - 2 ' - ( 4 - 7 ^ vV 7 i ^ -'I' * ^l'/^ ^ ^ ^l' ) - 4 - 
( ( 2 f--'i'7"n t:;i/) - 2 - if 7 j-^;^* 5 



• CH3SO3H 

5 TLC:Rf 0.42 (^nn^^ji/A : ^ ^y-;i/ : 7tc= 7 : 3 : 0.3) ; 

NMR(d6-DMS0) : S 11.53(1H, s), 11.18(1H, s), 9.13(2H, s), 8.85(2H, s), 
8.61(1H. br.t, J=6.2Hz), 8.02(1H, d, J=1.8Hz), 7.90(1H. dd, J=1.8, 8.0Hz), 7.68- 
7.73(3H, m), 7.54-7.59(4H, ra>, 7.23(1H, d, J=8.0Hz), 7.14(1H, m), 3.06(2H, t, 
J=6.2Hz), 2.34(3H, s), 1.82(1 H, m), 0.87(6H, d, J=6.6Hz)o 



mmm2 2 (3) 

N-tKa:^v-2- (3- ( 4 -7 5 v / 7 x ;1//n'^^ i-y 
U>-2-^;i') -5- ( (2 -y f-;l'7'nii';i/) * ^yXii 




10 
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TLC:Rf 0.19 (^nD.t;PA : >^y-;H7K=8 : 2 :o.2) ; 
NMR(d6-DMS0) : S 11.49(1H, s), 11.31(1H, s), 9.15(2H, s). 8.81(2H, s). 
8.62(1H, br.t, J=5.8Hz), 8.33(1H. s), 8.13(1H, m), 8.06(1H, d. J=1.8Hz), 
5 8.00(1H. m). 7.93(1H, dd, J=1.8, 8.0Hz), 7.61-7.75(7H, m), 7.32(1H, d, 
J=8.0Hz), 3.08(2H, t, J=5.8Hz), 2.34(3H, s), 1.84(1H, m), 0.89(6H, d, J=6.6Hz)o 

^^^1 2 2(4) 

- {A -7 ^i/ / y jL^)l^i7 )^) -4* 

10 h^e/-4- ( (2 f-il^T'D tf;i/) fj y( )V) - 2-k:'7x-;i'* 




.CH3SO3H ^-CH3 

TLC : R f 0.33 uD'twbA : ^ ^' : 7K= 7 : 3 : 0.3) 

359 



wo 99/41231 



PCT/JP99/00622 



NMR(d6-DMS0) : 8 11.47(1H, s), 11.18(1H, s), 9.14(2H, s), 8.85(2H, s). 

8.60(1H, br.t, J=5.8Hz), 7.99(1H, d, J=1.6Hz), 7.87(1H, dd, J=1.6, 8.0Hz). 
7.70(2H, d, J=8.8Hz), 7.57(2H, d, J=8.8Hz), 7.21(1H, d, J=2.6Hz), 7.20(1H, d, 
J=8.0Hz), 7.14(1H, dd, J=2.6, 8.4Hz), 7.06(1H, d, J=8.4Hz), 3.86(3H, s), 
5 3.06(2H, t, J=5.8Hz), 2.34(3H, s), 1.82(1H. m), 0.87(6H, d, J=6.6Hz)o 

mmm 22(5) 

N-liKP^->-2- (3- (A -7 / V y -lliJ Jl^/'i^-f )\^) t7 ^ 




• CH3SO3H 



TLC:Rf o.6om^J^^)^:mm:A=3:i:o.5) ; 

NMR(d6-DMS0) : S 11.49(1H, s), 11.35(1H, s), 9.5-9.2(lH, br), 9.15(2H, 
br.s), 8.82(2H, br.s). 8.30(1H, s), 8.11(1H, m), 7.98(1H, m). 7.8-7.2(10H, m), 
7.19(1H, m), 2.30(3H, s)o 

m n2 2 (6) 

N-l;KD:^v-2- (3- (4 -75 vV7i-;i/;^;i^^N'^-f ^i') i-y 9 
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H 



OH 



• CH3SO3H 



TLCiRf 0.26 Da.-^;l/A : ;< : 7K= 1 0 ; 3 : 0.2) ; 

NMR(d6-DMS0) : S 11.46(1H, br.s), 11.33(1H, s), 9.16(2H, br.s), 8.87(2H, 
br.s), 8.27(1H, s), 8.10(1H. t, J=4.4Hz). 7.96(1H, t, J=4.4Hz), 7.8-7.5(7H. m), 
5 7.2-6.9(3H, m). 5.5-4.2(lH, br). 3.77(3H, s), 2.35(3H, s)o 

m m n2 2 (7) 



TLC:Rf 0.29 {^tivt^)VA : y-}v:yii=i 0 : 3 :o.2) ; 

NMR(d6-DMS0) : S 11.46(1H, s), 11.17(1H, s). 9.41(1H, br), 9.12(2H, br.s), 

8.81(2H. br.s), 7.68(2H. d, J=8.8Hz), 7.51(2H, d, J=8.8Hz), 7.46(1H, s), 7.5- 
7.3(4H, m), 7.07(1H, m), 7.01(1H, d, J=7.8Hz). 2.40(3H, s), 2.31(3H, s)o 




• CH3SO3H 



CH3 



10 



15 



^mi 2 2(8) 
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NH 



-4' 




TLC:Rf 0.18 (^nD^;i.A : ^ : B^fg?= 1 0 : 2 : 1 ) ; 

5 N M R (d6-DMS0) : S 11.46(1H, s), 11.21(1H, s), 9.70-9. 10(1H, broad), 
9.13(2H, brs), 8.89(2H, brs), 7.69(2H, d, J=9.0Hz), 7.52(2H, d, J=9.0Hz), 7.50- 
7.34(3H, m), 7.20-7 .02(4H, m), 3.84(3H, s), 2.35(3H, s)o 



mWm2 2 (9) 

10 - (4- (N2-X *;i/.-K:n;i/7 ? vV) y x. 




^OH 



TLC:Rf 0.59 (^on.-^;i/i. : ^ : s^^= 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : S 11.44(1H, br.s), 10.99(1H, s), 9.42(1H, s), 9.3-8.7(2H, 

15 br), 7.83(2H, d, J=8.8Hz), 7.65(1H, m), 7.6-7.4(3H, m), 7.5-7.3(4H, m), 7.2- 
7.0(2H, m), 4.03(2H, q, J=7.4Hz), 1.19(3H, t, J=7.4Hz)o 
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■mm 1 9 (8 1) iixi/'mmi9 (72) x^mMifdt'^'^i^^m 

5 mM 2 3 

2' - ( 4 -7 5 V y 7 ;i'>'<^-f - 4-7<y-2-ii7x^ 

;1//;;l-.-K>K • / 9 > :^ ;b > ^Jt^ 



TLC:Rf 0.11 : ^ y : 7K= 7 : 3 : 0.3) ; 

10 NMR(d6-DMS0) : S 10.19(1H, s), 9.13(2H, brs), 8.88(2H, brs), 7.73(2H, d, 
J=9.0Hz), 7.63(2H, d, J=9.0Hz), 7.57(1H, dd, J=7.0Hz, 1.5Hz), 7.51-7.36(2H, m), 
7.16(1H, dd, J=7.0Hz, 1.5Hz), 6.98(1H, d, J=2.0Hz), 6.85(1H, d. J=8.0Hz), 
6.62(1 H, dd, J=8.0Hz, 2.0Hz), 2.35(3H, s)o 

15 -Umm 2 3(1) 

3- (2' - ( 4 -T5 vV 7x ^b/^^-f ;p) t:'7 x — 2 - ^ 




• CH3SO3H 



OH 




• CHgSG;^ 



363 



wo 99/41231 



PCT/JP99/00622 



TLC:Rf 0.21 nD^;l.A : ^ y-;n gt;|^= 1 0 : 2 : 1 ) ; 
N M R (d6-DMS0) : S 12.2-1 1.9(1H, broad), 10.55(1H, s), 9.13(2H, brs), 

8.94(2H, brs), 7.76-7.50(7H, m), 7.34-7. 12(5H, m), 2.76-2.62(2H, m), 2.45- 
2.34(2H, m), 2.36(3H, s)o 



mmm 2 4 



10 HSfe^il 2 3 -eML^t'fb -^tl ( 3 7 6 mg) ^ v ^ f- Jl' 7 $ K 
(3.2ml) ioXXf\£')vy (0.8ml) iZ^ML. «g^^ (75.5/. 1) i 

15 TLC:Rf 0.12 (^nn.i^;i/A : > ^'y-yu : g^^= 1 0 : 2 : 1) ; 

N M R (d^-DMSO) : S 13.0-12.5(1H, broad), 10.43(1H, s), 10.12(1H, s), 

9.13(2H, brs), 8.86(2H, brs), 8.05(1H, d, J=2.5Hz), 7.76-7.60(6H, m), 7.58- 
7.42(2H, m), 7.26-7.20(lH, m), 7.15(1H, d, J=8.0Hz), 2.34(3H. s), 2.04(3H, s)o 

20 ^ii^2 4 (1) -^^fij2 4 (2) 

nmm 19 (102) i^x 2 3 -cm^ i fzit^mi-Mmm 2 At 



5 




o 

X 

HN CH 



• CH3SO3H 
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2 4(1) 

2' - (4 -7 ^ V y 7 ;b) -4' - / )i' i] - )V 7 



TLC:Rf 0.10 (^'DDjfwi/A : ^^^y-;!/ :B^^=l 0 : 2 : 1) ; 

NMR(d6-DMS0) I ^ 10.39(1H, s), 10.28(1H, s), 9.19(2H. brs), 8.96(2H, brs), 
7.89(1H, d, J=2.0Hz). 7.80-7.60(6H, m), 7.49(1H, td, J=7.5Hz, 1.5Hz), 7.37(1H, 
10 td, J=7.5Hz, 1.5Hz), 7.22(1H, dd, J=7.5Hz, 1.5Hz), 7.17(1H, d, J=8.0Hz), 
2.35(3H, s), 2.09(3H, s)o 

2 4(2) 

2' - (4-T5vV7x-;i/:^;UM*^>f;t/) - 4- ( (2-yf-;uyni; 
15 jv-^^z:.)^) 7^y) -2-\^y:i--i\^i])Vt:y^-;^9y7.i\^^^yM^ 




Y 



• CH3SO3H 
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O CH 



HN 




N 
H 



• CH3SO3H 



TLC:Rf 0.25 (^'DD4^;i/A : ^j'y-;!/ : 1 0 : 2 : 1 ) ; 

N M R (d6-DMS0) : § 13.3-12.2(1H, broad), 10.43(1H, s), 10.13(1H, s), 
9.19(2H, brs), 8.98(2H, brs), 8.10(1H, d, J=2.5Hz), 7.78-7.60(6H, m), 7.56- 
5 7.42(2H, m), 7.26-7. 19(1H, m), 7.15(1H, d, J=8.0Hz), 2.36(3H, s), 2.19(2H, d, 
J=6.5Hz), 2.15-1.95(1H, m), 0.92(6H, d, J=6.5Hz)o 

^m.m 2 5 

N-liKn^->-2' - (4- (N2-11 KD^ v75 V y) 7i-;i/:^;i' 
10 ^^"^ - 2 -t:7x-;i^*;U'-K^-tf5 K • ia^Jg 

OH 



(15 8) X-m'ALfzit^'^ (3 0 2 mg) ^V^^)Vts)Vh 
7^V (5ml) iC?§PL. 1 (3 - v^^;i/T^ y -/n 

)V) - * ^ K ( 1 8 3 m g ) . 1 - k K n v* h 'J T V- 

15 (129mg) iSit/^^N- (l-yh + v- l- yf-;UJ^b^v) 7$> 

(3 3 3 mg) ^iniT, ^.fi-cssirsam^L/jo h ;i-j^>^i!$r-^ 




•HCI 
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i- L ti o ^ISI*/;i; 0 r T'iait> -J-i^y ' 2 m 1 ' . / ^ - )^ (0.5m 1 ) 
i3J;(/'4N-is6S--:^'t++^> (2ml) ^fia;i7t:|^. 'M.f^X\nmm^^Uz. 
JxCii'?£-&-;#?iJ^iS*i§ L . ^SS!^ ^ V * 7 A n V h V 7 ^ - 

(iri'fb.^^^- : ^ -^t : 10:2: 1 ) -c;mKL/jo M^;^* 

5 ^^'y-^U (2 ml) CiSiSL. 4 N-is!^-St^^i-?^;l^ (().16ml) 
^E^itfJ-tl (1 9 7mg) ^mzo 

TLC:Rf 0.38 (^'DD;^;^A : ^ : it^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 12.79(1 H, br), 11.51(1H, s), 11.19(111. s), 1 1.2-1 1.0(1H, 
10 br), 9.4-8.7(3H, br), 7.7-7.4(8H, m), 7.45-7.35(2H, m), 7.2-7.0(2H, m)o 



2 -t'7x^;W:i?;i'**>K 




j^j^jo J: t>*r h 7 b K n 7 7 ><7)fI^?§?S[ ( 2 : K 1 5 m 1 ) \zmm L , 

7'J;^^^v:^/^^^•^*-^^^^D'; K (i4 0/i i) ^iax. ^?aT'3 0^Pam 

^L^'co ;^tDig^?§?^i^ 2N-isS? (1 0 ml) ^iOx., 4 i:/-:?*^^ 6 5l 

ht.m\\^^VJ} (4 7mg) ^|#;^Co 
TLC: Rf 0.41 (^DD.t.;i.A : ^'y-;!/ : 7K= 8 : 2 : 0.2) ; 

NMR(d6-DMS0) : S 10.32(1H. s), 9.I0(2H, br.s). 7.89(2H, d. J=8.8Hz), 

367 



%m 2 6 

2' - (4- (N2- 
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7.81(1H, dd, J=1.8, 7.8Hz), 7.66(1H, m), 7.56(2H, d, J=8.8Hz), 7.46-7.54(3H, 
m), 7.39(1H, dt, J=1.8, 7.8Hz), 7.21-7.25(2H, m), 5.96(111, m), 5. 17-5.35(2H, m), 
4.53-4.56(2H, m)o 

5 m M2 7 

2' - (1- (4- (n2--x> + vA^^'-K-^VT 5 i>V) yj--)]^ 
7<y) - 1 b + v :^;;^'^*-;^^-?-;^) - 2 - 1:*7 ^ ^^^'^^ • 




10 2' - (1 b^v*;!/^^*-;^- 1 ->-f;i'X;U/i^^;i';i-^vy<f-;i') 
-2 -\£7jL~)]yi})lyi-^yM • t -■/f-^l^xXr^U (3.36 g) iiXlf4- 
(N2-^>y;V:i-^v:^;l'**-;U7 5 ->V) 7-';> (5.38g) ^v^^ 

iu.i^^i/AT^ K (5ml) i^v§i»L, 6 cc-ei 9^r.gttfi^m. 8ot:t-6 

•CifS^L. TEt/lilt^Wt^^^B^^k'&t/ (2.03 g) intzo 
TLC:Rf 0.53 (^^-y-v : g^^J^f-;i/= 1 : Do 

20 

mmM2 7 (1) -^/ifeg!l2 7 (2) 
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2' - ( 1 - h ^ V * 1 - -^-^b X + -1^ •> ^ 

m2 7 tm^^<omw-r^iii-ztizx^] ^ \:xy^it^m^s:Wff^o 



5 m . M 2 7(1) 

2' - (1- (4- (N2-^> v;!/^^ >':^;;b#"-Jb7 5 ->V) 7 x ^ ;b 




10 TLC:Rf 0.36 (^^ nu>-^;UA : |^Sfxf-;^= 1 : 1 ) ; 

NMR(CDCl3) : d 10.0-9.0(2H, broad), 8.0-7.9(lH, broad), 7.69-7.24(13H, 
m), 7.15-7.04(2H, m), 6.43 and 6.23(2H, d, J=9.0Hz), 5.70(0.6H, d, J=2.0Hz), 
5.52(0. 4H, d, J=5.0Hz), 5.19(2H, s), 4.89(0. 4H, d, J=5.0Hz), 4.83(0.6H, d, 
J=2.0Hz), 2.92 and 2.63(3H, d, J=5.0Hz), 1.41(9H, s)o 

15 

$^^2 7 (2) 

2' - (1- (4- (N2-^> ->*;Ut + v^^l^^K-^l'T 5 ->V) 7j,=.)1 
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TLC:Rf 0.79 (^^np.twUA : g^;^xf-;u= 7 : 3) ; 
NMR(CDCl3) : 8 7.97-7.09(15H, m), 6.47 and 6.36(2H, d, J=9.0Hz), 5.34- 

5.11(3H, m), 4.60-4.34(lH, m), 1.37 and 1.22(9H, s)o 
##^J 1 7 

2' 4 - ( (2 -^f-^t'T'ne;!-) -2-t:7 




10 (-/o^pJ f-;^) h V7x:^;^;^7>7*-■^i^■/^ = K (2.78g) coMtK 
Th7l;Kn77> (2 0ml) - 7 8 VX't O ■ 

V K (l.43g) <7)4S7tcr h7fcKn77> (5ml) v§?&?r tjnx.. 3 O^rs^ 
^t^^^^. 2' -t^)V^}U-4 - ( (2->^;i'-/ot:;p) :^7;L'/<-t^ ;i/) - 
2-\£yji^)\^iJ)l:^'yf^-;<^)l^J-::^f)^ (l.8g> 3-^ h^y*;!/;}^' 

15 4 - b 'J 7;i':ta p<f-;^;^;^4-^-;^t^v$,t#^^##^J3 (2, 

2 -v^-f Jl-7'oi:;U7 5 >tDft^?fH: 2 - ^ ^;l'7'n ii ji/7 5 >^fflv> 
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yy (2 0ml) i§?(i^ftai. '^iifiJ "C'lJ-SI^. 1 2 5>Ri]ill1^L/--o 
-^f^li^l'TK (10 0ml) ^/JDx.. Ptt;Kxf-;l.'e|[}i{liL/-:c llllWii5*t&^U& 
iS;^Ti5t?^ L . ^Mm.-^ y -> '> T'^jl^fi , L ho i -> V 

Tizm^^i^t i.mmit'km u.2og) ^^^^t^jo 

TLC:Rf 0.37 (^^■t> : g1^^xf-;u= 1 : 1 ) ; 
NMR(CDCl3) : o 8.32(1H, d, J=2.0Hz), 8.01(1H, dd, J=2.0, 8.0Hz), 7.57(1H, 
dd, J=2.0, 8.0Hz), 7.43(1H. d, J=8.0Hz), 7.42(1H, dt, J=2.0, 8.0Hz), 7.34(1H, dt, 
10 J=2.0, 8.0Hz), 7.24(1H, dd. J=2.0, 8,0Hz), 6.30(1H. br.t, J=6.0Hz), 3.67(3H, s), 
3.33(2H, t, J=6.0Hz), 2.91(1H, s), 1.94(1H, m), 1.01(6H, d, J=6.6Hz)o 

u^m 1 8 

2' - {A-'yT y'7 :r,:z.}\,x.^z.)V) - 4- ( {2 - :^ J- >V-fX3 i] 

CH3 



##^!i 1 x^Wi'kLfzit^m (i.07g) i5J; t/p -vry yD^^>-tf > 

(6 4 Omg) c0vV^;b*;i'A7 5 V- V 'Jxf-;U7 5 > (5 : K 6 m 
1) v^pnii*x ( h 'j 7 x-^I/'+t: 7 ^ >) J^yv^I^ (II) 

20 (4 5 mg) ^mi. 9 0 1CT' 3 0 ^J-rn^^t^ L/c o i^lL-jg^?^?^^^^ (1 0 
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;^7A^nvh^-77'f - : gt^x-7^;p=2 : 1^3 : 2) Tffi 

mL. ywk'&.^^t-Thmmit^^ (1.23 g) 

TLClRf 0.32 {^^■^)-> : R^|g?xf-;l/= 2 : 1 ) ; 
NMR(CDa3) : S 8.38(1H, d. J=2.0Hz), 8.03(1H, dd, J=2.0, 8.0Hz), 7.61(1H, 
5 d, J=8.0Hz), 7.53(2H, d, J=8.8Hz), 7.44-7.50(2H, m), 7.40(1H, dt, J=2.0, 8.0Hz), 
7.27-7.34(3H, m), 6.36(1H, br.t, J=6.4Hz), 3.63(3H, s), 3.34(2H, t, J=6.4Hz), 
1.95(1H, m), 1.01(6H, d, J=6.6Hz)o 

^mm2 8 

10 2' - (4 -7 5 ->V 7 -4- ( (2 ^;i/-/o t:;l') 

H3C 



##^1 S-Cm^lfzit'k^ (7 0 4rag) (D^^y~)U (2 0ml) 

15 Kmu^mwiiWi^tfzo nmizx^ {2 0ml) ^m^. lot: 

)VA: j-)i::j^=9 : i : 0.1-8 : 2 : 0.2) T-ffiS^L, TEtfttlS 
^^l-^WPJ^^t'&t! (0.41g) intzo 
20 TLC:Rf 0.42 (^'OD.-^;WA : ;<^'y-;H7K=8 : 2 :o.2) ; 

NM R(CD30D) : S 8.45(1H, d, J=2.0Hz), 8.08(1H, dd, J=2.0, 8.0Hz), 
7.71(2H, d, J=8.0Hz), 7.52(1H, d, J=8.0Hz), 7.53(1H, t, J=8.0Hz), 7.50(1H, t. 
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J=8.0Hz). 7.39-7.46(4H, m), 3.61(3H. s). 3.25(2H, d, I=7.2Hz). 1.97(1H. m). 
1.00(6H, d, J=6.6Hz)o 

^^^^11 2 9 

5 2' - {A-r y-y j-=-)V:^'1--)V) - 2 - lf7x^ib*;U;K>g5 • ^ 

NH 




10 ^i-i>4^^mit^mi:nfz. 

TLCiRf 0.41 (^nn.i^ji/A : > ^'y-;!/ : g^^= 2 0 : 2 : 1 ) ; 

NMR(d6-DMS0) I S 9.30(4H, brs). 7.94(1H, dd, J=2.0, 8.0Hz), 7.79(2H. d, 
J=8.5Hz), 7.74-7.38(7H, m), 7.39(2H, d, J=8.5Hz), 3.52(3H, s)o 

15 ^^m 1 9 

2' - ( (IE) -2- (4-7<yy7x^;i/) xf-^i') -4- ( (2 
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t-T'h^vK (l.64g) OiB^^^^^^/P.-^T^J^^^l-T ^ K 
(3 0ml) mm^. p-hP^Y=-iv (i.7g) i3i:l/2' 
4- ( (2 f-^i'T'n * - 2 - t: 7 

5 ^ • a:.-^;i/a:Xr;i/ (2.58g. 3 -J:- h^v:^ ^l/^K-;!-- 4 - h V 7Jl/>f n 
^^;uxJl/4^-;i/;t-^v$I,#i??r##^J3 (2, 2 - •?';i/7'D (i°;UT 

fipx, ^i&-^nnmwttzo RBM'^mmzTi^ (i oomi) im^. ^ 

7 -f - (^' un ^^^iz/s : ^ 2 0 : 1 — ^ D n.i^;i/A : y ^ y - 

;n;4c=9 : 1 :o.i) -e^mi. Tffit/^li^^t ^^Mik-^ti (0.96 
g) inrco 

15 TLC:Rf 0.26 (^nD.-^;i/A : y : 7K= 9 : 1 : 0.1) ; 

NMR(CDCl3) : S 8.40(1H, s), 8.02(1H, d, J=8.0Hz), 7.71(1H, d, J=7.0Hz), 
7.51(2H. d, J=8.4Hz), 7.42(1H, t, J=7.0Hz), 7.36(1H, t, J=7.0Hz), 7.29-7.34(3H, 
m). 7.16(1H, d, J=7.0Hz), 6.95(1H, d, J=16.0Hz). 6.85(1H. d, J=16.0Hz), 
6.37(1H, br, t, J=6.6Hz), 3.32(2H, t, J=6.6Hz). 1.94(1H, m), 1.01(6H, d, 
20 J=6.6Hz)o 
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2' - ( (IE) -2- [4 - r 19 y y J^f-=-)\y) -4- ( (2 




1 QX-m^lfzit^'^ (560mg) (20ml) 

tt^iE-^vtia^^illiL/co (2 0ml) ^Sni. 1 ot:]-:i 

A : ^ : zK= 9 : 1 : 0.1^8 : 2 : 0.2) r-itfJL, TE^M^ 

^t-S^^B^^t^tl (0.41g) ^#^^0 

TLC:Rf 0.21 (^on>+;i/A : ^^y-;i/ :7K=8 : 2 :o.2) ; 

NMR(d6-DMS0) : 5 9.23(2H, s), 8.90(2H, s), 8.74(1H, t, J=6.2Hz), 8.34(1H, 

15 d, J=1.8Hz). 8.13(1H. dd, J=1.8, 8.0Hz), 7.85(1H, dd. J=1.8, 8.0Hz), 7.75(2H. d, 
J=8.8Hz). 7.54(2H, d, J=8.8Hz), 7.35-7.47(3H, m). 7.23-7.28(2H, m), 6.90(1H, d. 
J=16.2Hz), 3.46(3H, s), 3.13(2H, t, J=6.2Hz), 2.33(3H, s), 1.89(1H, m), 0.92(6H, 
d, J=6.6Hz)o 

20 mmM3 1 

2' - ( (IE) -2- (4 -7 5 vV 7x-;b) xx-^l') -2-k*7i 
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NH 



H2N 




o 



5 NMR(d6-DMSO) : d 9.60(2H, brs), 9.20(2H, brs), 7.88(1H, dd, J=1.5, 

8.0Hz), 7.84(1H, dd, J=1.5, 8.0Hz), 7.73(2H, d, J=8.5Hz), 7.60-7.40(2H, m). 
7.46(2H, d, J=8.5Hz), 7.36(2H, brt, J=8.0Hz), 7.30-7.14(2H, m), 7.24(1H, d, 
J=16.5Hz), 6.79(1H, d, J=16.5Hz), 3.58(3H, s)o 

10 '%mM 3 2 

2- (6- (4 -7 5 vV7i-;^:^;;^^^'^^;^) y y > - 7 - 

NH fi^^ 



15 ^- ^>v;Ux:^T;i^$r##^?!l4-##0!l5-*##^l 0 1 2^% 



TLCiRf 0.36 (i^antwui. : y : B^^= 1 0 : 2 : 1) ; 

NMR(CD30D) : 8 9.34(1H, s), 8.56(1H, d, J=6.0Hz), 8.26(1H, s), 
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8.04(1H, s). 8.00(1H, d. J=6.0Hz), 7.93(1H. dd. J=7 5Hz. 1.5Hz), 7.73(4H, s), 
7.64(1H, tdJ=7.5Hz, 1.5Hz). 7.52-7.43(2H. m), 3.61(3H. s)o 

'Mmm:^ :^-^mM3 3 (?) 

5 ^mm 2 7 -nmm 3 2 r^^ifziti^'^^^mm 1 9 1 mm<^m'^^^H 

2' - (1- (4 -T 5 vV 7a--;i/7 5 /) - 1 h 



O^CHg 




CH, 



TLC:Rf 0.48 (^'nnjfs;i/A : > ^y-;^ : g^^= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 7.92-7.83(lH, m), 7.72-7. 10(9H, m), 6.49-6.39(2H, m), 

4.97(0.4H, d, J=9.0Hz), 4.75(0.6H, d. J=7.5Hz), 3.57(3H, s), 1.69(3H, s), 
15 1.11(5.4H, s), 1.02(3.6H, s). 



^Mi^3 3 (1) 

2' - (1- (4 ->V7x-;u75 y) - 1 -y ^;b*;U/'<^^;i'y 
f-;i/) - 2 -t: 7x^;l/*;i^/-K>'K • t -yf^^UJ^J^r^l- 



H,N 



20 




0^CH3 

hcH3 
CH, ^ 
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TLC:Rf 0.65 (i:^Dn;^;i/A : ^i^y-zng^^^i 0 : 2 : 1) ; 

NMR(CD30D) : S 7.83(0. 4H, dd, J=8.0Hz, 1.5Hz), 7.65(0.6H, d, J=8.0Hz). 
7.56-7.08(9H, m), 6.50 and 6.37(2H, d, J=9.0Hz), 4.93 and 4.68(1H, s), 2.80 and 
2.71(3H, s), 1.91(3H, s), 1.32 and 1.27(9H, s)o 

5 

^mm 3 3(2) 

2' - (1- (4 -r ^ 7x^;l'7 5 y) - I - 'y7 J -2- 




10 TLC:Rf 0.48, o.55(^^^;^^;^A : ^ : g|i?= 1 0 : 2 : 

1) ; 

NMR(d6-DMS0) : S 7.85-7. 10(10H, m), 6.69 and 6.56(2H, d, J=9.0Hz), 
5.52-5.14(lH, m), 1.10 and 1.13(9H, s)o 

15 mm^ZZ (3) 

2' - (4 -T5 7 -4- ( {2 - :^^)\^-/u\£)V) 
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TLC:Rf 0.46 (^'nn.-hj^A : p( : ^=8 : 2 : 0.2) ; 

NMR(d6-DMS0) : S 12.85(1H, s), 9.33(2H, s), 9.05(2H, s), 8.72(1H, br.t, 
J=6.4Hz), 8.44(1H, d. J=1.8Hz), 8.11(1H, dd, J=1.8, 8.4Hz), 7.77(2H, d, 
5 J=8.8Hz), 7.63(1H, IH, d, J=7.2Hz), 7.39-7.55(6H, m). 3.13(2H, t, J=6.4Hz), 
2.35(3H, s), 1.89(1H, m), 0.92(6H, d, J=6.8Hz)o 

mn^d (4) 

2' - (4 -T ^ vV 7 x-^Pif--;!/) -2-\^y x.~)Vi] )U:^'yM- ^ 
10 ^)l^J^7.v-)l^ ■ 

NH 




TLC:Rf 0.37 (^nn.i.;i/A : > : S^^= 1 0 : 2 : 1 ) ; 

NMR(CDCl3) : S 11.6-9.00(4H, m), 7.90(1H, dd, J=2.0. 7.5Hz), 7.73(2H, d, 
J=8.0Hz), 7.54(1 H, brd, J=7.5Hz), 7.50-7.20(8H, m), 1.84(3H, s)o 

15 

^mis 3(5) 
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2 ' - ( (IE) - 2 - (4 -T ^ 7x-;b) J:-T--;1^) - 4 - ( (2 



5 TLClRf 0.39 (^'an;^;i/A : ^ : g^^= 1 0 : 2 : 1) ; 

NMR(d6-DMS0) I <J 12.78(1H, s), 9.30(2H, s), 9.09(2H, s), 8.75(1H, br.t, 

J=6.0Hz), 8.39(1H, s), 8.09(1H, d, J=8.0Hz), 7.87(1H, d, J=8.0Hz), 7.77(2H, d, 
J=8.8Hz), 7.51(2H, d, J=8.8Hz), 7.44(1H, t, J=8.0Hz), 7.35-7.4l(2H, m), 
7.26(1H, d, J=16.2Hz), 7.21(1H, d, J=8.0Hz), 6.93(1H, d, J=16.2Hz), 3.14(2H, t, 
10 J=6.0Hz), 2.38(3H, s), 1.90(1H, m), 0.92(6H, d, J=6.6Hz)o 

mi^M3 3 (6) 

2' - ( (IE) - 2- (4-7^ vV7i-;l') -2-lf7i 

NH rT^S 



• CF3COOH 

TLC:Rf 0.25 (^nn.-^;ixA : ^ : g^^^= 1 0 : 2 : 1) ; 




• CH3S03H 
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NMR(d6-DMS0) : o 9.60(2H, brs). 9.20{2H. brs). 7.88(1H. dd, J=1.5, 
8.0Hz), 7.84(1H. dd. J=1.5, 8.0Hz). 7.73(2H. d. J=8.5Hz). 7.60-7.40(2H, m). 
7.46(2H. d. J=8.5Hz), 7.36(2H, brU J=8.0Hz), 7.30-7. 14(2H. m). 7.24(1H. d, 
J=16.5Hz). 6.79(1H. d. J=16.5Hz)o 

5 

'^^{^S 3 (7) 

2 - (6- (4 -T ^ ->V7i-;U'7:?;p.'<-t^;u) -ry^y'J>-7-^ 




10 TLC:Rf 0.45 (S^S?-^f-;i' : ftK: 7R=3 : 1 : 1) ; 

N M R (dg-DMSO) : S 13.0-12.0(1H. broad). 10.91(1H, s), 9.71(1H, s), 
9.20(2H, brs), 8.94(2H, brs), 8.72(1H, d, J=6.0Hz), 8.49(1H, s), 8.38(1H, d. 
J=6.0Hz), 8.26(1H, s), 7.93(1H, dd. J=7.5Hz, 1.5Hz), 7.78(2H. d, J=9.0Hz), 
7.73(2H, d, J=9.0Hz), 7.63(1H, td, J=7.5Hz, 1.5Hz), 7.50(1H. td, J=7.5Hz, 
15 1.5Hz), 7.39(1H, dd. J=7.5Hz, 1.5Hz), 2.34(3H, s)o 

M^3 4-»t^3 4 (2) 

%mnzz-~%mi^ z (2) 'r^m^Ltii^^^^%mn 9 }imm<^^ 

20 

^ife^n 4 

2' - (1 - (4-T^ V y 7 ^=-)VT ^ y) - 1 V^'yi])V:Y:z^)V ;l 
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•HCI 



TLC:Rf 0.39 : 9 y ~)U I 0 : 2 : I) ; 

N M R (dg-DMSO) : S 12.6(1H, brs), 8.81(2H, brs), 8.55(2H, brs), 7.99- 
7.87(1H, m), 7.70-7. 10(9H, m), 6.52 and 6.47(2H, d, J=9.0Hz), 4.94 and 4.76(1H, 
5 d, J=7.0Hz), 3.55(3H, s)o 

^mU4 (1) 

2' - (1- (4 -7 5 vV7x-:i;u7 5 y) - 1 - ^ f-;i'* ;L'>'<^ ^ ;v ^ 




• CH3SO3H 



TLC:Rf 0.30 (^'nn.i^;PA : y 0 : 2 : 1) ; 

NMR(CD30D) : S 7.90(0. 4H, dd, J=8.0Hz, 2.0Hz), 7.74(0.6H, dd, J=8.0Hz, 

l.OHz). 7.54-7.08(9H, m), 6.48(0.8H, d, J=9.0Hz), 6.39(1.2H, d, J=9.0Hz), 
4.84(0.6H, s), 4.81(0.4H, s), 2.79(l.8H, s), 2.71(3H, s), 2.68(1. 2H, s)o 

■^mmsi (2) 

2' - (1- (4 -7 5 vV 7a:^;l/75 y) - 1 - V 7 7 ^ -2- 
Vf 7 X ^ ;i/ :^ )V y ^ ■ il^Jl 
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NH 



H2N 




•HCI 



TLC:Rf 0.28 (i:^nn.-^;i/A : 3^ : |t^^= 1 0 : 2 ; 1 ) ; 
NMR(CD30D): S 7.86-7. 11(10H, m), 6.61(2H, d, J=8.0Hz), 5.50 and 

5.43(1H, s)o 



^^^a 3 5 

2' - (1- (4 -7 5 y y 7x-;i/7 ^ y ) - 1 -:^;u*'^vy f-;u) - 
2 -e7i-;i':^;i/*'>^ • i^^^ 



10 mmM3 4'(:mmifzit^^immMi 9t\s]m<omm^Ht^tKx<o. 

tlc:R{ 0.09 (^nu4^;i/A : y ^^y-;!^ : g^^= 1 0 : 2 : 1) ; 

NMR(d6-DMS0) : S 13.8-11. 6(1H, broad), 8.81 and 8.87(2H. brs). 8.70(2H. 
brs), 7.95-7.86(lH, m), 7.65-7.30(7H, m), 7.25-7. 11(2H. m), 6.48 and 6.45(2H, d, 
15 J=8.5Hz), 4.83 and 4.65(1H, s)o 

mmm:^ 6-~mmi3 6(1) 
mmM3 3 (3) isiu"^^m3 3 {4) Tn^ifzit^^i'^m2 1 
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mm 3 6 

2' - (2- {4 -7 ^ y 7 -4- ( {2-/^Ji^^o 



TLC:Rf 0.46 (^nn.-^;i/A : ^^j'y-;!' :7K=7 : 3 :o.3) : 

NMR(d6-DMS0) : d 12.83(1H, s), 9.19(2H, s), 9.02(2H, s), 8.71(1H, br.t, 
J=6.8Hz), 8.35(1H, d, J=2.0Hz), 8.03(1H, dd. J=2.0, 8.0Hz), 7.64(2H, d, 
J=8.0Hz), 7.16-7.31(6H, m). 7.06(1H, d, J=8.0Hz), 3.12(2H, t, J=6.8Hz), 2.61- 
10 2.77(4H, m), 2.33(3H, s), 1.88(1H, m). 0.92(6H, d. J=7.0Hz)o 

^^^3 6 (1) 

2* - (2- (4 -r 5 vV7ai-;l/) - 2 - tf 7 i^;^:^ > 



• CH3COOH 

TLC : R f 0.42 i^tivt^jiA : ;< : B^®s= 1 0:2:1) 




• CH3SO3H 
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NMR(CDCl3) : 0 11.6-9.80(2H. m). 9.8()-X.(K)(,lH, m). 7.7y(lH, dd, J=2.0, 
7.5Hz), 7.59(2H. d. J=8.0Hz), 7.40-7.30(2H, m), 7.22-7. 10(5H. m), 7. 10-7.00(2H, 
m), 1.84(3H, s)o 

5 2 0 




%mn 1 6 mnn i e -^w^ l tz\t^m ^ft ^ ^) 4 - v 7 / > ->* ;b 

10 7*n5K^fflV\ 4 -T < vVT-'J >Oft;^:5fH:2 -7'n^7a.y-;l'^ 
fflv^^^„ ) -##^4-»##^5->##^l 4 ^[^^O^^^^tf'i^Tl^it 

L;'^. 2' - (4 -vT - 2 -e7i-;i'*;i^'-K>^ • 

;i^)V:x,7.T)V (2.14g) ^-v^f-^l^^l^^PAT ^ K (4 0ml) {^?§fSL. 
i^it^^^^yy ■ Qy^m^ (l.39mg) i5 X rmityj^mi- h ^ 2^ (6 2 
15 9mg) im^. ^fiXMB^r^m^L/Co R^-rl-^igf&^gt^J^-f-;!^ (1 0 
0ml) -e*f?L, tafa:t:^7K (5 Om i x 211]) -c^^l/co ^^l^M 

fy-? i - ('N^-y- y : g^g?a:f-;u= 3 : 1 ) T-ittlSL. i-t7 ^ K# 
(2.74g) ^|#/^o -^^^^T^m (2.74g) ^7-tf> (5 0ml) 
20 I. 3'>'^b^^;^ (1.94m 1 ) ^rgfi-CjljDx., mr^ML^>:„ 5t£>rl^?§ 
?iS^tSSL. Tlet/M^^t^^S^b^tl (3.42 g) ^||/Jo 
TLClRf 0.69 (^ nD.-^;i/A : ^ y-;L = 1 0 : 1 ) ; 
NMR(CDCl3) : d 8.01(2H, d, J=8.5Hz). 7.94(1H. dd. J=1.5, 7.5Hz), 7.58(1H, 
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dt, J=1.5, 7.5Hz), 7.44(1H, dt, J=1.5, 7.5Hz), 7.38(2H, d, J=8.5Hz), 7.4-7.25(5H, 
m), 7.09(1H, dt, J=1.5, 7.5Hz), 6.90(1H, br.d, J=7.5Hz), 5.07(2H, s), 3.60(3H, s), 
3.13(3H, s)o 



5 ^mm 3 7 

2' - (4 -7^ vV^>y;l't^v) - 2 - ti 7 a.-;i/:^;i'>t^'>^ • ^ ^ 




^^m2 oTmrnttzit^^ (3.23g) isxif^mry^^'yA (959 
10 rag) (5 0ml) ^mMi. immw^Lfzo EJBU^mm 

7^- (^nn.i^;i/A:^^y-;i/=io: i — ^:7^^.t^;^A:^5'y- 
;^: 1 0 : 2 :o.i) -cmt. rB%m^i-i>^^mit^^ (2.15 
g) intzo 

15 TLC:Rf 0.38 (^Do.-j^;!. : ^^y-;!/: g^g?= 1 0 : 1 : 0.2) ; 

NMR(d6-DMS0) : S 9.4-8.83(4H, br). 7.80(1H, dd. J=1.0, 8.0Hz), 7.73(2H, 

d, J=8.4Hz), 7.63(1H, dt, J=1.0, 8.0Hz), 7.48(1H, dt, J=1.0, 8.0Hz), 7.42(2H, d, 
J=8.4Hz), 7.4-7.25(2H, m). 7.21(1H, dd. J=1.0, 8.0Hz), 7.1-7.0(2H, m), 
5.15(2H, s), 3.52(3H, s)c 

20 

3 8 

2' - (4 -T5 vV'^>v;i/t^v) - 2 -kf 7i-;i/*;i/**>K • ^ 
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TLC:Rf 0.60 (iJ'nD.-^;uA : ^ ^'y-;!. : gl6l= 1 0 : 2 : 1) ; 

5 NMR(d6-DMS0) : S 12.46(1H, br.s), 9.24(2H, s), 8.91(2H, s), 7.82(1H. dd, 
J=1.0, 7.5Hz), 7.72(2H, d, J=8.4Hz), 7.58(1H, dt. J=1.0. 7.5Hz), 7.5-7. 4(1H, m), 
7.46(2H, d, J=8.4Hz), 7.35-7.25(2H, m), 7.18(1H, dd, J=1.0, 7.5Hz), 7.05- 
6.95(2H, m), 5.15(2H, s), 2.31(3H, s)o 

10 M^m 2 1 




2' - 2 -fc*7x^;i':^;i/.-^'>^ • ^ >v;i/xxf-^l^ (5 6 0 m 

15 g) ^ (1 0ml) iZ^mi. 7->* K h 'J ^ (810m 

•>jk*'J7A7|c?#fl£ (4ml) ^JPx, ^igLfco ^mi^f^J^^)l^^^^ 
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10 



= 2 : l-^'^o;^;^i. : ^ 9 y ~)i^= 1 0 : i) x-mm TititiM ^ 

;&t^M^b^tl ( 5 4 5 mg) ^|#/Jo 

TLC:Rf 0.08 (^^-9-:^ : ?tt;|K^f-^i^= 2 : i)o 
^-#M2 2 

2' - ( h V 7x-;^^ ■^^-'l-r h 7 V*-;!-- 5 - - 2 - t*7x:=.;b/; 



##^J2 1 T-i^jtL^c^b^t/ (5 4 5mg) ^J^'fb^^P> (10ml) 
i'^SML. hi;a^^;i'T?> (2.74m 1 ) ii<t r/h D 'j K (5 4 9 
mg) imi. ^r^-^immifzo (5 0 

ml) -cnmt. * (5 Omi) -^m^Uzo t^l ^4it«i?:h h U A 

: g^^aif-;p=8 : 1) Tffllgt. TlStfttli^^^t ^^Sft-^t/ (7 
1 3mg) infZo 

TLClRf 0.71 (^+-9-> : S^^xf-;i/=2 : l)o 
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mM 3 9 

2' - ( 4 -7 ^ vV 7 x-;i^* 1' -2 
NH 



[7- Vy v'-;i/- 5 - 




10 



• CH3SO3H 

TLC:Rf 0.35 (^an.i.;i/A : ^y-;i. : g^|g= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : S 10.32(1H, s), 9.14(2H, s), 8.80(2H, s), 7.71(2H, d, 
J=9.0Hz), 7.7-7. 45(6H, m). 7.63(2H, d, J=9.0Hz), 7.42(1H, dd, J=1.2, 7.5Hz), 
7.24(1H, dd, J=1.2, 7.5Hz). 4.2-3.5(lH, br), 2.32(3H, s)o 



#^^J 2 3 

.-tf-;u- 4 - 1 Kn^vy f-;i'- 2 - i: 7 x - ;P > ^ • 
15 r;i' 



389 




-2' -pf h^v^f-Jl':t^v*;l/^-K-ib-4 - t - rf-^l/v^i-il/v U 
2 -t* 7i-;l'*;i'pK>i? ■ ^ > v^i/oiT.xJi' (7 7 7 m 
g ) ^MtKt f7tKn7y>(10ml) . l.O h 7 7*-5^;U7 > 

^- .> A7;i/t7^ KWte7)c-r h 7 1 Kd77> (l.Om 1 ) ^fiS^linx, g 

10 ia-C2B#rBiM#t/^o Btic>?#?e[(i7K (10 0ml) iMl. mm.J-^)^r'i^ 
S8L?to^^^*7Ai^Dvh^-77Y- (n-^+-9-> : Wj^f-;^-2 : 

3) -cmmu i^iT<Df^^m^t^mmit^!^ (3 7 0mg) ^mzo 

T L C : R f 0.29 ( n -^^-9- > : 1 : 1 ) ; 

15 NM R(200MHa CDCI3) : S 8.02 (d, J=2.0Hz, IH), 7.81 (d, J=2.0Hz, IH), 7.65 
(dd, J=8.0,2.0Hz, IH), 7.54 (dd, J=8.0,2.0Hz, IH), 7.45-7.38 (m, 5H), 7.28-7.07 
(m, 7H), 6.78 (s, IH), 5.25 (s, 2H), 5.16 (d, J-6.0Hz, IH), 5.10(d, J=6.0Hz, IH), 
5.04 (s, 2H), 4.76 (s, 2H), 3.21 (s, 3H)o 



20 M^m 2 4 
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4 ' - '-O -y ^ V * ;l/ ;K- ;b 7 ^ y - 2 ' - A h ^'y ^^-y- )^ ^ > * ^L- 
;lx - 4 - ;i/ 5 ;b - 2 - If 7 i ;i/ * ;l/ ;K > ■ > V 7. r ;u 



+ n 'J K ( 1 2 0 // 1 ) (D^.is^i^it:^ 1" U > ( 5 m I ) 'Ml^. 

K (1 2 4;/ 1) ^- 7 sr-ejnx.. 1 O^ra^^'L/^o 
##^J 2 3-C^itL;^cfk^tl (3 7 0mg) 1- 
> (5ml) mUi. -TSlCTiJD^, mr^tlfl^L^Co hV 
10 x.^]V7^y (0.38ml) ^- 7 8 ICr-Jnx.. ^i^tlgiaT-lB^FBm^L/Co 
E«?8[t:-7 SICT* (5 0ml) 9^®?xf-;i.-C'Jf&aiL/co 

t/14^i^^t'2>^S<l:'&!^ (3 5 6 mg) ^Wzc 

TLC : R f 0.65 (n-^^^)-> : Si^i?x^;i.= 1 : 1) ; 

15 NMR(200MHz, CDCI3) : S 10.09 (s. IH). 8.53 (d, J=2.0Hz, IH). 8.04 (dd, 
J=8.0,2.0Ha IH), 7.86 (d. J=2.0Hz. IH). 7.71 (dd, J=8.0,2.0Hz, IH), 7.46-7.35 
(m, 5H), 7.26-7.24 (m, 4H), 7.17-7.08 (m, 3H), 6.75 (s, IH). 5.26 (s, 2H), 5.16 (d, 
J=6.4Hz. IH), 5.12 (d. J=6.4Hz, IH), 5.08 (s. 2H), 3.25 (s. 3H)o 

20 #^^2 5 



CHO 




O 



5 
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2- (2-'-^;i'5;i'-6 - ^ b^->-3-i;V v;^) ~5 - ( (i (S) - 



3 - b V "/^^I/XX- 2 -^-fl/? 6 b^vllV v> (2.45 g) , 
i3j:r;^2 - b 7;U:tn^f-;l/;?>;l/.-J..^;l/t^v- 5 - ((1 (R)-t- 

10 ^nm-^^^mtmnK^v^Lxm'kLtzo ) (2.35 g) 

;l/AT5 K (15ml) mm'-, mtmi) 0 0 Smg) . v^'ODt:;^ (b 
'J 7j:-;i/'i^;^7'f >) ^N'^v-:? (1 3 4mg) ^SDx, 110"C-C1 

15 b V'^A-e^^t^, iiSSL^to ^gt*7A^nvb^77^- (^ 

(2.02 g) 5:!#^Co 

TLC:Rfo.5i (^^-y-v : StSfi^^i^= 7 : 3) ; 

NMR (300 MHz, CDCI3) : 5 9.78 (s, IH), 8.49 and 8.46 (d, J - 2.0 Hz, IH), 
20 8.00 and 7.97 (dd, J = 8.0, 2.0 Hz, IH), 7.39 (d, J = 8.0 Hz. IH), 7.32-7.27 (m, 
4H), 7.19-7.12 (m, 2H), 6.87 (d, J = 8.0 Hz, IH), 6.63 (d, J = 9.6 Hz, IH), 5.08 (s, 




OCH3 



5 
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2H), 4.0f)-4.00(m, IH), 4.03 (s. 3H). 3.91 (dd. J = 10..S, 3.3 Hz. IH). 3.76 (dd, J 
= 10.5. 4.5 Hz, IH), 1.04 (s, 9H), 0.88 (s, 9H), 0.07 (s. 3H), 0.04 (s, 3H). 

^i^md 0 (1) - 4 0 (8 8) 

w\m'- Lxm'AL tzit^m^m^^xmm 5 3 ^%mm 4 1 i^^t: 

$^^4 0 (1) 

2- [4- (4 -7 < vV 7x-;i/*;i/M-^ ^ -3-t:'jv;i^] -5- 
[ (1, 2, 2 - h V "t^M^^^ ■ ^y'J 

15 xxr^l' 




TLC:Rf0.27 (^^ oD.t^^uA : ;< ^ y : s^K= 1 0 : 2 : 1 ) ; 

20 NMR (200MHz, CD3OD) : S 8.64 (IH. d, J=5.0Hz), 8.50 (IH, s), 8.39 (IH. d. 
J=2.0Hz), 8.00 (IH, dd, J=8.0Hz. 2.0Hz), 7.70 (4H, s). 7.61 (IH, d, J=5.0Hz), 
7.47 (IH. d, J=8.0Hz), 7.30-7.23 (3H, m). 7.23-7.13 (2H. m). 5.11 (2H, s), 4.05 
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(IH, q, J=7.0Hz), 1.16 (3H, d. J=7.()Hz), 0.96 (9H, s)o 
•^^mA 0(2) 

2- [2- (4 -T< i/V 7i-;i/*;l'M'^-'r-'l/) -e-^i^^l'-S-li'J 
5 v;i/] -5- [ (2 ->f-^i'7'oif;i') • ^ > v 



10 TLC:Rf0.49 (^nn.i^;i/A : ^ ^y-;n g^®j= 1 0 : 2 : 1 ) : 
NMR (300MHz, CD3OD) I S 8.52 (IH, d, J=2.0Hz), 8.03 (IH, dd, J=8.0Hz, 
2.0Hz). 7.85 (2H. d, J=9.0Hz), 7.76 (2H, d. J=9. OHz), 7.55 (IH, d, J=7.5Hz), 
7.43 (IH, d, J=7.5Hz), 7.32 (IH, d, J=8.0Hz), 7.27-7.16 (3H, m), 7.09-7.03 (2H, 
m), 5.04 (IH, brd, J=12Hz), 4.98 (IH, brd, J=12Hz), 3.23 (2H, d. J=7.0Hz), 2.64 

15 (3H, s), 2.03-1.88 (IH, m), 0.98 (6H, d, J=6.5Hz)o 

M^4 0 (3) 

2- [2- (4 -T^ v^y 7x^;i/*;l//-c^-f ;i/) _ 5 -y 3 - V 
-5- [ (1. 2, 2- h';>f-;L'yot:;u) -^jv/^^^)]^] 
20 • ^> v;L'iXy-;U 




CH3 
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CH3 



TLC:Rf0.51 (^nn.1^;i/A : ^ ^y-yi- : g^^- 1 0 : 2 : 1 ) ; 
NMR (300MHz, CD3CD) : d 8.48 (IH, d, J=2.0Hz), 8.00 (IH, dd, J=8.0Hz, 
5 2.0Hz), 7.85 (2H, d, J=9.0Hz), 7.76 (2H, d, J=9.0Hz), 7.56 (IH, d, J=8.0Hz), 
7.43 (IH, d, J=8.0Hz), 7.32 (IH. d, J=8.0Hz), 7.28-7. 16 (3H. m), 7. 10-7.06 (2H, 
m), 5.05 (IH, brd, J=12Hz), 4.98 (IH, brd, J=12Hz), 4. 10 (IH, q, J=7.0Hz), 2.64 
(3H, s), 1.20 (3H, d, J=7.0Hz). 1.00 (9H, s)o 

10 mmrnAo (4) 

2' - (4-T5->V7i::i;b*;i/>'<-t-<;i.) -4- (1, 1 -->Vf-;L'7' 



H 




15 
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TLC : R f 0.39 (^Dn*;i/A : ^ : 7K=8 : 2 : 0.1) ; 

NMR (300MHz, CD3OD): 5 8.21(d, J = 1.8 Hz, IH), 7.88 (dd, J = 7.8, 1.8 Hz, 
IH). 7.67 (d, J = 9.0 Hz, 2H), 7.68-7.64 (m, IH), 7.60 (d, J = 9.0 Hz, 2H), 7.56- 
7.46 (m, 2H), 7.39 (d, J = 7.8 Hz, IH), 7.28-7.24 (m, 4H), 7.16-7.13 (m, 2H), 
5 5.12 (s, 2H), 1.85 (q, J = 7.5 Hz, 2H), 1.38 (s, 6H), 0.88 (t, J = 7.5 Hz, 3H)o 

mmmA o (5) 

2' - (4 -7 5 ->V7i^;i/:^;bM'^^;l/) -4- [ (1 (S) -t-"/ 
10 ;i//i^'>'^ ■ ^>>'';i-J^Xr;i' 



TLC : Rf 0.37 i^nat^jiA : ^ 7 -71/ : 7K= 8 : 2 :o.i) ; 

NMR (200MHz, CD3OD): S 8.25 (d, J = 1.8 Hz, IH), 7.92 (dd, J = 8.0, 1.8 Hz, 
15 IH), 7.70-7.49 (m. 7H), 7.42 (d, J = 7.8 Ha IH), 7.29-7.25 (m, 4H), 7.18-7.15 (m, 
2H), 5.12 (s, 2H), 4.39 (dd. J = 11.4. 3.2 Hz. IH). 3.56 (s, 3H), 2.72 (dd, J = 14.6, 
3.2 Hz. IH), 2.53 (dd, J = 14.6, 1 1.4 Hz, IH), 0.97 (s. 9H)o 

^Mi0ll4 0 (6) 

20 2' - (4 vV 7x-;i/:^7;i//<^-f;i') -4- (2, 2-->'^f-;l/v 
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TLC:Rfo.75 (^'nu.-}^;ui. : ;< ^'y-;i/ : g^K= 1 0 : 2 : 1 ) ; 

5 NMR (d6-DMS0): S 10.65 (IH, s), 9.3-8.8 (3H, br), 8.21 (IH, d, J = 1.5 Hz), 
8.13 (IH, d, J = 9.0 Hz), 8.01 (IH, dd, J = 8.0, 1.5 Hz), 7.75 (4H, like s), 7.70 
(IH, dd, J = 8.0, 1.5 Hz), 7.6-7.5 (2H, m), 7.38 (IH, d, J = 8.0 Hz), 7.35-7.20 (4H, 
m), 7.10-7.00 (2H, m), 5.03 (2H, br.s), 3.79 (IH, m), 1.8-1.6 (IH, m), 1.6-1.3 
(4H, m), 1.4-1.2 (3H, m), 0.89 (3H. s), 0.83 (3H, s)o 

10 

mmm4 o (7) 

2' - (4-7? vV7x-;i'5^;u/<^^;i/) -4- (i vy'v^)i^- 

15 
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TLC:Rfo.4i (^^ nn.-^;vA : > 5- : 7K= 8 : 2 : 0.2) ; 

NMR (200MHz, CD3OD) I d 8.31 (d, J=2.0Hz, IH), 7.96 (dd, J=8.0,2.0H2, 
IH), 7.70-7.59 (m, 5H), 7.55-7.50 (m, 2H), 7.42 (d, J=8.0Ha 1H), 7.29-7.26 (m, 
5 4H), 7.18-7.13 (m, 2H), 5.14 (s, 2H), 3.72 (t, J=7.0Hz, IH), 1.95 (m, 2H), 0.95 (d, 
J=7.0Hz, 6H), 0.90 (d, J=7.0Hz, 6H)o 

mmm 4 0(8) 

2' - (4 -7 ^ vV 7x-;i/*;i'VN*-^-l';i') -4- [ (4, 4-v^f-;i' 
10 t^V7>-3 (S) -'f ^i') -2-i:7i-;i/*;v.-K>'^ • 




TLC : R f 0.31 (^nn.twPA : ^ 7 : 7K= 8 : 2 : o.i) ; 

15 NMR (200MHz, CD3OD): S 8.31 (d, J = 1.8 Hz. IH), 7.98 (dd, J = 8.0, 1.8 Hz, 
IH), 7.71-7.59 (m, 6H), 7.59-7.49 (m, 2H), 7.42 (d, J = 8.0 Hz, IH), 7.28-7.25 (m, 
3H), 7. 16-7. 1 1 (m, 2H), 5. 12 (s, 2H), 4.44 (dd, J = 7.4, 5.4 Hz, IH), 4.20 (dd, J = 
9.2, 7.4 Hz, IH), 3.72 (dd, J = 9.2, 5.4 Hz, IH), 3.63-3.53 (m, 2H), 1.16 (s, 3H), 
1.02 (s, 3H)o 

20 

^^ ^4 0 (9) 

2- [2- (4 -7 5 7j:.-;1/*;u^<-^^;u) - 3 - U v;^] - 5- 
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5 TLC:Rfo.62 nu.i^;i/A : > ^ / : 1 0 : 2 : 1 ) ; 

NMR (300 MHz, d6-DMS0) : S 10.98 (s, IH), 9.4-9.0 (br, 3H), 8.76 (br.t, J = 
6.6 Hz, IH), 8.70 (dd, J = 4.5, 1.8 Hz, IH), 8.42 (d, J = 1.8 Hz, IH), 8.11(dd. J = 
7.8, 1.8 Hz, IH), 7.93 (d. J = 8.7 Hz, 2H), 7.85-7.75 (m, IH), 7.79 (d, J = 8.7 Ha 
2H), 7.68 (dd, J = 7.8, 4.5 Hz, IH). 7.39 (d, J = 7.8 Hz, IH), 7.3-7.15 (m, 3H), 
10 7. 15-7.05 (m, 2H), 5.02 (s, 2H). 3.11 (t. J = 6.6 Hz, 2H), 1.87 (like septet, J = 6.6 
Hz, IH), 0.90 (d, J = 6.6 Hz, 6H)o 

M^4 0(10) 




2- [2- (4 -T^ vV 7i^;i/*;u>'N'^'i';i/) - 6 ^-'i'- 3 - 'J 
15 - 5- [ (3 - 1 Ka^v^^;i/- 2, 2 - -^^i^-Zn t:;l') )^ 
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TLC:Rf 0.44 (i^on.twi'A : > ^7-;i' : g^^= 1 0 : 2 : 1) ; 

NMR (300 MHz, CD3OD) : S 8.52 (d, J = 2.0 Hz, IH), 8.04 (dd, J = 8.0, 2.0 
5 Hz, IH), 7.85 (d, J = 9.0 Hz, 2H), 7.76 (d, J = 9.0 Hz, 2H). 7.56 (d, J = 8.0 Hz, 
IH), 7.43 (d, J = 8.0 Hz, IH), 7.33 (d, J = 8.0 Hz, IH). 7.27-7. 16 (m, 3H), 7.09- 
7.03 (m, 2H), 5.04 (d, J - 12 Hz, IH), 4.98 (d, J = 12Hz, IH), 3.34 (s, 2H), 3.33- 
3.30 (m, 2H), 2.64 (s, 3H), 0.96 (s, 6H)o 

10 ^mm 4 0 (11) 

2- [2- (4 -7 < 7x^;i-*;l'>'<^^;l') -3-\£^)-y)V] -5- 
[ (1, 2, 2 - h 'J ^^;i'7'nt:;i.) $l#®?-^>v;L' 
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TLC:Rfo.77 i^xjxjyi-^ji^A : ^ ^ y -)u \ 0 : 2 : 1) ; 

NMR (d6-DMS0): S 10.98 (IH, s), 9.3-8.8 (3H. br). 8.71 (IH, dd, J =4.2, 1.2 
5 Hz), 8.38 (IH, d, J = 1.2 Hz), 8.27 (IH, br.d, J = 9.0 Hz), 8.09 (IH, dd, J = 7.8. 
1.2 Hz), 7.93 (2H, d, J = 8.7 Hz), 7.8-7.75 (3H, m), 7.69 (IH, dd, J = 7.8, 4.2 Hz), 
7.38 (IH, d, J = 7.8 Hz), 7.3-7. 15 (3H. m), 7. 15-7.05 (2H, m). 5.03 (2H, s), 4.00 
(IH, m), 1.10 (3H, d, J = 6.4 Hz), 0.92 (9H, s)o 

10 mmm 4 o (12) 

2' - vV7i-;l/*;l/VN'^>r;i.) -4- [ (1 (R) , 2, 2 

- h V ^ f•;^7'a i;;i/) - 2 -if 7x-;i/:^;^#>|g • ^> 




15 
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T LC : R f 0.30 {^uut^)VA : ;< : 7K= 8 : 2 : o.i) ; 

NM R (200MHz, CD3OD): S 8.27 (d, J = 2.0 Hz, IH), 7.94 (dd, J = 8.2, 2.0 Hz, 
IH), 7.70-7.58 (m, 5H), 7.55-7.49 (m, 2H), 7.42 (d. J = 8.0 Hz, IH), 7.29-7.25 (m, 
4H), 7. 17-7. 12 (m, 2H), 5. 12 (s, 2H), 4. 10-3.99 (m, IH), 1. 15 (d, J = 7.0 Hz, 3H), 
5 0.95 (s, 9H)o 

$^^40 (1 3) 

2' - (4 -r ^ vV 7i-;i'*;i/^N*^^;i^) -4- [ (1 (S) , 2, 2 
10 v-;i/jc;?.r;i/ 



TLC : R f 0.30 (:?nn*;i/A : p« : 7K=8 : 2 : 0.1) ; 

NM R (200MHz. CD3OD): S 8.27 (d, J = 2.0 Hz, IH). 7.94 (dd, J = 8.2, 2.0 Hz, 
15 IH), 7.70-7.58 (m, 5H). 7.55-7.49 (m, 2H). 7.44 (d, J = 8.2 Hz, IH), 7.29-7.25 (m, 
4H), 7. 17-7. 12 (m, 2H), 5.13 (s, 2H), 4.10-3.99 (m, IH), 1. 15 (d, J = 6.8 Hz, 3H), 
0.95 (s, 9H)o 

0(14) 

20 2 - [2- (4-7 5vV7x-;l/;^;;i/M'^^;i/) - 6 - ^ 3 - 1: U 
v;i/] -5- [ (2, 2 -->Vf-;i'ypt:;i') $,|,#^ • ^ 



H2N 




402 



wo 99/41231 



PCT/JP99/00622 




TLCiRf 0.56 (^'na.-^;wA : ^^'y-;p:S^K=i 0 : 2 : 1) ; 

NM R (300 MHz, CD3CHD) : S 8.51 (d, J = 2.0 Hz, IH), 8.03 (dd, J = 8.0, 2.0 
5 Hz, IH), 7.85 (d, J = 9.0 Hz, 2H), 7.76 (d, J = 9.0 Hz, 2H). 7.55 (d, J = 7.8 Hz, 
IH), 7.43 (d, J - 7.8 Hz, IH), 7.33 (d, J = 8.0 Hz, IH), 7.28-7. 16 (m, 3H), 7.09- 
7.04 (m, 2H), 5.04 (d, J = 12 Hz, IH), 4.98 (d, J = 12 Hz, IH), 3.25 (s, 2H), 2.64 
(s, 3H), 0.99 (s, 9H)o 

10 mWiM 4 0 (15) 

2- [2- (4-7^ vV 7ji-;i/*;l'/N'-t-f;l') - 6 h+v- 3 - tf 
- 5- [ {2 U JU/^^-^ 
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OCH3 



TLClRf 0.58 (^nD*;i/A : ^ ^y-;t/ : g^i^- 1 0 : 2 : 1) ; 
NM R (300 MHz, CD3OD) I d 8.51 (d, J = 2.0 Hz, IH), 8.02 (dd, J = 8.0, 2.0 
5 Hz, IH), 7.83 (d, J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.54 (d, J = 8.4 Hz, 
IH), 7.31 (d, J = 8.0Hz, IH), 7.28-7.16 (m, 3H), 7.10-7.04 (m, 2H), 6.98 (d, J = 
8.4 Hz, IH), 5.07 (brd, J = 12 Hz, IH), 4.98 (brd, J = 12 Hz, IH), 4.06 (s, 3H), 
3.23 (d, J = 6.8 Hz, 2H), 2.03-1.88 (m, IH), 0.98 (d, J = 6.8 Hz, 6H)o 

10 M^J4 0 (1 6) 

2' - {A-Tl^y y y :jL~)Vfj ji') -4- il }• ^i/iJ 
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T LC : R f 0.40 (^DD.-^;i/A ; ;< ^ y : 7K= 8 : 2 : o.i) ; 

NM R (200MHz, CD3OD): d 8.30 (d, J = 1.8 Hz, IH), 7.97 (dd, J = 8.0, 1.8 Hz, 
5 IH), 7.70-7.62 (m, 5H), 7.55-7.48 (m, 2H), 7.41 (d, J = 7.6 Hz, IH), 7.28-7.22 (m, 
4H), 7.17-7.12 (m, 2H), 5.12 (s, 2H), 3.68 (s, 3H), 2.36-2.21 (m, 2H), 2.13-2.00 
(m. 2H), 1.86-1.75 (m. 4H)<, 

0 (1 7) 

10 2- [4- (4 -7 5 7x^;u:^;l'><^-f;i/) -3-^')9)i^] -5- 
[ (1 (S) -k KD^->p!f-;i'-2-y^;i-7'Db°;t/) $ 
. ^ > V 7. f - ;u 




15 TLC:Rf 0.22 (^^ DO'-^;^A g^K= 1 0 : 2 : 1) ; 

NMR (300 MHz. CD3OD): S 8.63 (d, J = 5.1 Hz. IH), 8.50 (d, J = 1.0 Hz, IH), 
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8.45 (d, J = 2.0 Hz, IH), 8.06 (dd, J = 8.0, 2.0 Hz, IH), 7.71 (d. J = 9.0 Hz, 2H), 
7.67 (d, J = 9.0 Hz, 2H), 7.60 (dd, J = 5. 1, 1.0 Hz, IH), 7.48 (d, J = 8.0 Hz, IH), 
7.30-7.26 (m, 3H), 7.20-7. 16 (m, 2H), 5. 14 (brd, J = 12 Hz, IH), 5.09 (brd, J = 12 
Hz, IH), 3.91 (ddd, J = 6.9, 6.6, 4.2 Hz, IH), 3.73 (dd, J = 11.4, 4.2 Hz, IH), 
5 3.65 (dd, J= 11.4, 6.6 Hz, IH), 2.05-1.94 (m, IH), 1.00 (d, J = 6.6 Hz, 3H), 0.96 
(d, J = 6.9 Hz, 3H)o 



^^fe^4 0(18) 

2- [2- (4 -7 5 ->V 7J:.-;^*;^/^'^'1';^) - 6 f-^i^- 3 - 1: 
10 -5- [ (1 (S) -li KD^v^f-;i/-2 ->f-;i^7'nk";i/) ij )i 




15 TLC:Rfo.43 (i!'DD.-^;i/A : ^ g^^= 1 0 : 2 : 1 ) ; 

NM R (300 MHz, CD3OD) : 8 8.54 (d, J = 2.0 Hz, IH), 8.05 (dd, J = 8.0. 
2.0 Hz, IH), 7.85 (d, J = 9.0 Hz, 2H), 7.76 (d, J - 9.0 Hz, 2H), 7.55 (d, J - 8.0 Hz, 
IH), 7.43 (d, J = 8.0 Hz, IH), 7.32 (d, J = 8.0 Hz, IH), 7.28-7. 16 (m, 3H), 7. 10- 
7.03 (m, 2H), 5.04 (brd, J = 12 Hz, IH), 4.98 (brd, J = 12 Hz, IH), 3.96 (ddd, J = 
20 6.9, 6.6, 4.2 Hz, lH),3.76(dd, J = 11.4, 4.2Hz, IH), 3.70(dd. J = 11.4, 6.6 Hz, 
IH), 2.64 (s, 3H), 2.09-1.93 (m, IH), 1.03 (d, J = 6.6 Hz, 3H), 1.00 (d, J = 6.9 Hz, 
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3H)o 

^M-mm 4 0 (19) 

2- [2- (4 -7 5 7x-;i/*;i//<^ -3-t:Vv;i^] -5- 
5 [ (1 (S) Kn^^rv^ f-;i/- 2 ^;U7'n ^ 
.^MM • ^> v-'l/XT.-f^l- 




10 NM R (d6-DMS0) : 6 10.97 (s, IH), 9.3-8.8 (br. 3H), 8.71 (dd, J = 4.4, 2.1 Hz, 
IH), 8.42 (d, J = 2. 1 Hz, IH), 8.28 (d, J = 9.6 Hz, IH), 8. 13 (dd, J = 8.0, 2. 1 Hz, 
IH), 7.94 (d. J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.8-7.7 (m, IH), 7.68 (dd, 
J = 8.0, 4.4 Hz, IH), 7.38 (d, J = 8.0 Hz, IH), 7.3-7.2 (m, 3H), 7. 15-7.0 (m, 2H), 
5.02 (s, 2H), 4.61 (t, J = 5.5 Hz, IH), 3.83 (m, IH). 3.53 (t, J = 5.5 Hz. 2H), 1.90 

15 (like sextet, J = 6.6 Hz, IH), 0.92 (d, J = 6.6 Hz, 3H), 0.88 (d, J = 6.6 Hz, 3H)o 

mmm 4 0 (2 0) 

2' - (4 -7 ^ i/V 7x-^;U:^/;u/<^^;i^) -4- [ ( 2 - / h ^ v Tt; ;P 

20 • ^> V/UXT.T^V' 
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T L c : R f 0.49 (^^ nD.-^;i/A : ^ ^ y : 7K= 8 : 2 : o.i) ; 

NM R (200MHz, CDCI3) : S 8.27 (d, J = 2.0 Hz, IH), 7.95 (dd, J = 8.0, 2.0 Hz, 
5 IH), 7.70-7.58 (m, 5H), 7.55-7.49 (m. 2H), 7.42 (d, J = 8.0 Hz, IH), 7.30-7.22 (m, 
4H), 7.17-7.12 (m, 2H), 5.12 (s, 2H), 3.64 (s, 3H), 3.52 (s, 2H), 1.21 (s, 6H)<, 

'^mm 4 0 (2 1) 

2- [2- (4 -75 7i-;l^*;l/M'^^;ix) - 5 - ^ ^Jb- 3 - tf' j 
10 -5- [ (1 (S) h^v;^?;i'/-K-;P-2-^f-;i'7'nt:;i') 




CH3 
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TLC : R f 0.71 {^vv7y.)ii. : ^9 ^~)\^: g1=?g= 10:2:1) ; 

NMR (300 MHz, CD3CX)) : 8 8.52 (d, J = 2.0 Hz, IH), 8.05 (dd, J = 8.0, 2.0 
Hz, IH), 7.85 (d, J = 9.0 Hz, 2H), 7.76 (d, J = 9.0 Hz, 2H), 7.56 (d. J = 8.0 Hz, 
IH), 7.43 (d, J = 8.0 Hz, IH), 7.33 (d, J = 8.0 Hz, IH), 7.26-7. 16 (m, 3H), 7. 10- 
5 7.06 (m, 2H), 5.04 (brd, J = 12 Hz, IH), 4.98 (brd, J = 12 Hz, IH), 4.52 (d, J = 6.9 
Hz, IH), 3.76 (s, 3H), 2.64 (s, 3H), 2.34-2.23 (m. IH), 1.06 (d, J = 6.3 Hz, 3H), 
1.04 (d, J = 6.6 Hz, 3H)o 

$^^14 0 (2 2 ) 

10 2- [4- (4 -7 5 vV7x::i;P*;Py<-^--f;u) -S-tf'jv;!/] - 5- 
[ (1 (S) f^v:^;i'>K-^;i'-2-^f-;i^7"nt:;i/) :^;i//<^ ^ 




15 TLC :Rf 0.63 (i^nn,-^7i/A : g^K- 1 0 : 2 : 1) ; 

NMR (300 MHz, CD3OD) : S 8.64 (d, J = 5.0 Hz. IH), 8.51 (s, IH), 8.44 (d, J 
= 2.0 Hz, IH), 8.06 (dd, J = 8.0, 2.0 Hz, IH). 7.71 (d, J = 9.0 Hz, 2H). 7.67 (d. J 
- 9.0 Hz, 2H). 7.60 (d. J = 5.0 Hz. IH), 7.49 (d, J = 8.0 Hz, IH). 7.30-7.24 (m, 
3H). 7.20-7. 14 (m, 2H), 5. 14 (brd, J = 12 Hz, IH). 5. 10 (brd, J = 12 Ha IH), 4.47 

20 (d, J = 7.0 Hz, IH). 3.74 (s, 3H), 2.31-2.19 (m, IH), 1.02 (d, J - 6.6 Hz, 3H), 
1.00 (d, J = 6.9 Hz, 3H)c 
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^m.m 4 0 ( 2 3) 

2' - (4 -7 ^ vV - 3 -^>v;l/t^v7i^;l/*;l/y^'^^^l/) -4- 
5 ;bjr.Xr;l' 




TLC:Rfo.3i (^nns^^wA : ^ ^^y-;!/ : 7K=8 : 2 : 0.2) ; 

10 NMR (200MHz, CD3OD) : S 8.34 (d, J = 2.0 Ha 1H), 7.98 (dd, J = 8.0, 2.0 
Hz, IH), 7.67 (dd. J = 8.0, 2.0 Hz, IH), 7.55-7.24 (m, 14H), 7.17-7.12 (m, 2H), 
7.01 (dd, J = 8.0,2.0 Hz, IH), 5. 12 (s, 2H), 5. 10 (s, 2H), 3. 18 (d, J = 7.0 Hz, 2H), 
1.91 (m, IH). 0.95 (d, J = 6.6 Hz, 6H)o 

15 ^1^4 0 (2 4) 

2' - (4 -T^ i/V-S -^>v;Pt^>'7i-;i':^?;i/^<'t^;i/) -4- 
(1, 2, 2 - h 'j y f-;l'7'ne;i/:*;l//N'^-f - 2 -tr7x-;i'*;l/** 
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TLC:Rf0.38 (i^ nD.1^;ui^ : p< ^ : 8 : 2 : 0.2) ; 
NMR (300 MHz, CD3OT)) : S 8.31 (d, J = 2.0 Hz, IH), 8.17 (br.d. J = 9.0 Hz, 
5 IH), 7.95 (dd, J = 8.0,2.0 Hz, IH), 7.66 (dd, J = 8.0,2.0 Hz, IH). 7.58 (d, J = 
2.0Hz, IH), 7.54-7.50 (m, 2H), 7.46 (d, J =8.0 Hz, IH), 7.43-7.31 (m, 5H), 7.29- 
7.24 (m, 4H), 7.15-7.12 (m, 2H), 7.02 (d, J = 8.0 Hz, IH), 5.10 (s, 4H), 
4.06 (m, IH), 1.16 (d, J = 7.0 Hz, 3H), 0.96 (s, 9H)o 

10 mmm 4 0 (2 5) 

2' - (4 -7 5 vV 7i-;l/:^Jl-/<-t^';U) -4- (1, 3-vp<f-;l^-/ 



H 




15 
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TLC:Rf0.30 (^nD.+ ;PA : : ;^-8 : 2 : 0.2) ; 

NMR (300 MHz, CD3OD) 15 8.30 (d, J - 2.0 Hz, IH), 7.95 (dd, J = 8.1, 2.0 
Hz, IH), 7.69-7.65 (m, 4H), 7.62-7.59 (m, 2H), 7.52 (m, 2H), 7.41 (d, J = 8.1 Hz, 
IH), 7.28-7.26 (m, 3H), 7. 17-7. 14 (m, 2H), 5. 13 (s, 2H), 4.22 (m, IH). 1.70-1.52 
5 (m, 2H), 1.25 (m, IH), 1.19 (d, J = 6.6 Hz, 3H), 0.93 (d, J = 6.6 Hz, 6H)o 

n.m 4 0 (2 6) 

2' - (4 -7 ^ y / 7i-;i/*;i'VN'-t^;i') -4- (2, 2-v.><f-;i/- 
1 (R) -i/':rxj^y^)]yij)i/'^^y( )V) - 2 -If 7i:::■;^*;^'■^'>^ • ^ 
10 > v;i/jnxT;i/ 




TLC:Rf0.50 (^nn;^;i/A : ^ ^J'y-;!/ : g^^= 1 0 : 2 : 1 ) ; 
NMR (300MHz, CD3OD) : S 8.28 (d, J = 1.8 Hz, IH), 7.95 (dd, J = 7.8, 1.8 
15 Hz, IH), 7.70-7.58 (m, 5H), 7.53 (td. J = 6.0, 1.8 Hz, IH), 7.50 (td, J = 6.0, 1.8 
Hz, IH). 7.41 (d, J = 7.8 Hz, IH), 7.30-7.22 (m, 4H), 7. 18-7. 12 (m, 2H), 5. 12 (s, 
2H), 4. 17 (q, J =7.8 Hz, IH), 2.08-1.98 (m, IH), 1.80-1.52 (m, 5H), 1.05 (s, 3H), 
0.93 (s, 3H)o 

20 mm 4 0 (2 7) 

2- [2- (4 -7^ vV 7x^;i/*;uyN'-^^;i/) -3-\£V9)l'] -5- 
[ (1 (S) 2 -^f-;i'7'oii;b) • 

412 




TLC : R f 0.73 i^vat^)UA : ^ ^'y-;u : 10:2:1) ; 

5 NMR (d6-DMS0) : S 10.40 (IH, br.s), 9.10 (3H, br.s), 8.97 (IH, br.s, J = 7.5 
Hz), 8.71 (IH, dd, J = 4.5, 1.5 Hz), 8.43 (IH, d, J = 1.5 Hz), 8.14 (IH, dd, J = 8.0, 
1.5 Hz), 7.94 (2H, d, J = 9.0 Hz), 7.78 (2H, d, J = 9.0 Hz), 7.8-7.7 (IH, m), 7.69 
(IH, dd, J = 7.5, 4.5 Hz), 7.41 (IH, d, J = 8.0 Hz), 7.4-7.3 (5H, m), 7.25-7.15 (3H, 
m), 7.15-7.05 (2H, m), 5.20 (IH, d, J= 12.6 Hz), 5.14 (IH, d, J= 12.6 Hz), 5.03 

10 (2H, s), 4.37 (IH, t, J = 7.5 Hz), 2.23 (IH, m), 0.99 (3H, d. J = 6.6 Hz), 0.94 (3H, 
d, J = 6.6 Hz)o 

jgMi^ 4 0 (2 8) 

2- [3- (4 -T ? ->V 7x:::;i/*;i'M*^^;i/) -2-7';;u] - 5- (2 
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TLC:Rfo.6i (^nn;^;bA : : g^|g= 1 0 : 2 : 1) ; 

NMR(300MHz, DMSO-de) : 3 8.38 (d, J = 2.0 Hz, IH), 8.04 (dd, J = 8.0, 2.0 
5 Hz, IH), 7.85 (d, J = 9.3 Hz, 2H), 7.76 (d, J = 9.3 Hz, 2H), 7.70 (d, J = 8.0 Hz, 
IH), 7.60 (d, J = 2. 1 Hz, IH), 7.27 (s, 5H), 7.02 (d, J = 2. 1 Hz, IH), 5. 15 (s, 2H), 
3.21 (d, J =6.9 Hz, 2H), 2.01-1.87 (m, IH), 0.97 (d, J = 6.6 Hz, 6H)o 



mmm 4 0 (2 9) 

10 2- [2- (4 -7^ vV 7i-;u*;i/y<^-f ;u) -3-f-J^-;i^] -5- 




15 TLC:Rf0.71 (^nn4^;i.A : ^ -;u : g^^= 1 0 : 2 : 1 ) ; 
NMR (300 MHz, DMS0-d6) : (5 8.35 (d, J = 1.8 Hz, IH), 8.01 (dd, J = 8.0, 1.8 
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Hz. IH), 7.70 (d, J = 9.0 Hz, 2H), 7.67 (d, J - 5.0 Hz, IH), 7.60 (d, J = 9.0 Hz, 
2H), 7.49 (d. J = 8.0 Hz. IH), 7.29-7.17 (m. 5H), 7.06 (d, J = 5.0 Hz, IH), 5.12 (s, 
2H), 3.20 (d, J = 6.9 Hz. 2H), 2.00-1.86 (m. IH), 0.96 (d, J = 6.6 Hz. 6H)o 

5 ^mn4 0(3 0) 

2' - {4 -7 ^ 'Jy y )i^^<^-^ }l) -4- [ i\ - y h ^iyi] )l 




10 

TLC:Rf0.40 (^nD.+ ;l/i. : g^^jn^^b : 7^=8 : 2 : 0.2) ; 
NM R(300 MHz, CD3OD) : S 8.32 (d. J = 2.0 Hz, IH), 7.96 (dd. J = 6.9, 2.0 Hz, 
2H), 7.68-7.66 (m, 3H), 7.62-7.58 (m, 2H), 7.53-7.50 (m, 2H), 7.42 (d, J = 7.8 Hz, 
IH), 7.28-7.25 (m, 3H), 7.17-7.13 (m, 2H), 5.13 (s, 2H), 3.70 (s, 3H), 1.55 (s, 
15 6H)o 

^/^M4 0 (3 1) 

2' - (4 -T < ->V 7jc^;t/*;i//<^^;u) -4- (1 (S) 
v-3 - / Ji^^^-i )v) -2 -\^-y jL-)Vij )it'y^ • ^y'j 

20 ;i/X7.T^l' 
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TLC:Rfo.40 (^'nn.-j.^i.A : s^^ji^;b : 7|c=8 : 2 : 0.2) ; 

NMR (300 MIz, DMSad6) : S 10.64 (s, IH), 9.12 (br, IH), 9.01 (d, J = 7.5 
5 Hz, IH), 8.87 (br, IH), 8.29 (d, J = 2. 1 Hz, IH), 8.07 (dd, J = 8. 1, 2. 1 Hz, IH), 
7.78-7.59 (m, 4H), 7.59 (m, IH), 7.55 (m, IH), 7.44 (d, J = 8.1 Hz, IH), 7.35- 
7.23 (m. 6H), 7.07-7.03 (m, 2H), 5.14 (s, 2H), 5.05 (s, 2H), 4.54 (m, IH), 1.84- 
1.50 (m, 3H), 0.92 (d, J = 6.3 Hz, 3H), 0.87 (d, J = 6.0 Hz, 3H)o 

10 ^^^4 0 (3 2) 

2- [2- (4 -7 5 vV7x-;^:^;^/^■^^;^) -3-ifiJv;i/] -5- 
(2, 2 -->Vf-;i'7'n i:f;i/:^;i/7\'^^;ix) • ^> v;1/jiXt-'1' 




15 
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T L C : R f 0.80 O u n -t )i- u : ^ 9 y' - )v : B^fig= 10:2:1) ; 

NMR (d6-DMS0) : d 10.98 (br.s. IH). 9.11 (br.s, 3H). 8.71 (dd, J = 4.5. 1.5 
Hz, IH), 8.65 (t, J = 6.3 Hz. IH), 8.42 (d, J = 1.5 Hz, IH). 8. 1 1 (dd, J = 8.0, 1.5 
Hz, IH), 7.93 (d, J = 9.0 Hz, 2H), 7.78 (d. J = 9.0 Hz, 2H), 7.85-7.75 (m, IH), 
5 7.68 (dd, J = 8.0,4.5 Hz, IH), 7.39 (d, J = 8.0 Hz, IH), 7.25-7. 15 (m, 3H), 7.15- 
7.05 (m. 2H), 5.03 (s. 2H). 3.14 (d, J = 6.3 Hz, 2H), 0.91 (s, 9H)o 

4 0 (3 3) 

2- [2- (4 -7^ ->V 7x^;U:^7;i'/<^^;u) - 6 - ^ h ^ v - 3 - k: 
10 - 5- (2. 2-V :^-J-lV-/u]d)Vi])V;^^^ )V) 




OCH3 



TLC:Rf 0.72 (^^nD;^;uA : ;< ^'y-;!/ : g^^= 1 0 : 2 : 1) ; 

15 NMR (300 MHz, DMSade) : 8 8.50 (d, J = 2.0 Hz, IH), 8.01 (dd, J = 8.0. 2.0 
Hz, IH), 7.83 (d, J = 9.3 Hz, 2H), 7.77 (d, J = 9.3 Hz, 2H), 7.55 (d, J = 8.3 Ha 
IH), 7.32 (d. J = 8.0 Hz, IH), 7.26-7. 16 (m, 3H), 7. 10-7.05 (m, 2H), 6.98 (d, J = 
8.3 Hz, IH), 5.07 (brd, J = 12 Hz, IH). 4.98 (brd. J = 12 Hz, IH), 4.06 (s, 3H), 
3.25 (s, 2H), 0.99 (s, 9H)o 

20 
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mmm 4 o (34) 



2' - {4~7<y>'y7ji-)l'ij)lJi^y()l) -4- {2, 2-'y/'f-)l- 
1 (S) -v^' n^>f-;i/^;b/\'^^;L.) - 2 - t: 7x-;i/:^j;i/4^>(t • 
> v;^J:.7>•r^^ 



TLC:Rf0.5 (^'nn;^;i/A : > ^^y-;!/ : g^^= 1 0 : 2 : 1 ) ; 

NMR (300MHz, CD3OD) I 6 8.28 (d, J = 1.8 Hz, IH), 7.95 (dd, J= 7.8, 1.8 
Hz, IH), 7.70-7.58 (m, 5H), 7.53 (td. J = 6.0, 1.8 Hz, IH), 7.50 (td, J = 6.0, 1.8 
10 Hz, 1H),7.41 (d, J = 7.8 Hz, IH), 7.30-7.22 (m, 4H), 7. 18-7. 12 (m, 2H), 5.12(s, 
2H), 4. 17 (q, J = 7.8 Hz, IH), 2.08-1.98 (m, IH), 1.80-1.52 (m, 5H), 1.05 (s, 3H), 
0.93 (s, 3H)o 

mmm^o (3 5) 

15 2- [3- (4 -7 5 vV 7x-;u*;^yN*^-f;i/) - 2 -f-j:--;i-] - 5- 




5 
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TLC:Rf0.51 (^5'nD.+ ;i/A gjH^= 1 0 : 2 : 1) ; 

NMR (300 MHz, d6-DMS0) : S 10.38 (s. IH), 9.3-8.9 (br, 3H), 8.65 (br.t, J = 
5 6.3 Hz, IH), 8.29(d, J = 1.8Hz, IH), 8.06 (dd. J = 8.1. 1.8 Hz, IH), 7.83 (d, J = 
9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.73 (d, J = 5.4 Hz, IH), 7.68 (d, J = 5.4 Hz, 
IH), 7.54 (d, J = 8. 1 Hz, IH), 7.3-7.2 (m, 3H), 7.2-7. 1 (m, 2H), 5.06 (s, 2H), 3. 12 
(d, J = 6.3 Hz, 2H), 0.90 (s, 9H)o 

10 mmmA o (3 6) 

2- [2- (4 -7 ^ vV 7i-;l'*;l/>'<'t-f ^V) -S-f-J^-.'b] -5- 
(2, 2 -v;^f-;l^7'o i;;i/*;i/^N'^'l';P) • ^> v^i'^^r 




15 

TLC : R f 0.44 (^nn;^;i.A : >t^'y-;i. : g^gj= 10:2:1) 
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NMR (200 MHz, d6-DMS0) : d 10.29 (s, IH), 9.07 (br.s, 3H), 8.59 (br.t, J = 
5.2 Hz, IH). 8.28(d, J = 1.8 Hz, IH), 8.06 (dd, J = 8.0, 1.8 Hz, IH), 7.85(d, J = 
5.2 Hz, IH), 7.77 (d, J = 9.6 Hz, 2H), 7.71 (d, J = 9.6 Hz, 2H), 7.47 (d, J = 8.0 Hz, 
IH), 7.3-7.2 (m. 3H), 7.2-7. 1 (m, 2H), 7. 15 (d, J = 5.2 Hz, IH), 5.08 (s, 2H), 3. 1 1 
5 (d, J = 6.2 Hz, 2H), 0.89 (s, 9H)o 

mmm 40 (37) 

2- [4- (4 -75 vV 7j:-;i/*;bA-^^;i/) -5- 




TLC:Rf0.60 (i^DD.i.;i/A :;jc=7 : 3 :o.3) ; 

NMR (200MHz, DMSad6) I $ 10.94 (brs, IH), 9.24 (br, 2H), 9.02 (br, 2H), 
15 8.76 (d, J = 4.4 Hz, IH), 8.16-8.57 (m, 2H), 8.35 (s, IH), 8.10 (d, J = 7.4 Hz, IH), 
7.77 (s, 3H), 7.69 (d, J = 4.4 Hz, IH), 7.49 (d. J = 8.0 Hz, IH), 7.28 (m, 3H). 
7.13 (m, 2H), 5.07 (s, 2H), 4.11 (d, J = 5.0 Hz, IH), 3.17 (d, J = 4.8 Hz, 2H), 
0.90 (s. 9H)o 

20 ^mm4 0 (3 8) 

2- [2- {4 -^y-yJl^^^i/ij )lyf-:=.jl7li/ y 7 )l) 
- 5 -^f-;l^-3 -f-J^-;l/] - 5- (2, 2 -i/;i^)Uy\J \£)Vi] jlM^ 

420 



wo 99/41231 

1' ) 'ic.t-t ^ • > >■ ''L' ^ ''^ 
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5 TLC: RfO.62 n n ^wl/ A : > 5^ / - 1 0 : 1 ) ; 

NMR (300MHz, CDCI3): (J 10.0-9.20 (br, IH), 8.35 (d, J = 1.8 Hz, IH), 7.95 
(dd, J = 8.0, 1.8 Hz, IH), 7.71 (d, J = 9.0 Hz, 2H), 7.60 (s, IH), 7.45-7.40 (m, 
3H), 7.40-7.25 (m, 7H), 7.25-7. 15 (m, 3H), 6.53 (s, IH), 6.60-6.00 (br, IH), 6.28 
(br.t, J = 6.0Hz, IH), 5.20 (s, 2H), 5.18 (s, 2H). 3.30 (d, J = 6.0 Hz, 2H), 2.47 (s, 

10 3H), 0.99 (s, 9H)o 

mmmA o (39) 

2' - {A-ri'J y'7 JL=.)Vi]iV;^^^iv) -4' -=.}-ti-A- (2, 
15 ;vx7.r;v 
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NO2 



TLC:Rfo.40 i^rivt^jiA : / 9 :A=8 : 2 -.0.2) ; 

NMR (300MHz, CD3OD) : d 8.45 (d, J=2.0Hz, IH), 8.37 (d. J=2.0Hz, IH), 
5 8.23 (dd, J=8.0,2.0Hz, IH), 8.02 (dd, J=8.0,2.0Hz, IH), 7.72 (d, J=9.0Hz, 2H), 
7.68 (d, J=9.0Hz, 2H), 7.48 (d, J=8.0Hz, IH), 7.43 (d, J=8.0Hz, IH), 7.23-7.19 
(m, 3H), 7.14-7.11 (m, 2H), 5.10(d, J=12.0Hz, IH), 5.05 (d, J=12.0Hz, IH), 3.22 
(s, 2H), 0.97 (s, 9H)o 

10 mm 4 0 (4 0) 

2-'[2- (4-75 vV7x^;P:^;i/yN*^>f;i') - 5 3 -7 V 
}\^] - 5- (2, 2 -vp«f•;^7'^t:;l/:^;^y^'^>f ;i.) ^J^^^-^^v^b 
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TLC:Rfo.6i : / 9 :f^m=i 0 : 2 : 1) ; 

NMR (200MHz. d6-DMS0) : S 13.38 (br.s, IH), 9.09 (br.s. 3H), 8.60 (t, J = 
5 6.2 Hz, IH). 8.34 (d, J = 1.6 Hz, IH), 8.03 (dd. J = 8.0. 1.6 Hz, IH), 7.92 (d, J = 
8.8 Hz, 2H), 7.78 (d, J = 8.8 Hz, 2H), 7.48 (d, J = 8.0 Hz, IH), 7.4-7.2 (m, 5H), 
6.42 (s, IH), 5.11 (s, 2H), 3.13 (d, J = 6.2 Hz, 2H), 2.42 (s, 3H), 0.91 (s, 9H)o 

^^.^4 0(41) 

10 2- [4- ( 4 -7 ^ ->V 7i-;i/*;i'A^ ^ - 2 1: U ^ v 
- 5- (2, 2-v^^;i/7'nt';i/*;L'y^-^^;p) • 




CH3 
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TLC:Rf0.71 (^nn;j^;i/A : : 1 0 : 2 : 1 ) ; 

NM R (300 MHz, CD3OD) : S 8.64 (s, IH), 8.57 (d, J = 2.0 Hz, IH), 8.08 (dd, J 
= 8.0, 2.0 Hz, IH), 7.89 (d, J =9.0 Hz, 2H), 7.78 (d, J =9.0 Hz, 2H), 7.40 (d, J = 
8.0 Hz, IH), 7.28-7.19 (m, 3H), 7.16-7.10 (m, 2H), 5.08 (brd, J = 12 Hz, IH), 
5 5.02 (brd, J = 12 Hz, IH), 3.25 (s, 2H), 2.80 (s, 3H), 0.99 (s, 9H)o 

mmm4o (42) 

2- [2- {4 -7 y }\^) - 6 f-;!^- 3 -l: V 

i/JU] -5- (1 (S) /•fj)Vt'-)i'-3-)^^)\^y^)\^i])i'^< 
10 ^ ^ ;u) . ^ > V ;i/ X x r 




TLC:Rf0.53 (^'nn*;UA : : g^iE- 1 0 : 1 :o.2) ; 

15 NMR (200MHz, CD3OD) : S 8.54 (d, J = 1.8 Hz, IH), 8.07 (dd, J = 8.2, 1.8 
Hz, IH), 7.85 (d, J = 9.0 Hz, 2H), 7.76 (d, J = 9.0 Hz, 2H), 7.56 (d, J = 8.2 Hz, 
IH). 7.43 (d, J = 8.2 Hz, IH), 7.33 (d, J = 8.2 Hz, IH). 7.25-7. 15 (m, 3H), 7.20- 
7.10(m, 2H), 5.13 (dd, J = 12.0, 4.8 Hz, IH), 5.01 (liked, 2H), 3.9-3.6 (m, 6H), 
3.60-3.40 (m, 2H), 2.64 (s, 3H), 1.90-1.70 (m, 2H), 1.70-1.50 (m, IH), 1.01 (d, J 

20 = 6.2 Hz, 3H), 1 .00 (d, J = 6.2 Hz, 3H)o 
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': m m 4 0 (4 3) 

-5- (1 (S) ^^>•^f■;^- 2, 2 -v \^Jii7 Ji 




CH3 



TLC : R f 0.50 {^uvt^)vi.: / ^ j-)i:7^=8 : 2 : 0.1) ; 

NMR (200MHz, CD3OD): S 8.50 (d, J = 1.8 Hz, IH), 8.03 (dd, J = 8.2, 1.8 Hz, 
10 IH), 7.85 (d, J = 8.6 Hz, 2H). 7.76 (d, J = 8.6 Hz, 2H), 7.56 (d. J = 8.0 Hz. IH), 
7.43 (d, J = 8.0 Hz, IH), 7.33 (d, J = 8.0Hz, IH), 7.26-7.16 (m, 3H), 7.09-7.04 
(m, 2H), 5.01 (d, J = 3.2 Hz, 2H), 4.20 (dd, J = 9.2, 4.0 Hz, IH). 3.72-3.50 (m, 
2H), 3.34 (s, 3H), 2.64 (s, 3H), 1.02 (s, 9H)o 

15 mmm 4 o (44) 

2- [2- (4 -7 ^ vV 7x^;^*;l//^••t^';^) -6-^h^v-3-i; 
';>^;u] -5- (1 (S) b^v;<f-;P- 2. 2 - v> ^^uyn 



425 




TLC : R f 0.45 {^uut^)lA I ^ y -;H 7K= 8 I 2 I O.l) ; 
NM R (200MHz, CD3OD): S 8.49 (d, J = 2.2 Hz, IH), 8.01 (dd, J = 8.0, 2.2 Hz, 
5 IH), 7.84 (d, J = 9.6 Hz, 2H), 7.76 (d, J = 9.6 Hz, 2H). 7.56 (d. J = 8.4 Hz, IH), 
7.32 (d, J = 8.2 Hz, IH), 7.26-7.14 (m, 3H), 7.11-7.06 (m, 2H), 6.99 (d, J = 8.6 
Hz, IH), 5.03 (d, J = 8.8 Hz, 2H), 4.21 (dd, J = 8.8, 3.6 Hz, IH), 3.68 (dd, J= 
10.4, 4.2 Hz, IH), 3.61-3.51 (m, IH), 3.34 (s, 3H), 1.02 (s, 9H)o 

10 mmm4 0 (4 5) 

2- [2- (4 -T^ vV 7x-;l/*;i/>'N'^-f ;i/) _ 6 - ^ 3 - 1: >; 
v;i'] -5- (2, 2 -vV^;l/yDlf;U;^-^v*;p.-K-;U) ^MMM ■ ^ 
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TLC : R f 0.38 (^nD;^;i/i. : ;< ^ y : 7K= 9 : 1 : 0 . i) ; 

NMR (200MHz, CD3OD) : S 8.72 (d, J = 2.0 Hz, IH), 8.23 (dd, J = 8.2, 2.0 
5 Hz, IH), 7.87 (dt, J = 9.2, 2.0 Hz, 2H), 7.78 (dt, J = 9.2, 2.0 H, 2H), 7.56 (d, J = 
8.2 Hz, IH), 7.44 (d, J = 8.2 Hz, IH), 7.37 (d. J = 8.2 Hz, IH), 7.26-7.16 (m, 3H), 
7. 10-7.06 (m, 2H). 4.98 (d, J = 11.2 Hz, IH). 4.94 (d, J = 11.2 Hz, IH). 4.08 (s, 
2H), 2.66 (s, 3H), 1.07 (s, 9H)o 

10 ^mm 4 0 (4 6) 

2- [2- (4-T^ vV-3-7;U:to7jL.x;U:^7;l//<-t-l';L') -6-^ 
f^;b-3 -t'U -5- (2, 2-v;i^)V/t3\i)l'i])U^<^^ ^ 
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CH3 



TLC : R f 0.37 {^uat^jiA : ^^y-;u :7K=8 : 2 :o.i) ; 

NMR (300MHz. d6-DMS0): d 9.22 (brs, 3H), 8.63 (t, J = 6.3 Hz, IH), 8.40 (d, 
5 J= 1.8 Hz, IH), 8.09 (dd, J = 7.8, 1.8 Hz, IH), 7.82 (dd, J = 13.5, 1.8 Hz, IH), 
7.72- 7.60 (m, 3H), 7.52 (d, J = 8. 1 Hz, IH). 7.36 (d, J = 8.1 Hz, IH), 7.28-7.20 
(m, 3H), 7. 12-7.08 (m, 2H), 5.03 (s, 2H), 3. 13 (d, J = 6.3 Hz, 2H), 2.64 (s, 3H), 
0.91 (s, 9H)o 

10 mmm4 0(47) 

4- [2- (4 -7^ yV7i-;^:^;^/^'^-f ;u) - 6 3 - 1° V 




CH3 
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T L C : R f 0.50 (^an.1^;UA : y - : 1 0 : 2 : 0.5) ; 
NMR (200 MHz, CD3OD) : 5 8.67 (d. J = 1.8 Hz, IH), 8. 18 (dd. J = 7.6, 1.8 
Hz, IH), 7.83-7.72 (m, 4H), 7.50-7.29 (m. 9H), 7.20-7.17 (m, 2H), 7.04-6.98 (m, 
5 2H), 5.38 (s. 2H), 4.97 (d, J = 4.0Hz, 2H), 2.62 (s, 3H)o 

^-mm4 0(4 8) 

2' - (4 -r ? vV 7j:-Ji/*;i//<-t Y ;u) -5' ~^y'y)Ut^'yfJ)\^ 
^'-;i/7^y-4- (2, 2 - vVf-;l'7'o ^ ;u) -2-b:7 

10 jL=.)\^i])U7t:y^-^y'yjvx.7.T)i 




TLC:Rfo.29 (^^nn.i^iUA : ;< : 7K=8 : 2 : 0.2) ; 

NMR (200 MHz, CD3OD): S 8.32 (d, J = 2.0 Hz, IH), 7.96 (dd, J = 8.0.2.0 Hz, 
15 IH), 7.70-7.58 (m, 6H), 7.46-7.35 (m, 6H), 7.23-7. 10 (m, 6H), 5.21 (s, 2H), 5. 13 
(s, 2H), 3.21 (s, 2H), 0.96 (s. 9H)o 

1glife^4 0 (4 9) 

2- [2- (4 -7 5 vV 7x^;l^:^;l^>'N'^ >f ;u) - 6 - ^ f-^l^- 3 - f 'J 
20 ->';i'] -5- (1, 1, 3, 3 -x ;<f-;b-/f-;i^:^j;P/<^'f ;u) 
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H 




CH3 



TLC:Rfo.64 (^oo^;i.i. : ^ : B^^= 1 0 : 2 : 1 ) ; 

NM R (300MHz, CD3OD): <5 8.40 (d, J = 1.8 Hz, IH), 7.92 (dd, J = 8.0, 1.8 Hz, 
5 IH), 7.84 (d, J = 9.0 Hz, 2H), 7.76 (d, J =9.0 Hz, 2H), 7.54(d, J= 8.0 Hz, IH), 
7.43 (d, J = 8.0 Hz. IH), 7.29 (d. J = 8.0 Hz, IH), 7.25-7.16 (m, 3H), 7.10-7.04 
(m, 2H), 5.04 (brd, J = 12 Hz, IH), 4.97 (brd, J = 12 Hz, 1H),2.64 (s, 3H), 2.00 (s, 
2H), 1.51 (s, 6H), 1.05 (s, 9H)o 

10 mmm 4 o (so) 

2- [2- (4 -T ? vV 7i-;i'*;i^>'N'^ >f - 5 -^^^i^- 3 - 1: U 
v;W] - 5- (2, 2 -y^^;i/^nii';i/;t;;i/yN'^>r;l') 
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TLC:Rfo.29 {i^aut^iVA : ;i 9 ^ ->\^ : -A=s : 2 :o.2) ; 

NM R (200MHz, CD3CD) : S 8.54 (d, J = 2.0 Hz, IH). 8.44 (d, J = 2.0 Hz, IH), 
5 8.05 (dd, J = 8.0,2.0 Hz, IH), 7.85 (d, J = 9.0 Hz, 2H), 7.75 (d, J = 9.0 Hz, 2H), 
7.49 (d, J = 2.0 Hz, IH), 7.34 (d, J = 8.0 Hz, IH), 7.24-7.18 (m, 3H), 7.11-7.06 
(m, 2H), 5.03 (s, 2H), 3.27 (s, 2H), 2.41 (s, 3H), 1.00 (s, 9H)o 

mniim 4 0 (51) 

10 2- [2- (4 -T^ ->V 7i-;^*;^>'^'^Y;^) - 6 h 3 -tf 
Vv^i'] - 5- [ [5- (1 -2, 2-->V^;Pv:^-^-9- 
y- 5-^)1^] )i^<'^^ • •^>v;^xx■r;^ 



H 




OCH3 
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TLC:Rfo.75 (^:'^p.-^;^A : ^ : (S^i?= 1 0 : 2 : 1) ; 

NMR (300 MHz, CD3OD): S 8.47 (d, J = 1.8Hz, IH), 7.98 (dd, J =7.8, 1.8 Hz, 
IH), 7.85-7.75 (m, 4H), 7.55 (d, J = 8. 1 Hz, IH), 7.31 (d, J = 8. 1 Hz, IH), 7.23- 
5 7.20 (m, 3H), 7.07 (d, J = 7.5 Hz, IH), 7.07 (d, J = 8.4 Hz, IH), 7.00 (d, J = 8.7 
Hz, IH), 5.02 (d, J = 13.4 Hz, 2H), 4.23 (d, J = 12.0 Hz, 2H), 4.07 (d, J = 12.0 Hz, 
2H), 4.06 (s, 3H), 2.50 (m, IH), 1.44 (s, 3H), 1.37 (s, 3H), 1.02 (d, J = 7.2 Hz, 
6H)o 

10 ^^^4 0 (5 2) 

2- [2- (4 -75 vV 7i-;^:^;i//N'^^;i/) - 6 h^v- 3 -if 
•Jv-'i'] -5- [1 (S) - (4 -J^ h + ->*;i/>i^*^;i/t+^f7*-;i/-2- 



TLC:Rfo.86 (^DD.-^;uA : ^ : g^^= 1 0 : 2 : 1 ) ; 

NMR (300 MHz, CD3OD) : S 8.55 (d, J = 2.0 Hz, IH), 8.50 (s, IH), 8.07 (dd, J 
= 8.0, 2.0 Hz, IH), 7.83 (d. J = 9.0 Hz, 2H). 7.77 (d, J = 9.0Hz, 2H), 7.55 (d, J = 
20 8.4 Hz, IH), 7.33 (d, J = 8.0 Hz, IH), 7.26-7.16 (m, 3H), 7.10-7.05 (m, 2H), 6.99 
(d, J = 8.4 Hz, IH), 5.45 (dd, J = 9.6. 6.3 Hz, IH), 5.02 (brd, J = 12 Hz, IH), 4.97 




15 



OCH3 
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(brd, J = 12 Hz, IH), 4.34 (q, J = 7.2 Hz, 2H), 4.06 (,s, 3H), 2.07-1.87 (m, 2H), 
1.83-1.68 (m, IH), 1.35 (t, J =7.2 Hz. 3H). 1.03 (d, J = 6.6 Hz. 3H), 1.01 (d, J = 
6.3 Hz, 3H)o 

5 ^WM 4 0 (5 3) 

2- [2- (4 -7 ^ vV Vi^;!/*;!/^^^^ - 6-^b + ->-3-li 
V'y}\^] - 5- [ (1 (S) -N-^>->';^t^->^;;^^<^ ^;t^) -3-^ 




OCH3 



TLC:Rfo.58 (^'oo.-^;i/A : :;jc=8 : 2 :o.2) ; 

NMR (300MHz, DMSad6): <J 10.55(s, IH), 9.10(br, 3H), 8.81 (d, J = 7.2 
Hz, IH), 8.45 (dd, J = 8.1, 1.5 Hz, IH), 7.90 (d, J = 9.0 Hz. 2H). 7.81 (d, J = 9.0 
15 Hz, 2H), 7.66 (d, J = 8.4 Hz, IH), 7.39-7.34 (m, 5H), 7.27-7. 19 (m, 3H), 7. 12- 
7.06 (m, 3H), 5.05 (s, 2H), 4.80 (s, 2H), 4.43 (m, IH), 4.08 (s. 3H). 1.80-1.60 (m. 
2H), 1.49 (m, IH). 0.90 (d. J = 6.3 Hz, 3H). 0.87 (d. J = 6.6 Hz. 3H)o 

^^^4 0 (.5 4) 
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2 - [ 2 - ( 4 - T ^ V / 7 i - ;l/ :^ ^ - 5 - h ^ v - 3 - b° 




OCH3 

5 

TLC:Rf0.47 (iJ' nn.l^;i.A : ^ : 8 : 2 : 0.2) ; 

NMR (200 MHz, CD3OD) : (5 8.05 (s, IH), 7.84 (d, J = 9.0 Hz, 2H), 7.77 (d, J 
= 9.0 Hz, 2H), 7.52 (d, J = 8.4 Hz, IH), 7.26-7.17 (m, 3H), 7.12 (s, IH), 7.09- 
7.04 (m, 2H), 6.98 (d, J = 8.4 Hz, IH), 5.04 (d, J = 12.0 Hz, IH), 4.95 (d, J = 12.0 
10 Hz, IH), 4.06 (s, 3H), 3.23 (s, 2H), 2.46 (s, 3H). 1.01 (s, 9H)o 

4 0 (5 5) 

4 - [2 - (4 -T $ V J y 3.~liV1j}]/n^^ )V) - 6 -> - tf 

15 
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OCH3 



TLC : R f 0.17 (^'UD.tJi/A : p< ^'y-^i' : 9 ; 1 : 0. 1) ; 

NMR (200 MHz, CD3OD) : $ 8.07 (d, J = 1.8 Ha 1H), 8.23 (dd, J = 8.0, 1.8 
5 Hz, IH), 7.84 (d, J = 9.4 Hz, 2H), 7.77 (d, J = 9.4 Hz, 2H), 7.54 (d, J = 8.4 Hz, 
IH), 7.50-7.32 (m, 5H), 7.26-7.14 (m, 3H), 7.09-7.04 (m. 2H), 6.99 (d, J = 8.4 Hz, 
IH), 5.42 (s, 2H), 5.05 (m, IH). 5.00 (m, IH), 4.07 (s, 3H)o 

4 0 (5 6) 

10 2- [2- {4-7^iyyfyj^=-)li])l^^<^^)ly) -6-^b^v-3-ti 
'Jv;^] - 5- (1 (S) -t Kn^->^f-;i/-3 -^f-;t'7*^;^*;l^^<^ 
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TLC:Rfo.58 (^^nn^^^uA : p« : 6^K= 1 0 : 2 : 1 ) ; 

NMR (300MHz, CD3C»): S 8.51 (d, J = 1.8 Hz, IH), 8.03 (dd, J = 8.0, 1.8 Hz, 
5 IH), 7.83(d, J = 9.0 Hz, 2H). 7.77 (d, J =9.0Hz, 2H), 7.55(d, J= 8.4Hz, IH), 
7.31 (d, J = 8.0 Hz, IH), 7.25-7.16 (m, 3H), 7.12-7.05 (m, 2H), 6.99 (d, J = 8.4 
Hz, IH), 5.07 (brd, J = 12 Hz, IH), 4.98 (brd, J = 12 Hz, IH), 4.32-4.22 (m, IH), 
4.06 (s, 3H), 3.61 (d, J = 5.7 Hz, 2H), 1.80-1.65 (m, IH), 1.65-1.40 (m, 2H), 0.98 
(d, J = 6.6 Hz, 6H)o 

10 

4 0 (5 7) 

2- [2- (4 -7 5 vV 7ji-;i'*;i//N'^-f -6->b^v-3-tf 
-5- [ (4, 4 -vV^;bt^V7 >-3 (S) 

15 
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HjN 




OCH3 



TLC:Rfo.70 (i? oD.-}^;bA : ^ : g^^- 1 0 : 2 : 1 ) ; 

NMR (300MHz, CD3CD): (5 8.50 (d, J = 1.8 Hz, IH), 8.02 (dd, J = 8.0, 1.8 Hz, 
5 IH), 7.83 (d, J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.55 (d, J = 8.4 Hz, IH), 
7.33 (d, J = 8.0 Hz, IH), 7.24-7.17 (m, 3H), 7.12-7.05 (m, 2H). 6.99 (d, J = 8.4 
Hz, IH). 5.07 (brd, J = 12 Hz, IH). 4.98 (brd, J = 12 Hz, 1H),4.48 (dd, J = 7.5, 
5.4 Hz, IH), 4.23 (dd, J = 9.3, 7.5 Hz, IH), 4.06 (s, 3H), 3.77 (dd, J = 9.3, 5.4 Hz, 
IH), 3.64 (d, J = 8.4 Hz, IH), 3.59 (d, J = 8.4 Hz, IH), 1.21 (s. 3H), 1.08 (s, 3H)o 

0 

^^^4 0 (5 8) 




2- [2- (4 -7 ^ vV 7i^;b*;i//<^^';u) -6-^h + >~3-t: 
V'J)V] -5- (1 (R) , 2, 2 - h 'j^^;i/7'otf;U:^;;UM'^^;i/) $ 
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TLC:Rfo.65 (^DD.-}s;i/A : : g^^= 1 0 : 2 : 1) ; 

NMR (300MHz, CD3OD): 5 8.46 (d, J = 1.8 Hz, IH), 7.99 (dd, J = 8.0, 1.8 Hz, 
5 IH), 7.83 (d, J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.55 (d, J = 8.4 Hz, IH), 
7.31 (d, J = 8.0 Hz, IH), 7.25-7.16 (m, 3H), 7.10-7.06 (m. 2H), 6.99 (d, J = 8.4 
Hz, IH), 5.07 (brd, J = 12 Hz, IH), 4.98 (brd, J = 12 Hz, IH), 4. 10 (q, J = 7.0 Hz, 
IH), 4.06 (s, 3H), 1.20 (d, J = 7.0 Hz, 3H), 1.00 (s, 9H)o 

10 mmM 4 0 (5 9) 

2- [2- {4 -7 S. 'J / 7 :r,-}Vi] )P) -6-^ -tf 

'Jv;^] -5- [ (1 (R) -2, 2-v^^;i'->^n^>f-;i/) *;t//<^ 
■< • ^ > V X X f - ;i/ 
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H2N 




N 
H 



OCH3 



TLC:Rfo.70 (^'nn.-^;PA : : g^®f= 1 0 : 2 : 1) ; 

NMR (300MHz, CD3C©): S 8.48 (d, J = 1.8 Hz, IH), 8.00 (dd, J = 8.0, 1.8 Hz, 
5 IH), 7.83 (d, J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.54 (d, J = 8.4 Hz, IH), 
7.31 (d, J = 8.0 Hz, IH), 7.26-7.16 (m, 3H), 7. 10-7.05 (m, 2H), 6.98 (d, J = 8.4 
Hz, IH), 5.07 (brd, J = 12 Hz, IH), 4.98 (brd, J = 12 Hz, IH), 4.21 (bit, J = 7.0 Hz, 
IH), 4.06 (s, 3H), 2.15-2.03 (m, IH), 1.84-1.54 (m, 5H), 1.09 (s, 3H), 0.98 (s, 
3H)o 



^^^J 4 0 (6 0) 



2- [2- i4-T<i//7^^)\yi])l^<^^ JV) -6-^h^v-3-Ii 

- 5- [ (1 (S) -;<^;^7^ 7 3 -^f-^i^r^;!') 



10 




15 



439 



wo 99/41231 



PCT/JP99/00622 




TLC:Rfo.38 (^Dn.i^;uA : p< : g^^= 1 0 : 2 : 1 ) ; 

NMR (300MHz, CD3OD) I S 8.60 (d, J = 1.8 Hz, IH), 8.12 (dd, J = 8.2, 1.8 
5 Hz, IH), 7.78 (d, J = 9. 1 Hz, 2H), 7.55 (d, J = 8.4 Hz, IH), 7.36 (d, J = 8.2 Hz, 
IH), 7.24-7.18 (m. 3H), 7.10-7.05 (m, 2H), 7.01 (d, J = 8.4 Hz. IH), 5.04 (d, J = 
8.2 Hz, 2H), 4.54 (m, IH), 4.07 (s, 3H), 2.76 (s, 3H), 1.80-1.64 (m, 2H), 1.40 (m, 
IH), 1.01 (d, J = 6.3 Hz, 3H), 0.99 (d. J = 6.6 Hz, 3H)o 

10 m n^ 0 (6 1) 

2- [2- (4 -T5 7 j:-;i/:^;;i//N'^^;l/) -6-^ 

'J'7;i/] -5- [ (4, 4 -y /■^)l-2 -t^Vt^yyy- 3 (S) - 
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OCH3 



TLC : R f 0.70 Du.+.;uA : ^ ^y-;u : g^^= 10:2:1) ; 

NMR (300MHz, CD3OD): S 8.57 (d, J = 1.8 Hz, IH), 8.09 (dd, J = 8.0, 1.8 Hz, 
5 IH), 7.83 (d, J = 9.0Hz, 2H), 7.77 (d, J =9.0 Hz, 2H), 7.56 (d, J= 8.4 Hz, IH), 
7.35 (d, J = 8.0 Hz, IH), 7.28-7.17 (m, 3H), 7. 10-7.04 (m, 2H), 6.99 (d, J = 8.4 
Hz, IH), 5.07 (brd, J = 12 Hz, IH), 5.00 (s, IH), 4.99 (brd. J = 12 Hz, IH), 4. 19 
(d, J = 9.0 Hz, IH), 4.14 (d, J = 9.0 Hz, IH), 1.27 (s, 3H), 1.12 (s, 3H)o 

10 ^mm4 0 (6 2) 

2- [2- (4 -7^ v^V 7i-;l'*;L'>'<^->f 71^) - 3 -f-J:--;!^] - 5- 

[ (1 (S) -T-fef-;!/:*- ^i/^ -f-;!^- 2 , 2 -vV f-;i-7'n ii;i/) ^ju^^ 
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T LC : R f 0.30 {i7avt^)UL, : ^9 : i o : i : 0.2) ; 

NMR (200 MHz, CDsOD): S 8.33 (d, J = 2.0Hz, IH), 7.99 (dd, J = 8.0, 2.0 Hz, 
IH), 7.71 (d, J = 9.2 Hz, 2H), 7.70-7.60 (m, IH), 7.62(d, J = 9.2 Hz, 2H), 7.49 (d, 
5 J = 8.0 Hz, IH), 7.30-7. 15 (m, 5H), 7.06 (d, J = 5.2 Hz, IH), 5. 13 (s, 2H), 4.46 
(dd, J == 10.4, 3.0 Hz, IH), 4.26 (dd, J = 10.4, 3.0 Hz, IH), 4.13 (t, J = 10.4 Hz, 
IH), 1.95 (s, 3H), 1.03 (s, 9H)o 

^l^i 4 0 (03) 

10 2- [2- (4 -7 5 vV 7x-;i^;?;;i//N'^-f ;u) -e-^h^y-3-\d 
^)'J)i^] -5- [ [4 -'^>v;^;^-^v'*;^?^'-;^-4 - (2-^f-;i^-2 




OCH3 

15 

TLC:Rfo.58 (i^D^.t^;^A : ^ ^y-;n 7K=8 : 2 : 0.1) ; 

NMR (300MHz, CD3OD): S 8.05 (d, J - 2.1 Hz, IH), 7.83 (d, J = 9.0 Hz, 2H), 
7.77 (d, J = 9.0 Hz, 2H), 7.61 (dd, J = 8. 1, 2. 1 Hz, IH), 7.55 (d, J = 8.4 Hz, IH), 
7.44-7.29 (m, 5H), 7.31 (d, J = 7.8 Hz, IH), 7.26-7.16 (m, 3H), 7.09-7.05 (m, 2H), 
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6.99 (d, J = 8.7 Hz. IH). 5.18 (s. 2H). 5.01 (d. J = 17.1 Hz. 2H). 4.80 (m. IH). 
4.67 (s, IHX 4.45-4. 30 (m. 2Hxl/2, each of rotamers). 4.06 (s, 3H), 3.80-3.70 (nv 
2Hxl/2, each of rotamers), 3.31-3.20 (m, 2Hxl/2, each of rotamers), 3. 10-3.00 (m, 
2Hxl/2, each of rotamers), 2.40 (m, 2H), 2.40-2.20 (m, 2Hxl/2, each of rotamers), 
5 2.20-2.10 (m, 2Hxl/2. each of rotamers), 1.62 (s, 3H), 1.62-1.50 (m, 2H)o 

^^.1^m 4 0 (6 4 ) 

2 - [2 - (4 - 7 5 vV7i-;i'*;i//';-t'l';u) - 6 - ^ h - 3 - 
- 5- [1 (S) - [N-^-;-;w-N- { \ -4 I y:^-J-)l) 7< 



TLC : R f 0.25 (^nn.toi/i. : gt^g?= 10:2:1) ; 

15 NMR (300 MHz, CD3OD) : S 8.52 and 8.49 (s. IH), 8.04 (m, IH), 7.84 (d, J = 
9.0 Hz, 2H), 7.79 (d, J = 9.0 Hz. 2H), 7.53 (d, J = 8.4 Hz, IH). 7.26-7.06 (m, 5H), 
7.00 (d, J = 8.4 Hz, IH), 5.08 (d, J = 12.6 Hz, IH), 4.97 (d, J = 12.6 Hz, IH), 
4.50 (m, IH), 4.07 (s, 3H), 3.64 (d, J = 6.9 Hz, 2H), 3.21 (s, 3H), 2.35 and 2.32 (s, 
3H), 1.99 (s, 3H). 1.90-1.62 (m, 2H). 1.41 (m, IH), 0.99 (m, 6H)o 




OCH3 



20 



443 



I 
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'UmW 4 0 (6 5) 

2' - (4-7 5->V7x::^;u*;i/yN'^^;b) -4' > v;UpJ-^->* ;i' 
t:-)VT ^ y - 4 - {I (R) , 2, 2- h ';^^;i/7°nt:;i/*;w/<^'i';u) 
- 2-\£y Ji=-)^-^ • •^^ v;i'j^;^r;i' 




TLC:Rfo.46 nn.-^;i/A : > : 7|c=8 : 2 : 0.2) ; 

NMR (200MHz, CDCI3) : d 8.25 (d, J=2.0Hz, IH), 8.15 (br.d, J=9.6Hz, IH), 
7.90 (dd, J=8.0,2.0Hz, IH), 7.81 (d, J=2.0Hz, IH), 7.67 (d, J=9.0Hz, 2H), 7.60 
10 (d, J=9.0Hz, 2H), 7.51-7.31 (m, 7H), 7.22-7.08 (m, 6H), 5.23 (s, 2H), 5.10 (s, 
2H), 4.05 (m, IH), 1.15 (d, J=7.0Hz, 3H), 0.94 (s, 9H)o 

^^f!l4 0 (6 6) 

2- [2- (4-7^ vV7i^;^*J^/^'^>^;^) - 6 h ^v- 3 - f 
15 -5- [1- (2, 2 -vp<^;pyutr;i^) -f Y yV-^i^- b 
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TLC:Rfo.48 {^titi^.)VA: /~)^:^m=\ 0 : \ -.0.2) ; 

NMR (300 MHz, CD3CD) : d 8.38 (d, J = 2.0 Hz, IH). 7.95 (dd, J = 8.0, 2.0 
5 Hz, IH), 7.85 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.62 (d, J = 8.4 Hz, 
IH), 7.48 (d, J = 8.0 Hz, IH), 7.3-7. 1 (m, 3H), 7. 15-7.05 (m, 2H), 7.01 (d, J = 8.4 
Hz, IH), 5.09 (d, J = 11.7 Hz, IH), 4.99 (d, J = 11.7 Hz, IH), 4.44 (s, 2H), 4.07 
(s, 3H), 0.90 (s, 9H)o 

10 mmmAO (6 7) 

2- [2- (4 -7? ->V 7i^;i'*;u^<^>f -G-^h^v-S-t: 
Vv;i'] -5- [ [1- ( 1 --f ^ yx-f ;i.) -4- (2 -^^;^7'ne;V) 
t: V > - 4 - ^ * ^l'/^'^ ^ -'I'] • ^ > ->';l/a:.;^ f 
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OCH3 



T L C : R f 0.87 (S^^a^-^;b : S^^ 1 7K= 3 : 1 : 1 ) ; 

NMR (300MHz, CD3OD): S 8.46 (d, J = 1.8 Hz, IH), 8.01 (dd. J = 8.1, 1.8 Hz, 
5 IH), 7.83 (d. J = 9.3 Hz, 2H), 7.78 (d, J = 9.3 Hz, 2H), 7.53 (d, J = 8.7 Hz, IH), 
7.33 (d, J = 8.1 Hz, IH), 7.25-7.17 (m, 3H), 7.08-7.05 (m, 2H), 6.99 (d, J = 8.7 
Hz, IH), 5.02 (d, J = 18.6 Hz, 2H), 4.06 (s, 3H), 3.96-3.84 (m, 2H), 3.59-3.37 (m, 
2H), 2.73-2.62 (m, 2H), 2.34 (s, 3H), 1.86-1.73 (m, 5H), 0.98 (d, J = 6.0 Hz, 6H)o 

10 4 0 (6 8) 

3- [2- (4 -7^ vV 7x-;i';^;;u/N*^'f -e-^h^v-S-if 
-6- [ (1 (R) . 2, ;<^)V'/v\d)i) ^ 



446 



wo 99/41231 



PCT/JP99/00622 




OCH3 



TLC: Rfo.30 i^tivt^}iA : ^ 9 J :7^=8 : 2 -.0.2) ; 

NMR (200 MHz, CD3OD): d 8.29 (d, J = 8.0 Hz. IH). 7.87 (d, J = 8.0 Hz, IH), 
5 7.85 (d, J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.61 (d, J = 8.4 Hz, IH). 7.28- 
7.17 (m, 3H), 7.09-7.04 (m, 2H), 7.02 (d, J = 8.4 Hz, IH), 5.20-4.94 (m, 2H), 
4.07 (s, 3H), 4.06 (m, IH). 1.24 (d, J = 7.0 Hz, 3H). 1.00 (s, 9H)o 

mmmAo (6 9) 

10 2- [2- (4-T5 vV7i-;u:^;i'M'^^;i^) -6-^h^v-3-ii 
y - 5 - ( t -7'f-;u*;i'^N'-t^;u) ?c,i.#S? • ^> v;i'J^7.-r;i^ 



H 




OCH3 
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TL c : R f 0.40 (i^'UDj^^i/A : \ gj;i?= 10:1: 0.5) ; 

NMR (200 MHz, CD3OD) : 8 8.41 (d, J = 1.8 Hz, IH), 7.93 (dd, J = 8.4, 1.8 
Hz, IH), 7.83 (d, J = 9.0Hz, 2H), 7.82(d, J = 9.0 Hz, 2H), 7.53(d, J = 8.4 Hz, 
IH), 7.27 (d, J = 8.4 Hz, IH), 7.20-7.04 (m, 5H), 6.97 (d, J = 8.4 Hz, IH), 5.01 (d, 
5 J = 8.2 Hz, 2H), 4.06 (s, 3H), 1.48 (s, 9H)o 

'^m\ 4 0 (7 0) 

2- [2- (4 -T 5 ->V 7i-::-;L':^;;l'^<-t'l';l/) - 6 b^v- 3 -tf 
Uv;!/] -5- (2. 2, 2 - h 'J nna:^;i/^;u/^^^;l/) • 
10 ^yV)\^:L7.y-)\' 




OCH3 



TLC : R f 0.25 (i>nn;j^;i/A : ^ : B^^= i 0 : 1 : 0.5) ; 

NMR (300 MHz, CD3OD): 8 8.57 (d, J = 1.8 Hz, IH), 8.08 (dd,J =7.8, 1.8 Hz, 
15 IH), 7.83 (d, J = 9.0Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.56 (d, J = 8.4 Hz, IH), 
7.36 (d, J = 7.8 Hz, IH). 7.25-7.07 (m, 6H), 7.00 (d, J = 8.4 Hz, IH), 5.03 (d, J = 
17.7 Hz, 2H), 4.49 (s, 2H), 4.07 (s, 3H)<, 

4 0 (71) 

20 2 - [3- \ V f 1 )\^) -2-f-a:.-;l'] -6- 

(t --f^)\^-n)\^><^^)\') - 2 -vf ') v>*;i/4^>Bt • ^>v;^J^7>■f -'I' 
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H 




TLC:Rfo.30 (^aD.i^;i/i. : ;<^y-;b : 7K=8 : 2 :o.2) ; 

5 NMR (300 MHz, CD3OD): .5 8.23 (d, J = 8.0 Hz, IH), 8.04 (d, J = 8.0 Hz, IH), 
7.79 (d, J = 9.0 Hz, 2H), 7.74 (d, J = 9.0 Hz. 2H), 7.59 (d. J = 5.4 Hz, IH), 7.52 
(d, J = 5.4 Hz, IH), 7.25-7.21 (m, 3H), 7. 16-7. 13 (m, 2H), 5.13(s, 2H), 1.48 (s, 
9H)o 

10 ^1^M 4 0 (7 2) 

2- [2- (4 -7^ ->V 7x-;i/*;i/^<^^;i') -6-p(h^v-3-e' 
•Jv;W] - 5- (2, 2, 2 - b >; 7;l'i-nx^;l/*;UM'^>r;l') • 

H 




OCH3 



15 
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TLC:Rf0.41 (^^ nn.t^l'A : ^ ^ y : ^= 8 : 2 : 0.2) ; 
NMR (300 MHz, CD3CX)) : S 8.56 (d, J = 1.8 Hz, IH), 8.06 (dd, J = 8. 1, 1.8 
Hz, IH), 7.83 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.54 (d, J = 8.7 Hz, 
IH), 7.35 (d, J = 8.1 Hz, IH), 7.25-7.17 (m, 3H). 7.07 (d. J = 8.7 Hz, IH), 6.99 (d, 
5 J = 8.7 Hz, IH), 5.07 (d, J = 11.7 Hz, IH), 4.99 (d, J = 11.7 Hz, IH), 4. 13 (q, J = 
9.3 Hz, 2H), 4.07 (s. 3H)o 

mmm 4 0 (7 3) 

2- [2- [ (2-75 vVll'J ^ v>-5--f;l') -6- 
10 ^ b^v- 3 -11 V vJi^] - 5 - (2, 2-v^^;i^7'nti;i/*;l'/-^-^^;i/) 



TLC : R f 0.57 i^vvt^jvA : ^ : 1 0:2:1) ; 

15 NMR (300MHz, d6-DMS0) : S 11.05-10.85 (br, IH), 9.45 (br.s, 3H), 9.30 (s, 
2H). 8.61 (t, J = 6.6 Hz, IH), 8.40 (d, J = 1.8 Hz, IH), 8.09 (dd, J = 7.8, 1.8 Hz, 
IH), 7.69 (d, J = 8.7 Hz, IH), 7.38 (d, J =7.8 Hz, IH), 7.30-7.15 (m, 3H), 7.20- 
7.05 (m, 3H), 5.05 (s, 2H), 4.09 (s, 3H), 3.13 (d, J = 6.6 Hz, 2H), 0.97 (s, 9H)o 

20 4 0 (7 4) 




OCH3 



450 
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2 - [ 2 - ( 4 - T :i ->V 7 X - * ;u/N'^ ^ - fi - h ^ v - 3 - vi 
Vv^v] -5- [ [1 (S) - (2 -^>v;^t^>':^;^'^'■=■;^T = 




OCH3 



TLC:Rf0.32 nn7^;l-A : ^ ^ ; ;7K= 8 : 2 : 0.2) ; 

NM R (300 MHz, CD3OD): S 8.51 (d, J = 2.0 Hz, IH), 8.02 (dd, J = 8.0,2.0 Hz, 
IH), 7.83 (d, J = 9.0 Ha 2H), 7.76 (d. J = 9.0 Hz, 2H:k 7.54 (d, J = 8.0 Hz, IH), 
10 7.33-7.16 (m, 9H), 7.09-7.06 (m, 2H), 6.99 (d, J= 8.0Hz, IH), 5.15-5.00 (m, 4H), 
4.27 (m, IH), 4.06 (s, 3H), 3.34-3.07 (m, 2H), 1.85-1.30 (m, 5H), 0.95 (d, J = 6,3 
Hz, 6H)o 

mmm4 0 (7 5) 

15 2- [2- (4 -75 ->V 7i-;W*;l'^<^'f ;U) -6-^ h^v-S-b* 
'jy^l^l -5- [ (2, 2 -vxf-;i/7'f-;l'^^v) *;u/<^-f;i'] 
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OCH3 



TLC : R f 0.54 {^vtit^)iA : : 7tc=8 : 2 : 0.2) ; 

NM R (200 MHz, CD3OD) : d 8.68 (d, J = 1.8 Hz, IH), 8.19 (d, J = 8.0, 1.8 Hz, 
5 IH), 7.85 (d, J = 8.8 Hz, 2H), 7.77 (d, J =8.8 Hz, 2H), 7.56 (d. J= 8.6 Hz, IH), 
7.36 (d, J = 8.0 Hz, IH), 7.28-7.18 (m, 3H), 7.13-7.08 (m, 2H), 6.99 (d, J = 8.6 
Hz, IH), 5.09 (d, J = 12.0 Hz, IH), 4.97 (d, J = 12.0 Hz, IH), 4.16 (s. 2H), 4.08 
(s, 3H), 1.43 (q, J = 7.6 Hz, 6H), 0.88 (t, J = 7.6 Hz, 9H)o 

10 mmMA 0(7 6) 

2- [2- {4-7 s^i^yy x.=.)Ui]jUy^^-i )V) -6-;^ -H* 
'jv;!/] -5- [ (2, 2 -'>V^;i/-3-t Ko^vyn t°;i/) 
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OCH3 



TLC : R f 0.29 i^vut^iiA : > ^y-;u : 7K=8 : 2 : 0.1) ; 

NM R (200MHz, CD3OD): .5 8.51 (d. J = 2.0 Hz, IH), 8.03 (dd, J = 8.0, 2.0 Hz, 
5 lH),7.84(d, J = 9.2 Hz, 2H), 7.76 (d, J =9.2 Hz, 2H), 7.55 (d, J = 8.4 Hz, IH), 
7.33 (d, J = 8.0 Hz, IH), 7.23-7.17 (m, 3H), 7.10-7.05 (m, 2H), 6.99 (d, J = 8.4 
Hz, IH), 5.03 (d, J = 8.8 Hz, 2H), 4.06 (s, 3H), 3.34-3.28 (m, 4H), 0.96 (s, 6H)o 

mmm 4 0 (7 7) 

10 2- [2- (4 -7 5 vV 7 ji-;i/*;i/^N'^^ -6-^h^v-3-li 
Vv^i'] -5- [ (2, 2 -vJ^f-;^^^;!^) )\^] S,t#^ • 




OCH3 
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T L C : R f 0.56 nD4^;L'A : > ^ y - : 7K= 8 : 2 : 0.2) ; 

NMR (300 MHz, CD3OD) : d 8.45 (d, J = 1.8 Hz. IH), 7.97 (dd, J = 8.1, 1.8 
Hz, IH), 7.83 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.53 (d, J = 8.4 Hz, 
5 IH), 7.31 (d, J = 8. 1 Hz, IH), 7.25-7. 17 (m, 3H), 7.09-7.07 (m, 2H), 6.98 (d, J = 
8.4 Hz, IH), 5.07 (d, J = 11.4 Hz, IH), 4.97 (d, J = 11.4 Hz, IH), 4.06 (s, 3H), 
3.35 (s, 2H), 1.33 (q, J = 7.5 Hz, 6H), 0.88 (t, J = 7.5 Hz, 9H)o 

mm 4 0 (7 8) 

10 2- [2- (4 -r ^ vV 7i-;P:?7;u^N'*^;i/) - 6 h ^v- 3 - 1; 
'Jv;i'] - 5- [ ( ( 1 -li Ko^v^ i/^u-f^)V^^)l) i])VA 




OCH3 



15 TLC : R f 0.30 (^nn.i^;i/A : y :7K=8 : 2 :o.i) ; 

NMR (300MHz, CDsCD): S 8.50 (d, J = 1.8 Hz, IH), 8.01 (dd, J = 7.8, 1.8 Hz, 
IH), 7.83 (d, J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.54 (dd, J = 8.4, 1.8 Hz, 
IH), 7.32 (d, J = 7.8 Hz, IH), 7.24-7. 17 (m, 3H), 7.08-7.06 (m, 2H), 6.99 (dd, J = 
8.4, 1.8 Hz, IH), 5.02 (brd, J = 16.5 Hz, 2H), 4.06 (s, 3H), 3.57 (s, 2H), 3.56 (s, 

20 2H), 1.93-1.82 (m, 6H)o 
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:iF.iikm4 0 I' 7 9) 

2 _ [ 2 - ( 4 - 7 ^ vy 7i-;l'* - 6 - y h ^ V - 3 - 




OCH3 



TLC : R f 0.31 {^uu^^)Vh : y ^'y-;!/ : zK=8 : 2 :o.i) ; 

NMR (300MHz, CD3OD): 5 8.50 (d, J = 1.8 Hz, IH), 8.01 (dd, J = 8.1, 1.8 Hz, 
10 IH), 7.83 (d, J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.55 (d. J = 8.4 Hz, IH), 
7.33 (d, J = 8.1 Hz, IH), 7.24-7.17 (m, 3H), 7.08-7.06 (m, 2H), 6.99 (d, J = 8.4 
Hz, IH), 5.02 (br d, J = 17.4 Hz, 2H), 4.06 (s, 3H), 3.36 (s. 2H), 3.35 (s, 2H), 
1.35 (septet, J = 7.5 Hz, 4H), 0.90 (t, J = 7.5 Hz, 6H)o 

15 -^mm 4 0 (8 0) 

2- [2- {A-TIV J-7 :c--)V-f})V^<^4 -6-^ h^->-3-H' 
Uv;!/] - 5- [ ( (1 Kn + v^-^ji/) ^y^u^y^)V/^)V) 
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OCHg 



TLC : R f 0.28 i^vxJt^jvA : ^ 7K=8 : 2 : o.i) ; 

NMR (300MHz, 0)300): 5 8.50 (d, J = 1.8 Hz, IH), 8.02 (dd. J = 8.1, 1.8 Hz, 
5 IH). 7.83 (d, J = 9.3 Hz, 2H), 7.77 (d, J = 9.3 Hz, 2H), 7.54 (d, J = 8.4 Hz. IH), 
7.33 (d, J = 8.1 Hz, IH), 7.25-7.16 (m, 3H), 7.09-7.06 (m, 2H), 6.99 (d, J = 8.4 
Hz, IH), 5.02 (d, J = 16.8 Hz, 2H), 4.06 (s, 3H), 3.44 (s, 2H), 3.39 (s, 2H), 1.80- 
1.60 (m, 4H), 1.60-1.40 (m, 2H)o 

10 ^mm4 0(8 1) 

2- [2- (4-7? vV7x.^;i'*;i/y^^^;U) -6->h^v-3-t' 
-5- [ (2 -ynif;!/- 2 Ko^v^-f-;i'--<^'f-;k) 
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OCH3 



TLC : R f 0.60 i^vv^^iiA : y ^y-;n M= 10:2:1) ; 

NMR (300 MHz. CD3OD): 5 8.49 (d, J = 1.8 Hz, IH). 8.00 (ddj = 8.1. 1.8 Hz, 
5 IH), 7.85-7.75 (m, 4H). 7.55 (d, J = 8.7 Hz. IH), 7.32 (d, J = 8. 1 Hz. IH), 7.23- 
7.20 (m, 3H), 7.09-7.06 (iti, 2H), 6.99 (d, J = 8.7 Hz. IH), 5.02 (d, J = 17.4 Hz. 
2H), 4.06 (s. 3H), 3.60 (m. IH), 3.39-3.25 (m. 3H), 1.40-1.20 (m, 8H), 0.93 (t, J 
= 6.9 Hz, 6H)o 

10 ^Irfe01l4 0 (8 2) 

2- [2- (4 -7 5 7x^;l/*;l//N*^^;l/) - 6 - h ^ v - 3 - 
'Jv;i'] -5- [ (2- (2 -^^-'l/yat:;!/) - 2 - 1 Ko^ 
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OCH3 



TLC:Rf0.38 (^nn^ji/A : ^ ^/y-;]. : ;ic=8 : 2 : 0.2) ; 
NM R (300 MHz, CD3OD) : d 8.49 (d, J = 2. 1 Hz, IH), 8.00 (dd, J = 8. 1, 2. 1 
5 Hz, IH), 7.83 (d, J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.55 (d, J = 8.7 Hz, 
IH), 7.34 (d, J = 8.1 Hz, IH), 7.24-7.20 (m, 3H), 7.09-7.06 (m, 2H), 6.99 (d, J = 
8.7 Hz, IH), 5.15-4.95 (m, 2H), 4.07 (s, 3H), 3.49 (s, 2H), 3.45 (s, 2H), 1.86- 
1.76 (m, 2H), 1.50-1.30 (m, 4H), 0.98 (d, J = 6.6 Hz, 12H)o 

10 ^^^J 4 0 (8 3) 

2- [2- {A-r^v/7jL-)Vijp/^^^)V) -6-^h^v-3-t° 
Uv^W] -5- [ (1 KD^v^f-;i'v^'n^>f-;U) i})V^<^^)l^] 
S-t#^ . ^ > V ;i/ i 7. -r ;i' 
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H 




OCH3 



TLC:Rf 0.38 (^Da.i^;UA : ;<^'y-;H7K=8 : 2 :o.2) ; 
NMR (300MHz, CD3OD) : $ 8.45 (d, J = 2. 1 Hz, IH), 7.98 (dd, J = 7.8, 2. 1 
5 Hz, IH), 7.83 (d, J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.53 (d, J = 8.4 Hz, 
IH), 7.29 (d, J = 7.8 Hz. IH). 7.25-7.17 (m. 3H), 7.09-7.06 (m, 2H), 6.98 (d, J = 
8.4 Hz, IH). 5.15-4.90 (m, 2H). 4.60 (s, 3H), 3.80 (s. 2H), 2.18-2.01 (m, 2H), 
1.96-1.70 (m, 4H), 1.70-1.52 (m. 2H)o 

10 mfjjsM 4 0 (8 4 ) 

2- [2- (4 -7 ^ vV 7 x^;b*;i/yN'^.Y;L^) -6-^h^v-3-t' 
Vv^l-] -5- [(1- (2 -><f-;L'7'Dl;;^) - \ - \^ V a ^ i/ ^ ^ )l- 
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OCH3 



TLC:Rfo.38 (i5'np.i^;i/A : ;< 5'y-;v : 7K=8 : 2 : 0.2) ; 

NMR (300 MHz, CD3OD) : S 8.42 (d, J = 2.1 Ha 1H), 7.93 (dd, J = 7.8, 2.1 
5 Hz, 1H), 7.83 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.53 (d, J = 8.4 Hz, 
IH), 7.30 (d, J = 7.8 Hz, IH), 7.23-7.18 (m, 3H), 7.09-7.06 (m, 2H), 6.98 (d, J = 
8.4 Hz, IH), 5.15-4.90 (m, 2H), 4.06 (s, 3H), 3.80 (s, 2H), 1.92-1.76 (m, 6H), 
0.99 (d, J = 6.0 Hz, 6H), 0.98 (d, J = 6.3 Hz, 6H)o 

10 ^^^4 0 (8 5) 

2- [2- (4 -7 5 vV 7 j:-;i/*;i^/s-^^;I/) -6-^b+v-3-t: 
-5 - [ (1 (S) - Kn^v^f-;]/) -2 (S) -;<f-;U-/ 



460 



wo 99/41231 



PCT/JP99/00622 




TLC : R f 0.20 {^nxj:i-.)VA : ;i ^ J - : f^^= 10:1 :o.5) ; 

NMR (300 MHz, CDjCD) : 6 8.52 (d. J = 1.8 Hz, IH), 8.04 (dd, J = 7.8, 1.8 
5 Hz, IH), 7.83 (d, J = 9.0 Hz, 2H). 7.77 (d. J = 9.0 Hz, 2H), 7.55 (d, J = 8.4 Hz, 
IH), 7.32 (d, J = 7.8 Hz, IH), 7.30-7.03 (m, 5H), 6.98 (d, J = 8.4 Hz, IH), 5.03 (d, 
J = 15.6 Hz, 2H). 4.06 (s, 3H), 4.03 (m. IH), 3.78 (m, 2H), 1.80 (m, IH), 1.60 (m, 
IH), 1.23 (m, IH), 1.00 (d, J = 6.9 Hz, 3H), 0.95 (t, J = 7.5 Hz, 3H)o 

10 ^fe.0i]4 0 (8 6) 

2- [2- (4 -T ? vV 7i-;^^;i/'<^-f 71^) - 6 h ^->- 3 -li 
')'J)l] -5- [ (1 (S) yyti\^)i^-3 -^yi/)V:i-^i/i] 
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TLC : R f 0.40 (^'on.toi/A : : g^^= 10:1 :o.5) ; 

NMR (200 MHz, CD3OD) : 5 8.51 (d, J = 1.8 Hz, IH), 8.05 (m, IH), 7.81-7.77 
5 (m, 4H), 7.50 (d, J = 8.4 Hz, IH), 7.39-7.02 (m, IIH), 6.93 (d, J = 8.4 Hz, IH), 
5.02 (m, 4H), 4.46 (dd, J = 14.0, 7.4 Hz, 2H), 3.95 (m, IH), 3.69 (m, IH), 3.10 
(m, IH), 1.83 (m, 2H), 1.70 (m, IH), 1.48 (t, J = 7.0 Hz, 3H), 0.97 (d, J = 7.0 Hz, 
6H)o 

10 ^mMA 0 (8 7) 

2- [2- (4 -T5 vV7i-;i'*;i'/<^-r;b) - 6 -x h i|p v- 3 - if 
Uv;!'] -5 - [ (1 (S) - (2 -^>v;i/:^- + v*;u*'::i;i/T^ yx^ 
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TLC : R f 0.27 {^\Jtit^)ii, : :siit=2 0:2:1) ; 

NMR (300 MHz, CD3OD) : 6 8.51 (d, J = 2.0 Hz, IH), 8.02 (dd, J = 8.0, 2.0 
5 Hz, IH), 7.81 (d, J = 9.0 Hz, 2H), 7.76 (d, J = 9.0 Hz, 2H), 7.53 (d, J = 8.4 Ha 
IH), 7.36-7.16 (m, 9H), 7.10-7.05 (m, 2H), 6.96 (d, J = 8.4 Hz, IH), 5.07 (brd, J 
= 12 Hz, IH), 5.05 (s, 2H), 4.98 (brd, J = 12 Hz, IH), 4.52-4.42 (m, 2H), 4.33- 
4.20 (m, IH), 3.36-3.25 (m, IH), 3.20-3.05 (m, IH), 1.90-1.50 (m, 4H), 1.48(1, J 
= 7.2 Hz, 3H), 1.42-1.30 (m, IH), 0.95 (d, J = 6.0 Hz, 6H)o 

10 

^^#114 0 (8 8) 

2- [2- (4 -75 vV 7i-;L'*;i//N'^-f;p) - 6 --^^ b ^ v- 3 - 

'Jv;U] -5- [ (1 (S) - {2-^y'J)l:i-^'yiJ)Vt'^)l'r^y^J:.^ 

;i^) -2 (S) -;i^)iy'^}i') • ^> v;ux7,t 

15 )^ 
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TLC:Rf0.30 ii^tivt^jpA: ;i^y-)v:^^^20 : 2 : \ ) ; 

NMR (300 MHz, CDsCX)) : d 8.51 (d, J = 2.0 Hz. IH), 8.02 (dd, J = 8.0. 2.0 
5 Hz, IH), 7.82 (d, J = 9.0 Hz, 2H), 7.76 (d, J = 9.0 Ha 2H), 7.53 (d, J = 8.4 Hz, 
IH), 7.36-7.16 (m, 9H), 7.12-7.05 (m, 2H), 6.97 (d, J = 8.4 Hz, IH), 5.07 (brd, J 
= 12 Hz, IH), 5.04 (s, 2H), 4.97 (brd, J = 12 Hz, IH), 4.52-4.42 (m, 2H), 4.12- 
3.98 (m, IH), 3.33-3.20 (m, IH), 3. 15-3.0O (m, IH), 1.95-1.80 (m, IH), 1.75-1.45 
(m, 3H), 1.49 (t, J = 7.2 Hz. 3H), 1.30-1.18 (m, IH), 0.97 (d, J = 6.6 Hz, 3H), 
10 0.94 (t, J = 7.5 Hz, 3H)., 



1 (i) -41 00) 
^muo (1) -4 0 (8 8) (Dit^mim^'x. nmmz i^Kt^ 

15 tmm(^m'^itx\^j.T(Dit^^int2o 
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'umi 4 1 (1 ) 




CH3S03H 



TLC:Rf0.35 (^^ nn.t^;bA : ^ : ^= 7 : 3 : 0.3) ; 

NMR (d6-DMS0): S 1 1.05 (IH, s), 9.23 (2H. brs). 9.00 (2H, brs). 8.89 (IH, 
10 brd, J = 5.5 Hz), 8.70 (IH, s), 8.38 (IH, d. J = 2.0 Hz), 8.25 (IH. d, J = 9.0 Hz), 
8.03 (IH, dd, J = 8.0 Hz, 2.0 Hz), 7.92 (IH, d, J = 5.5 Hz), 7.78 (2H, d, J = 9.0 
Hz), 7.74 (2H, d, J = 9.0 Hz), 7.45 (IH, d, J = 8.0 Hz), 3.99 (IH. dq, J = 9.0 Hz, 
7.0 Hz), 2.36 (3H, s), 1.08 (3H, d, J = 7.0 Hz), 0.89 (9H, s)o 

15 m. n^ 1 (2) 

2- [2- (4 -7 5 7x.:i;i/;^;;i'M'^-< ;b) - 6 - ^ f-;i^- 3 - If 'J 
- 5- [ (2 -^f-^i^yn t:;i^) i]JV^<^^)V] ^^^^ 
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CH3 



TLC:Rf0.13 (:5'on4^;i/A : ^ : g^^= 1 0 : 2 : 1) ; 

NMR (d6-DMS0) : 8 10.85 (IH, s), 9.21 (2H, brs), 8.96 (2H, brs), 8.71 (IH, 
5 brt, J = 5.5 Hz), 8.42 (IH. d, J = 2.0 Hz), 8.03 (IH, dd, J= 8.0 Hz, 2.0 Hz), 7.92 
(2H, d. J = 8.5 Hz), 7.78 (2H, d, J = 8.5 Hz), 7.64 (IH, d, J = 8.0 Hz), 7.55 (IH, d, 
J = 8.0 Hz), 7.30 (IH, d, J = 8.0 Hz), 3.11 (2H, brt, J = 6.5 Hz), 2.67 (3H, s), 2.37 
(3H, s), 1.94-1.80 (IH, m), 0.90 (6H, d, J = 6.5 Hz)o 

10 mmmA 1 (3) 

2- [2- (4-7^ vV7al-;^*;^^^'^^;^) -6 -^^■^-'I'-S -t:'; 
-5- [ (1, 2, 2- h V^^v'UT'nt:;!/) $,t# 
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H 
N 



CH3 




0 



CH3 

CH3 



CH3 



OH 



CH3 



TLC:Rfo.i6 {^uat^)iA: [^^=1 0 : 2 : \) ; 

NMR (d6-DMS0): d 10.86 (IH, s), 9.22 (2H, brs), 8.98 (2H, brs), 8.38 (IH. d, 
5 J = 1.5 Hz), 8.23 (IH, brd, J = 9.0 Hz), 8.02 (IH, dd, J - 8.0 Hz, 1.5 Hz), 7.93 
(2H, d, J = 8.5 Hz), 7.79 (2H, d. J = 8.5 Hz), 7.62 (IH, d, J = 8.0 Hz), 7.56 (IH, d, 
J = 8.0 Hz), 7.29 (IH, d, J = 8.0 Hz), 4.01 (IH, dq, J = 9.0 Hz, 7.0 Hz), 2.67 (3H, 
s), 2.38 (3H, s). 1.10 (3H, d, J = 7.0 Hz), 0.92 (9H, s)o 

10 mmm 4 1(4) 

2' - {4 -T y y -4- (1, l-v^f-Jl'T' 



H 




H3C CH3 



OH 



• CH3SO3H 
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TLC:Rfo.i5 (^Dn.-^;pA : ^y-^i- : g^^= 1 0 : 2 : 1 ) ; 

NMR (d6-DMSO):5 10.5 (IH, s), 9.15 (2H, br s), 8.84 (2H, br s), 8.20 (IH, d, 
J = 2.1 Hz), 7.90 (IH, dd, J = 2.1,7.8 Hz), 7.81 (IH, s), 7.72 (4H, s), 7.72-7.67 
5 (IH, m), 7.59-7.49 (2H, m), 7.28 (IH, d, J =8.1 Hz), 7.26-7.23 (IH, m), 2.33 (3H, 
s), 1.77 (2H, q, J = 7.5 Hz), 1.31 (6H, s), 0.79 (3H, t, J = 7.5 Hz)o 

1 (5) 

2* - (4 -7 5 vV7x::^;l/*;i'y<^-f ;v) -4- [ (1 (S) -t-f 




TLC:Rfo.i8 (^'nD;^;i/A : ^'y-;!/ : 7fc= 1 0 : 2 : 1) ; 

15 NMR (d6-DMS0): S 10.6 (IH, s), 9.14 (2H, brs), 8.80 (2H, brs), 8.29 (IH, d, 
J = 9.3 Hz), 8.23 (IH, s), 7.90 (IH, d, J = 8.8 Hz), 7.73-7.68 (5H, m), 7.60-7.48 
(2H, m), 7.32-7.25 (2H, m), 4.28 (IH, t, J = 8.8 Hz), 3.51 (3H, s), 2.72-2.40 (2H, 
m), 2.30 (3H, s), 0.89 (9H, s)o 

20 mmm4 1 (6) 

2' - (4 -7 5 -7/7x-;w*;p;n'^'1';u) -4- (2, 2-vyf-;w-> 



468 



wo 99/41231 



PCT/JP99/00622 



^ v^^-y ^ )V) - 2 - 7 i - ;u /J ;i/ 4^' >- ftj • / ^- y t.H' --h > 




5 

TLC:Rfo.36 (^'nn^;bA : ^ ^j'y-^b : gt^= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0): S 13.0-12.0 (IH, br), 10.56 (IH, s), 9.16 (2H, s), 8.89 (2H, 
s). 8.25 (IH, d. J = 2.0 Hz), 8.10(1H, d. J =9.0 Hz), 7.94 (IH, dd, J = 2.0, 8.0 
Hz), 7.73 (4H, like s), 7.69 (IH, dd, J = 2.0, 8.0 Hz), 7.5-7.45 (2H, m), 7.30 (IH, 
10 d, J = 8.0Hz), 7.25(1H, dd, J=2.0, 8.0Hz), 3.81 (IH, m), 2.36 (3H, s), 1.8-1.6 
(IH, m), 1.7-1.3 (4H, m), 1.4-1.2 (3H, m), 0.89 (3H, s), 0.84 (3H, s)o 

^^i^i 1 (7) 

2' - (4 -T5 vV 7x-;l'*;i'>'N*^^;i') -4- (1 V 7*0 
15 2 ->f-;i'7'D ^f>'^:*;^/^*•t^-'^) - 2 -if 7i^;i'*;W/i^':>'^ • ^ ^ 
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TLC:Rfo.3i Dn*;i/A : ^ ^ : BtE^= 1 0 : 2 : 1 ) ; 

NM R (d6-DMS0) : S 10.57 (IH, s), 9.15 (2H, s), 8.81 (2H, s), 8.29 (IH, d, J = 
5 2.0 Hz), 8.02 (IH, d, J = 10.0 Hz), 7.97 (IH, dd, J = 2.0, 8.0 Hz), 7.74 (4H, s), 
7.71 (IH, dd, J = 2.0, 8.0 Hz), 7.58 (IH, dt, J = 2.0, 8.0 Hz), 7.54 (IH, dt, J = 2.0, 
8.0 Hz), 7.32 (IH, d, J = 8.0 Hz), 7.27 (IH, dd, J = 2.0, 8.0 Hz), 3.67 (IH, dt, J = 
7.2, lO.OHz), 2.33 (3H, s), 1.91 (2H, m), 0.87 (6H, d, J = 7.5 Hz), 0.85 (6H, d, J 
= 7.5 Hz)o 

10 

^^^J 4 1(8) 

2' - {4-7^i/yy:L-)l-f])l/<^^jl) -4- [ (4, 4-v>f-;u 
(S) )\^) )V] -2 -tr7x^;i/*;i/.-K>g? • 



15 
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TLC : R f 0.15 (^vv^.)i.A : ;i 9 ^m= i o : 2 : i > ; 

NMR (d6-DMS0) : S 10.5 (s, IH), 9.14 (brs, 2H), 8.78 (brs, 2H), 8.51 (d, J = 
8.8 Hz, IH), 8.31 (d. J = 1.4 Hz, IH). 7.98 (dd, J = 8.0, 1.4 Hz, IH). 7.72-7.68 (m, 
5 5H), 7.60-7.50 (m, 2H), 7.32 (d. J = 8.0 Hz, IH), 7.30-7.25 (m, IH), 7.30-7.25 (m, 
IH), 4.40-4.25 (m, IH), 4. 12-4.03 (m, IH), 3.70-3.60 (m, IH). 3.54-3.39 (m, 2H). 
2.29 (s, 3H). 1.08 (s, 3H), 0.93 (s, 3H)o 

mn^ 1 (9) 

10 2- [2- {A -T ^1/ J y }U^<^^ - 3 - t''; v;!/] -5- 




15 TLC :Rf 0.34 (i:'on.-^;i/A : ;< : g^g?= 1 0 : 2 : 1) : 

NMR (d6-DMS0) : S 11.00 (s, IH), 9.12 (s, 2H), 8.92 (s, 2H), 8.73 (dd, J = 
4.8, 2.1 Hz, IH). 8.71 (br.d, J = 6.3 Hz, IH), 8.43 (d, J = 1.8 Hz, IH), 8.05 (dd, J 
= 7.8, 1.8 Hz, IH). 7.95 (d, J = 9.0 Hz, 2H), 7.8-7.7 (m, IH), 7.77 (d, J = 9.0 Hz, 
2H), 7.71 (dd, J = 7.8, 4.8 Ha IH). 7.34 (d, J = 7.8 Hz. IH), 5.0-4.2 (br, IH), 
20 3.12(t, J =6.3 Hz, 2H), 2.36 (s, 3H), 1.88 (like septet, J = 6.3 Hz, IH), 0.91 (d, J 
= 6.3 Hz. 6H)o 
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-^tm 4 1 (10) 

2- [2- (4 -7 < 7 x-;i/:^;i//s^ ^ ;!/) - 6 f-;!-- 3 -If V 
v;b] -5- [ (3 - 1 Kn:^rv> f-^u- 2 , 2 - v ^ f-;U7°n t: 



TLC:Rfo.25 (^nD.-^;uA : ;< : 7K=7 : 3 : 0.3) ; 

NM R (d6-DMS0) 1 5 10.86 (s, IH), 9.22 (brs, 2H), 8.97 (brs, 2H), 8.66 (brt, J 
10 = 6.5 Hz, IH), 8.41 (d, J = 1.8 Hz, IH), 8.04 (dd, J = 8.0, 1.8 Hz, IH), 7.93 (d, J 
= 8.7 Hz, 2H). 7.79 (d, J = 8.7 Hz, 2H). 7.64 (d, J = 8.0 Ha IH), 9.56 (d, J = 8.0 
Hz, IH), 7.31 (d, J = 8.0 Hz, IH), 3.19 (d, J = 6.5 Hz, 2H), 3.15 (s, 2H), 2.67 (s, 
3H), 2.38 (s, 3H), 0.84 (s, 6H)o 

15 mmm 41 (11) 

2- [2- (4 -7^ vV 7a.::^;i'*;i/>'s-.:t^;i') -S-tfUv;!'] -5- 
[ (1, 2, 2 - f ^f-;u7'D f;i/) i7)u/^^^)v] $,t#i? • ^ ^ 




CH3 
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TLC:Rfo.36 : / y-p :mm=i 0 : 2 : I) ; 

NM R (d6-DMS0): S 1 1.00 (s, IH), 9.20 (br.s, 2H), 8.93 (br.s, 2H), 8.73 (dd, J 
5 =4.8, 2.1 Hz, IH), 8.40 (d, J = 1.8 Hz, IH), 8.25 (d, J =9.6 Hz, IH), 8.04 (dd, J 
= 7.8, 1.8 Hz, IH), 7.95 (d, J =9.0 Ha 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.75-7.65 
(m, 2H), 7.33 (d, J = 7.8 Hz, IH), 6.5-5.0 (br, IH), 4.01 (m, IH), 2.36 (s, 3H), 
1.11 (d, J = 6.6 Hz, 3H), 0.92 (s, 9H)o 

10 4 1 (12) 

2' - (4 -r 5 7i-;l/:^7;l^/N'^^;l/) -4- [ (l (R) , 2, 2 
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T L c : R f 0.14 {■^ua^s)\.A : ;i ^ / -)i ; g^j^== 10:2:1) ; 

NMR (d6-DMSO):5 10.6 (s, IH), 9.15 (brs, 2H), 8.85 (br s, 2H), 8.26 (d, J = 
1.8 Hz, IH), 8.18 (d, J = 8.6 Hz, IH), 7.95 (dd, J = 8.0, 1.8 Hz, IH), 7.73-7.58 (m, 
5 5H), 7.60-7.48 (m, 2H), 7.30 (d, J = 8.2 Hz,lH), 7.28-7.24 (m, IH), 4.05-3.90 (m, 
IH), 2.33 (s, 3H), 1.07 (d, J = 6.8 Hz, 3H), 0.89 (s, 9H)o 

4 1 (13) 

2' - {4-r^'y^7j^=-}l'i])l^J<^^)V) -4- [ (1 (S) , 2, 2 
10 - h V ^f-ii'T'n ii;i/) A/i'/N'^^;!/] - 2 - tr7 • p< ^ 




TLC:Rf0.14 (^nn.i^;i/A : >^y-;i/:g^^=l 0 : 2 : 1) ; 
15 NM R (d6-DMS0) : d 10.5 (s, IH), 9.15 (br s, 2H), 8.83 (br s, 2H), 8.26 (d, J = 
1.8 Hz, IH), 8.17 (d, J = 9.2 Hz, IH), 7.95 (dd, J = 8.0, 1.8 Hz, IH), 7.73-7.67 (m, 
5H), 7.60-7.48 (m, 2H), 7.30 (d, J = 8.2Hz,lH), 7.28-7.24 (m, IH), 4.05-3.90 (m, 
IH), 2.32 (s, 3H), 1.07 (d, J = 6.8 Hz, 3H), 0.89 (s, 9H)o 

20 ^1^011 4 1 (14) 

2- [2- (4 -T^ vV 7x:=.;L'*;b^s-^>r;i-) - 6 - ^ f-^i^- 3 - 'J 
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yn] - 5- [ (2. 2 - y /-7-ii'fv^r:)i) -^B^m-^ 




CH3 



5 TLC:Rfo.i5 (i^ou.+ ;i.A : : 1 0 : 2 : 1 ) ; 

NMR (d6-DMSO) : S 10.85 (s, IH), 9.22 (brs, 2H), 8.97 (brs, 2H), 8.61 (brt, J 
= 6.5 Hz, IH), 8.42 (d, J = 2.0 Hz, IH), 8.04 (dd, J = 8.0, 2.0 Hz, IH), 7.93 (d, J 
= 8.7 Hz, 2H), 7.79 (d, J = 8.7 Hz, 2H), 7.64 (d. J = 7.8 Hz, IH), 7.55 (d, J = 7.8 
Hz, IH), 7.30 (d, J = 8.0 Hz, IH), 3.13 (d, J = 6.5 Hz, 2H), 2.67 (s, 3H), 2.37 (s, 
10 3H), 0.91 (s, 9H)o 

^mm 4 1 (15) 

'y)V] -5- [ (2. 2 -v^f-;L'7'a 
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TLC:Rfo.49 (^'DD.t;i/A ; >t : g^^== 1 0 : 2 : 1 ) ; 

NMR (300 MHz, DMSad6) : S 13.6 (brs, IH), 9.01 (brs, 4H), 8.38 (brt, J = 
5 6.3 Hz, IH), 8.04 (d, J =1.5 Hz, IH), 7.64 (dd, J = 8.0, 1.5 Hz, IH), 7.59 (s, 4H), 
7.39 (d, J = 8.0 Hz, IH), 7.35 (d, J = 8.0 Hz, IH), 6.98 (d, J = 8.0 Hz, IH), 3.05 
(d, J = 6.3 Hz, 2H), 2.56 (s, 3H), 0.87 (s, 9H)o 

mmm 4 1 ( i e ) 

10 2- [2- a -T ^ V y y ]i) - 6 -^-^ju-a -tfij 

-5- [ (2, 2 -v^^^i/ynkT^u) $,t« • 2 
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TLC:Rfo.39 0 : 2 : I) ; 

NMR (300 MHz, DMS0-d6) : S 10.85 (s, IH), 9.26 (brs, 2H), 9.03 (brs, 2H), 
5 8.61(brt, J = 6.3Hz, IH), 8.41 (d. J = 1.8 Hz, IH). 8.04 (dd, J = 8.0, 1.8 Hz, IH), 
7.93 (d, J = 8.7 Hz, 2H), 7.80 (d, J = 8.7 Hz, 2H), 7.63 (d, J = 8.0 Hz, IH), 7.55 
(d, J = 8.0 Hz, IH), 7.30 (d, J = 8.0 Hz, IH), 3.13 (d, J = 6.3 Hz, 2H), 2.67 (s, 
3H), 0.91 (s, 9H)o 

10 ^Mi^ 4 1 (17) 

2- [2- (4 -T 5 7i-;U:*;l//N'^ -i" -6->h^>-3-t: 
-5 - [ (2 -^f'-'l^yDli;!/) i])V;<^4)V] • ^ ^ > 
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OCH3 



TLC : R f 0.33 {^vv7i,)VA : ^9 g^^= 10:2:1) ; 

NMR (d6-DMS0): d 13.0-12.5 (broad, IH), 10.61 (.s, IH), 9.21 (brs, 2H), 8.92 
5 (brs, 2H), 8.70 (brt, J = 6.0 Hz, IH), 8.41 (d, J = 1.8 Hz, IH), 8.02 (dd, J = 8.0, 
1.8 Hz, IH), 7.90 (d, J - 9.0 Hz, 2H), 7.79 (d, J = 9.0 Hz, 2H), 7.65 (d, J = 8.4 Hz, 
IH), 7.30 (d, J = 8.0 Hz, IH), 7. 12 (d, J = 8.4 Hz, IH), 4.09 (s, 3H), 3. 1 1 (t, J = 
6.5 Hz, 2H), 2.34 (s, 3H), 1.94-1.80 (m, IH), 0.90 (d, J = 6.5 Hz, 6H)o 

10 ^^^J 4 1 (18) 

2' - (4 -7^ vV 7i--'U*;i'/<-t>f ;i/) -4- (1 h ^v:^;!/*' 
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T LC : R f 0.21 (//uat^)iL : / 9 y-ii : fitf^= i o ; 2 : i ) ; 

NMR (d6-DMS0): 5 10.6 (s, IH). 9.15 (brs, 2H), 8.87 (s. IH), 8.83 (brs, 2H). 
8.30 (d, J = 1.8 Hz, IH). 7.97 (dd, J = 8.0. 1.8 Hz, IH), 7.73-7.68 (m, 5H). 7.63- 
5 7.48 (m, 2H). 7.32 (d, J = 8.0 Hz, IH). 7.30-7.24 (m, IH), 3.57 (s. 3H), 2.32 (s, 
3H), 2.20-2.00 (m, 4H), 1.80-1.60 (m, 4H)o 

$/ffeg'l4 1(19) 

2- [4- (4 -7 5 vV 7 il/) -5- 

10 [ (1 (S) -h KD + v^^;^-2 -p<f-;u7'Dt:;u) i])Vj<^4]U] $ 




TLC:Rfo.i2 (^J' ^u;^;^Xs : : 7 : 3 : 0.3) ; 

15 NMR (d6-DMS0) : S 11.04 (s, IH). 9.23 (brs. 2H), 8.99 (brs. 2H), 8.88 (d, J = 
5.4 Hz, IH), 8.70 (s, IH), 8.42 (d, J = 1.8 Hz, IH). 8.28 (d, J = 9.0 Hz, IH), 8.07 
(dd, J = 8.0, 1.8 Hz, IH), 7.90 (d. J = 5.4 Hz, IH). 7.77 (d. J = 9. 3 Hz, 2H). 7.73 
(d, J = 9.3 Hz, 2H), 7.46 (d, J = 8.0 Hz, IH), 3.86-3.76 (m, IH), 3.56-3.45 (m, 
2H), 2.36 (s. 3H), 1.98-1.82 (m, IH), 0.90 (d, J = 6.9 Hz. 3H), 0.86 (d, J = 6.9 Hz, 

20 3H)o 
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'Um^ 4 1 (20) 

2- [2- (4 -7 5 vV 7x-Ji/*;i.V'f^ ^ ;b) - 6 - ^ -J^^i'- 3 - t: 'J 
-5- [ (1 (S) Kn^^vpCf-^b-^-^^^i^T'oif;!/) * ;i. 




CH3 



TLC:Rf0.19 (^Dn.1^;i/i^ : ^ : 7 : 3 : 0.3) ; 

NM R (d6-DMS0) : d 10.85 (s, IH), 9.22 (brs, 2H), 8.97 (brs. 2H), 8.43 (d, J = 
1.8 Hz, IH), 8.25 (d, J = 9.0 Hz, IH), 8.06 (dd, J = 8.0, 1.8 HZ, IH), 7.93 (d, J = 
10 9.0 Hz, 2H), 7.79 (d, J = 9.0 Hz, 2H), 7.63 (d, J = 8.0 Hz, IH), 7.55 (d, J = 8.0 Hz, 
IH), 7.30 (d, J = 8.0 Hz, IH), 3.90-3.80 (m, IH), 3.58-3.48 (m, 2H), 2.67 (s, 3H), 
2.37 (s, 3H), 2.01-1.86 (m, IH), 0.92 (d, J = 6.9 Hz, 3H), 0.89 (d, J = 6.6 Hz, 3H)o 

mM^MA 1(21) 

15 2- [2- (4 -7 5 vV 7x-;i/*;i/^N'^^';U) -3-t°'Jv;^] -5- 
[ (1 (S) -t KD^v^^;^- 2 -^f-;U7'D if;i/) ^ 
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TLC:Rf0.45 (^nn.i^;i.A : ;< ^y-;b : g^S^= 1 0 : 2 : 1 ) ; 
NMR (d6-DMSO) : d 11.00 (s, IH), 9.19 (s, 2H), 8.90 (s. 2H), 8.73 (dd, J = 
5 4.5, 1.8 Hz, IH), 8.44 (d, J = 1.8 Hz, IH), 8.25 (br.d, J = 8.7 Hz, IH), 8.08 (dd, J 
= 8.0, 1.8 Hz, IH), 7.95 (d, J = 8.7 Hz, 2H), 7.76 (d, J = 8.7 Hz, 2H), 7.80-7.65 
(m, 2H), 7.33 (d, J = 8.0 Hz, IH). 4.80-4.20 (br, 2H), 3.86 (m, IH), 3.60-3.50 (m, 
2H), 2.34 (s, 3H), 1 . 94 (like sextet, J = 7.0 Hz, IH), 0.93 (d, J = 7.0 Hz, 3H), 0.90 
(d. J = 7.0 Hz, 3H)o 

10 

mmm 4 1 (22) 

2 ■ - ( 4 - T ? vV jI') - 4 - [ (2 - ^ V^i^i^J^ 

t'=-)i^-2, 2 -v^f-^i^-^f-'i^) fJ )\^] - 2 -\^y )^^' 



15 
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TLC:Rfo.25 : ;t 9 ^ :mM= I 0 : 2 : I) ; 

NMR (300MHz, d6-DMSO) : d 10.6 (s, IH), 9.15 (brs, 2H), 8.83 (br s, 2H), 
8.61 (t, J=: 6.3 Hz, IH), 8.25 (d, J = 1.5 Hz, IH), 7.92 (dd, J = 8.1, 1.5Hz, IH), 
5 7.72-7.68 (m, 5H), 7.65-7.50 (m. 2H), 7.32 (d, J = 8.1 Hz, IH), 7.27 (dd, J = 7.2, 
1.5 Hz, IH), 3.58 (s, 3H), 3.42 (d, J = 6.3 Hz, 2H), 2.31 (s, 3H), 1.13 (s, 6H)o 

1 (2 3) 

2- [2- (4-7^ vV7i^;i/;^;;i^v<^>f;i.) _ e - ^ f-;!.- 3 - 'J 
10 v)i'] -5- [ (1 (S) b^v*;u?K-;u-2 -^f-^i^yoif;!/) ij 




CH3 



TLC:Rf0.39 (^on.-}.;^i, : : g^g?= 1 0 : 2 : 1) ; 

15 NMR (300MHz, CD3CD) : d 8.51 (d, J = 1.8 Hz, IH), 8.03 (dd, J = 8.0, 1.8 
Hz, IH), 7.88 (d, J = 9.0 Hz, 2H), 7.76 (d, J = 9.0 Hz, 2H), 7.61 (d, J = 8.3 Hz, 
IH), 7.52 (d, J = 8.3 Hz, IH), 7.34 (d, J = 8.0 Hz, IH), 4.53 (d, J = 6.9 Hz, IH), 
3.77 (s, 3H), 2.70 (s, 3H), 2.37-2.21 (m, IH), 1.06 (d, J = 6.9 Hz, 3H), 1.04 (d, J 
= 6.6 Hz, 3H)o 

20 
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^^gi|4 1 (2 4) 

2- [4- [A -7 I y y y j^:^>lti il^<'i ^ )l) - 3 - t:°'J v'^l^] - 5- 
[ (1 (S) h-tv*Jl''+'^^t'-2-p^^^l'7°nn°;i/) fj)l'/<^4}l] 




TLC:Rfo.39 : ;i 9 y-)i :ff^m=i 0 : 2 : I) ; 

NM R (300 MHz, CD3OD) : S 8.73 (d, J = 5.4 Hz, IH), 8.51 (s, IH), 8.42 (d, J 
10 = 1.8 Hz, IH), 8.00 (dd, J = 8.1, 1.8 Hz, IH), 7.71 (s, 4H), 7.70 (d, J = 5.4 Hz, 
IH), 7.44 (d, J = 8.1 Hz, IH), 4.48 (d, J = 6.9 Hz, IH), 3.74 (s, 3H), 2.33-2.16 (m, 
IH), 1.03 (d, J = 6.9 Hz, 3H), 1.01 (d, J = 6.6 Hz, 3H)o 

mm\ 4 1 (25) 

15 2' - (4-75 vV-3-1:; K^:^>'7i:^;^*;^^^'^'^;^) -4- (2 
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HjN 




CH3 



• CH3SO3H 



TLC:Rfo.60 i9vu7i-^)UA : )i ^ y -)u : -^^=7 : 3 -.0.3) ; 

NMR (cl6-DMS0): 6 11.15 (s, IH), 10.39 (s. IH), 8.79 (s. 2H), 8.66 (t, J = 6.0 
5 Hz, IH), 8.61 (s, 2H), 8.32 (d, J = 1.8 Hz, IH), 7.96 (dd, J = 8.0, 1.8 Hz, IH), 
7.68 (dd, J = 8.0, 1.8 Hz, IH), 7.59-7.52 (m, 3H), 7.48 (d, J = 8.0 Hz, IH), 7.31 
(d, J = 8.0 Hz, IH), 7.26 (dd, J = 8.0, 1.8 Hz, IH), 7.00 (dd, J = 8.0, 1.8 Hz, IH), 
3.10 (t, J = 6.0 Hz, 2H), 2.34 (s, 3H), 1.86 (m, IH), 0.89 (d, J = 6.3 Hz, 6H)o 

10 mmm4 1(26) 

2' - (4-7 5 vV-3-e Kn^v7x^;i/*;i//s-^'f;i/) -4- (1, 
2, 2 - h 'J ^f-^l-yn i;;l/*;i/yN'^^;i/) - 2 -Hy :!-:=■ Jl't'y^ ■ 




• CH3SO3H 
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TLC:Rf0.68 (^nn7};;l.A : ^y-;u : 7 : 3 : 0.3) ; 
NMR (d6-DMS0): S 11.14 (br.s, IH), 10.42 (s, IH), 8.79 (s, 2H), 8.54 (s, 2H), 
8.29 (s, IH), 8.18 (d, J = 9.0 Hz, IH), 7.95 (d, J= 8.0 Hz. IH). 7.68 (d. J = 8.0 
5 Hz, IH), 7.58-7.52 (m, 3H). 7.48 (d, J = 8.0 Hz. IH), 7.30 (d. J = 8.0 Hz, IH), 
7.25 (d, J = 8.0 Hz. IH). 7.01 (d. J = 8.0 Hz. IH). 4.00 (m. IH), 2.31 (s. 3H), 
1.09 (d, J = 7.0 Hz, 3H), 0.91 (s, 9H)o 

m . M4 1 (2 7) 

10 2' - (4 -7 5 7x^;L'*)by<^ -4- (1, a-v^-^^^i'T' 




15 TLC : R f 0.27 (i^nn;^;i/A : ^^y-;i/:7K=7 : 3 :o.3) ; 

NMR (d6-DMS0) : S 12.84 (br, IH). 10.53 (s, IH), 9.15(s. 2H), 8.82 (s. 2H), 
8. 34 (d, J = 8.4 Hz, IH), 8.30 (d, J = 1.5 Hz, IH), 7.96, (dd. J = 7.8, 1.5 Hz, IH), 
7.74 (dd, J = 6.9. 1.5 Hz.lH), 7.73 (s. 4H), 7.58 (dt, J =6.0. 1.8 Hz, IH), 7.53 (dt, 
J = 7.8, 1.8 Hz, IH), 7.32 (d, J =8.4 Hz, IH), 7.27 (d, J = 7.8 Hz, IH), 4.13 (m, 
20 IH), 2.35 (s, 3H), 1.68-1.48 (m, 2H), 1.24 (m, IH), 1. 13 (d, J = 6.3 Hz, 3H), 0.88 
(d, J =6.3 Hz, 6H) 
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% m 4 1 (28) 

2' - (4 -7 5 vV7jL^;P:^;;i/M-:t^;i.) -4- (2, 2-v^f-;i-- 
1 (R) -'y^ti^yi-jvi: )i) - 2 -\^y ji^JViy )iyy'yf^ ■ ^ 

5 9 y:^)\^'h>^^ 




TLC:Rfo.30 (^'nD.-^;i/A : ^ : g^g?= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0) I S 13.0-12.0(br, IH), 10.54 (s, IH), 9.14 (s, 2H), 8.83 (s, 
10 2H), 8.27(d, J= 1.8 Hz, IH), 8. 19 (d, J = 8.7 Hz, IH), 7.95 (dd, J = 9.7, 1.8 Hz, 
IH), 7.72 (m, 5H),7.55 (td, J = 7.8, 1.5 Hz, IH), 7.54 (td, J = 7.8, 1.5 Hz, IH), 
7.31 (d, J = 9.7 Hz, IH), 7.26 (dd, J = 7.8, 1.5 Hz, IH), 4.08 (q, J = 8.7 Hz, IH), 
2.33 (s, 3H), 1.90 (m, IH), 1.74-1.40 (m, 5H), 0.98 (s, 3H), 0.87 (s, 3H) 

15 ^ife^!l4 1 (2 9) 

2- [2- (4 vV 7x-;i/*;i/y^^-f;i/) -3-^VV)i^] -5- 
[ (1 (S) -*JU**+v-2 -^•?^;i'7'ntf;v) i: "^M^^B ■ 
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T L c : R f 0.60 : : 7R= 3 : 1 1 o.5) ; 

NMR (d6-DMS0) : S 11.01 (s, IH), 9.20 (br.s, 2H), 8.95 (br.s, 2H), 8.80-8.70 
5 (m, 2H), 8.47 (d, J = 1.8 Hz, IH), 8.10(dd, J = 7.8, 1.8 Hz, IH), 7.96(d, J = 8.8 
Hz, 2H), 7.77 (d, J = 8.8 Hz, 2H), 7.80-7.65 (m, 2H), 7.35 (d, J = 7.8 Hz, IH), 
6.40-4.40 (br, 2H), 4.33 (t, J = 7.4 Hz, IH), 2.37 (s, 3H), 2.22 (like sextet, J = 7.4 
Hz, IH), 0.99 (d, J = 7.4 Hz, 3H), 0.98 (d, J = 7.4 Hz, 3H)o 

10 ^mmA 1(3 0) 

2- [3- (4 -7 ^ ->V 7ir.;i/:^;;i./-c^xf _2-7'J>'^] -5- (2 
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TLC:Rf0.39 n n.+ ;i/A : ^ ^J' y : 7K= 7 : 3 : 0.3) ; 
NMR (d6-DMSO) : S 13.0 (brs, IH), 10.29 (s, IH), 9.20 (brs, 2H), 8.89 (brs, 
2H), 8.74 (brt, J = 6.0 Hz, IH), 8.32 (d, J = 2.0 Hz, IH), 8.05 (dd, J = 8.0, 2.0 Hz, 
5 IH), 7.91 (d, J = 8.7 Hz, 2H), 7.89 (d, J = 2.0 Hz, IH). 7.79 (d, J = 8.7 Hz, 2H), 
7.69 (d. J = 8.0 Hz, IH), 7.29 (d, J = 2.0 Hz, IH), 3.11 (brt, J = 6.5 Hz, 2H), 2.33 
(s, 3H), 1.94-1.79 (m, IH), 0.90 (d, J = 6.5 Hz, 6H)o 

4 1 (31) 

10 2- [2- (4-T^ vV7x-;U:^;l^^^~^-f;l/) -3-^J--)l^] -5- 
(2 - ^^;i'-:^Dt:;i/;^;b/<^^;u) • ^ 9 >;^Ji^4^>^lS 




• CH3SO3H 



15 TLC:Rf0.56 (^:^nD.i>;i/A ; ^ : 7K= 7 : 3 : 0.3) ; 

NMR (d6-DMS0) I S 12.9 (brs, IH), 10.18 (s, IH), 9.18 (brs, 2H), 8.87 (brs, 
2H), 8.67 (brt, J = 6.0 Hz, IH), 8.30 (d, J = 2.0 Hz, IH), 8.00 (dd, J = 8.0, 2.0 Hz, 
IH), 7.84 (d, J = 5.0 Hz, IH), 7.75 (d, J = 9.3 Hz, 2H), 7.70 (d, J = 9.3 Hz, 2H), 
7.41 (d, J = 8.0Hz, IH), 7.11 (d, J = 5.0Hz, IH), 3.09 (brt, J = 6.5 Hz, 2H), 2.32 

20 (s. 3H), 1.92-1.78 (m, IH), 0.89 (d, J = 6.5 Hz, 6H)o 
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2 ' - ( 4 - 7 ^ V y 7 i ;L' * ^l- ^ 1" - 4 - [ {1 - / h -"^-yti )^ 




TLC:Rfo.25 (^'nn.+obA : : g^^=2 0 : 2 : 1 ) ; 

NMR (300 MHz, DMSO-d6) : S 12.82 (brs, IH), 10.56 (s, IH), 9.15 (s, 2H), 
8.84 (s. 2H), 8.82 (s, IH), 8.31 (d, J = 2.0 Hz, IH), 7.98 (dd, J = 8. 1 , 2.0 Hz, 1 H). 
10 7.74 (s, 2H), 7.67 (dd, J = 6.6, 2.0 Hz, IH), 7.59 (du J = 7.2, 2.0 Hz, IH), 7.53 
(dt, J = 7.2, 2.0 Hz, IH), 7.33 (d, J = 8.1Hz, IH), 7.28 (dd, J = 7.8. 2.0 Hz, IH), 
3.59 (s, 3H), 2.34 (s, 3H), 1.47 (s, 6H)o 

mmm 4 1 (33) 

15 2' - (4 -T^ vV 7x-;^*;^^<^-^;^) -4- (1 (S) 

V- 3 -^f-;i'7'-f ;u*;i'^<^^;i') - 2 -if 7x-;u:^;i'4^'>K • ^ ^ > 
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H 




TLC : R f 0.56 (^ou4^;uA : ^ y 7K= 6 : 4 : 1 ) ; 

NMR (d6-DMS0) : S 12.79 (br, 2H), 10.54 (s, IH), 9.14 (s, 2H), 8.8 l(d, J = 

5 8.4 Hz, IH), 8.77 (s, 2H), 8.35 (d, J = 1.8 Ha 1H), 8.01 (dd, J = 7.8, 1.8 Hz, IH), 
7.73- 7.70, (m, 5H), 7.63 (dt, J = 7.8, 1.2 Hz, IH), 7. 54 (dt, J =6.6, 1.8 Hz, IH), 
7.35 (d, J = 7.8 Hz, IH), 7.29 (dd, J =6.6, 1.8 Hz, IH), 4.45 (m, IH), 1.82-1.55 
(m, 3H), 0.92 (d, J = 6.6 Hz, 3H), 0.88 (d, J = 6.0 Hz, 3H) 

10 ^^^4 1 (3 4) 

2- [2- (4 -7 ? vV 7x^;i'*;u/N*-t>f -5- 
(2, 2 -v^f-^i'T'a ii;i';^;u/N'^^;i/) gc,t#^ • ^ 




15 
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T L C : R f 0.35 i^vvt^jii. : / 9 y -)i : mt= i 0 : 2 : i ) ; 

NMR (d6-DMS0) : S 11.00 (s. IH). 9.18 (s. 2H), 8.86 (s, 2H), 8.73 (dd, J = 
4.8. 2. 1 Hz, IH), 8.61 (br.t, J = 6.6 Hz. IH). 8.43 (d, J = 1.8 Hz, IH), 8.06 (dd, J 
= 7.8. 1.8 Hz. IH). 7.95 (d, J = 9.0 Hz, 2H). 7.76 (d. J = 9.0 Hz, 2H). 7.80-7.65 
5 (m, 2H), 7.34 (d, J = 7.8 Hz, IH), 3.90-3.70 (br. IH). 3. 14 (d, J = 6.6 Hz. 2H), 
2.34 (s, 3H), 0.92 (s, 9H)o 

4 1 (35) 

2- [2- (4 -T ^ ->V 7i-;i-*;i^^>'^ •<>'^) -6-^ h^v-S-i: 
10 'Jv;l^] -5- (2, 2 -v^f-^l-^n $,t#S? • ^ ^ 




OCH3 



T LC : R f 0.40 {^vut^)vi. : ^9 g^^= 10:2:1) ; 

15 NMR (d6-DMS0): <5 12.9-12.5 (broad, IH). 10.61 (s, IH), 9.19 (brs, 2H), 8.90 
(brs, 2H), 8.59 (brt, J = 6.3 Hz, IH), 8.41 (d. J = 1.8 Hz, IH), 8.02 (dd, J = 8.0. 
1.8 Hz, IH), 7.90 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.65 (d, J = 8.4 Hz, 
IH), 7.30 (d, J = 8.0 Hz, IH), 7. 12 (d, J = 8.4 Hz, IH), 4.09 (s, 3H), 3. 13 (brd, 1 
= 6.3 Hz, 2H). 2.34 (s, 3H), 0.91 (s, 9H)o 

20 
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'Mmi 4 1 (36) 

2' - {A -7 < i/ y y }\^) -4- (2, 2-v^f-;u- 



TLC:Rf0.30 (^'nn.i^;ui^ : ^ ^7 g^i?= 1 0 : 2 : 1 ) ; 
NMR (d6-DMS0) : 8 13.0-12.6 (br, IH), 10.54 (s, IH), 9.13 (s, 2H), 8.80 (s, 
2H), 8.27 (d, J = 1.8 Hz, IH), 8. 18 (d, J = 8.7 Hz, IH), 7.95 (dd, J = 8. 1, 1.8 Hz, 
10 IH), 7.72 (m, 4H), 7.69 (dd, J = 6.9, 1.2 Hz, IH), 7.57 (td, J = 6.9, 1.2 Hz, IH), 
7.52(td. J = 6.9, 1.2 Hz, IH), 7.31 (d, J = 8.1 Hz. IH), 7.26 (dd. J = 6.9, 1.2 Hz, 
IH), 4.08 (q, J = 8.7 Hz, IH), 2.31 (s, 3H), 1.90 (m, IH), 1.80-1.40 (m, 5H), 0.97 
(s, 3H), 0.87 (s, 3H)o 

15 "Umm 4 1 (37) 

2- [3- {A-rW :ii=-)\^i]^]yf<^4 )\^) - 2 --^J:--;!^] -5- 




5 



• CH3SO3H 
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• CH3SO3H 



TLC:Rfo.2i (^on*;i/A : ^ : gi;®?= 1 0 : 2 : 1 ) ; 

NM R (d6-DMS0) : S 13.2-12.6 (br, IH), 10.31 (s, IH), 9.16 (s, 2H), 8.82 (s, 
5 2H), 8.59 (br.t, J = 6.3 Hz, IH). 8.31 (d, J = 1.8 Hz, IH). 8.01 (dd, J = 8.0, 1.8 Hz, 
IH), 7.82 (d, J = 8.7 Hz, 2H). 7.75 (d. J = 8.7 Hz, 2H), 7.73 (d, J = 5.4 Hz, IH), 
7.64 (d, J =5.4 Hz, IH), 7.49 (d, J = 8.0 Hz, IH), 3.12(d, J = 6.3 Hz, 2H), 2.32 
(s, 3H), 0.90 (s, 9H)o 

10 $M^4 1(38) 

2- [2- (4 -7 ^ vV 7i-;U*;l/^<^^;U) -3 -■^'J:--^!^] - 5- 




• CH3SO3H 
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TLC : R f 0.21 D^;^^;^A : ^ y : 10:2:1) ; 

NMR (d6-DMS0) : S 13.0-12.4 (br, IH), 10.18 (s, IH), 9.16 (s, 2H), 8.84 (s, 
2H), 8.57 (br.t, J = 6.6 Hz, IH), 8.30 (d, J = 1.8 Hz, IH), 8.01 (dd, J = 8.0, 1.8 Hz, 
5 IH), 7.84 (d, J = 5. 1 Hz, IH), 7.74 (d, J = 9.0 Hz, 2H), 7.70 (d, J = 9.0 Hz, 2H), 
7.42 (d, J= 8.0 Hz, IH), 7.12 (d, J =5.1 Hz, IH), 3.12(d, J = 6.6 Hz, 2H), 2.32 
(s, 3H), 0.90 (s, 9H)o 

^MS^J4 1 (3 9) 

10 2- [4- (4 -7 5 vV 7x-;b/;;UM'^-f ;i/) -3-tfV->';V] - 5- 



15 TLC : R f 0.60 (^DD'i^>'^A : ^^'y-;!/ :7K=7 : 3 :o.3) ; 

NMR (d6-DMS0) : S 10.96 (s, IH), 9.21 (s, 2H), 8.93 (s. 2H), 8.86(d, J = 5. 1 
Hz, IH), 8.66 (s, IH), 8.62 (t, J = 6.2 Hz, IH), 8.41 (d, J = 1.8 Hz, IH), 8.06 
(dd, J = 8.1, 2.1 Hz, IH), 7.85 (d. J = 5.1 Hz, IH), 7.76 (s. 4H), 7.46 (d, J =8.1 
Hz, IH), 3.12 (d, J = 6.2 Hz, IH), 2.37 (s, 3H), 0.91 (s, 9H)o 




• CH3SO3H 



20 
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'.-mMi 1 (4 0) 

2- [2- (4 -7 ^ i/V 7 - 5 f-^l^- 3 -f-i 

-5- (2, 2 -y^-^;i'7'ni;)i/:^;bM-^^;^) • ^ ^ > 



TLC:Rfo.6i (^^D.t;^A : ^ ^'y-iu : g^^= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0) : 6 12.87 (br, IH), 9.97 (s, IH). 9.15 (s, 2H), 8.80 (s, 2H), 
8.56 (t, J = 6.6 Hz, IH), 8.28 (d, J = 1.5 Hz, IH), 8.00 (dd, J = 8.0, 1.5 Hz, IH), 
10 7.73 (d, J = 9.0 Hz, 2H), 7.67 (d, J = 9.0 Ha 2H). 7.39 (d, J = 8.0Hz, IH), 6.85 
(s, IH), 3.1 1 (d, J = 6.6 Hz, 2H), 2.54 (s, 3H), 2.31 (s, 3H), 0.90 (s, 9H)o 

^^^4 1(4 1) 

2' - (4 -T ^ vV 7x-;P:^;;i'M'^'< -4' -757-4 - (2, 
15 2 -->Vf-;U7'o t:;i/:^;i/M*^-<;i/) - 2 - tr7 i-;v:^7 ■ 2 7 ^ 



5 




495 




TLC : R f 0.35 (^'Oa.-^;UA ; ^ / : 7 ; 3 ; 0.3) ; 
NMR (d6-DMS0) : S 10.49 (s, IH), 9.13 (s, 2H), 8.78 (s, 2H), 8.50 (br.t, J = 
5 6.3 Hz, IH), 8.24(d, J= 1.8 Hz, IH), 7.92 (dd, J = 8.0, 1.8 Hz, IH), 7.71 (s, 4H), 
7.29 (d, J = 8.0 Hz, IH), 7.11-7.01 (m, 3H), 3.10 (d, J = 6.3 Hz, 2H), 2.35 (s, 6H), 
0.89 (s, 9H)o 



mm.m 4 1 (42) 

10 2- [2- (4 vV 7x^;i/*;i//s-^'l';i/) - 5 f-^i'- 3 -7 U 
^l-] -5- (2, 2 -v^f-;i/7'nii;i/*;i//N'^^;i/) $,i,#^-^^>7> 
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T L C : R f 0-29 ( ^ n u ;L'2, : ;< y - )b : 10:2:1,! ; 

NMR (dfrDMSO) : 0 13.0-12.4 (br, IH), 10.42 (s, IH), 9. 18 (s. 2H), 8.87 (s, 
2H), 8.57 (br.t. J = 6.6 Hz, IH), 8.33 (d, J = 1.5 Hz, IH), 8.00 (dd, J = 7.8, 1.5 Hz, 
IH), 7.93 (d, J = 9.0 Hz, 2H), 7.77 (d, J =9.0 Hz, 2H), 7.45 (d, J = 7.8 Hz, IH), 
5 6.43 (s, IH). 3.13 (d, J = 6.6 Hz. 2H), 2.46 (s, 3H), 2.33 (s. 3H), 0.91 (s, 9H)o 

^^.^1 4 1 (43) 

2- [4- (4 -7 ^ 7x-;^*;^.'^'^ - 2 - ^ f-^i-- f 'J 5 v 
)^] - 5- (2, 2 -vVf-;i'7'Ptr;i/*;b/s-^ • 
10 > ^ >7.;b't^>^^ 




TLC:Rfo.40 (^DD.-}.;i/A : ^y-;n g^gf= 1 0 : 2 : 1) ; 

NMR (d6-DMS0) : S 11.02 (s, IH), 9.20 (brs, 2H), 8.85 (brs, 2H), 8.73 (s, 
15 IH), 8.62 (brt, J = 6.5 Hz, IH), 8.46 (d, J = 1.8 Hz, IH), 8.09 (dd, J = 8.0 , 1.8 Hz, 
IH), 7.91 (d, J = 9.0 Hz, 2H), 7.78 (d,J = 9.0 Hz, 2H), 7.43 (d, J = 8.0 Hz, IH), 
3.14 (d. J = 6.5 Hz, 2H), 2.83 (s, 3H), 2.30 (s, 3H), 0.91 (s, 9H)o 

^^^4 1 (4 4) 

20 2 - [2- (4 v/7j.-;i-*;i'/<-^^;i/) - 6 -^f--'!^- 3 - t:'; 

-5- (1 (S) -^^Ht^'] y i])l^::^)l-3 -^'f-il'7'f->l'i} )l'^< 
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)i) • ^ ^' > ;^ ;b ;^ > 




CH3 



TLC:Rfo.78 (^'^D.i^;^A : ^:5'y-;^:g^^=l 0 : 2 : 1) ; 

5 NMR (d6-DMS0) : S 10.84 (s, IH), 9.20 (s, 2H), 8.93 (s, 2H), 8.90 (d, J = 
8.1 Hz, IH). 8.46 (d, J = 1.8 Hz, IH), 8.08 (dd, J = 8.1, 1.8 Hz, IH), 7.83 (d, J = 
9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.64 (d, J = 8.1 Hz, IH), 7.55 (d, J = 8.1 Hz, 
IH), 7.31 (d, J = 8. 1 Hz, IH), 4.97 (m, IH), 4.46 (br, IH), 3.7-3.4 (m, 8H), 2.67 
(s, 3H), 2.36 (s, 3H), 1.8-1.6 (m, 2H), 1.47 (m, IH), 0.91 (d, J = 6.6 Hz, 3H), 

10 0.91 (d, J = 6.6 Hz, 3H)o 

mmm 4 1 (45) 

2- [2- (4 -7^ v/7x^;i';^;;P/N'^^;i/) - 6 - ^ 3 - tf 'J 
v;v] -5- (1 (S) h^v>f-;i/-2, 2 - v> f-^i^^n 
15 ^<^4 • ^ > X ;i/ .-^ > i?Jg 
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T L C : R f 0.45 (^^D.-^;^A : ^ : 10:2:1) ; 

NMR (d6-DMS0) : S 10,8 (s, IH). 9.19(brs, 2H), 8.84 (brs. 2H), 8.41 (d, J 
5 = 1.8 Hz, IH), 8.27 (d. J =9.3 Hz, IH), 8.04 (dd, J= 8.1, 1.8 Hz, IH), 7.93 (d, J 
= 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.63 (d, J = 7.8 Hz, IH), 7.56 (d, J = 
7.8 Hz, IH), 7.30 (d, J = 8.1 Hz, IH), 4.10 (dt, J = 9.3, 3.3 Hz, IH), 3.70-3.40 (m, 
2H), 3.23 (s, 3H), 2.67 (s, 3H), 2.32 (s, 3H), 0.93 (s, 9H)o 

10 4 1 (46) 

2- [2- {4 -7 ^'J / y :^=->\^t )U) -6-^h^->-3-l; 

-5- (1 (S) h^->^f-;i--2, 2 --^ ^ -?';^7'a if 
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TLC : R f 0.48 (:}'DD.t^;^A : ^ ^' : mm= 10:2:1) ; 

NMR (d6-DMS0) : S 10.6 (s, IH), 9. 18 (br s, 2H), 8.80 (br s, 2H), 8.40 (d, J 
5 =2.1 Hz, IH), 8.26(d, J =9.3 Hz, IH), 8.02 (dd, J = 8. 1, 2. 1 Hz, IH), 7.90(d, J 
= 9.0 Hz, 2H), 7.77 (d, J =9.0 Hz, 2H), 7.65 (d. J = 8.1 Hz, IH), 7.30 (d, J = 8.1 
Hz, IH), 7.13 (d, J = 8.1 Hz, IH), 4.15-4.05 (m. IH), 4.09 (s, 3H), 3.59-3.46 (m, 
2H), 3.23 (s, 3H), 2.30 (s, 3H), 0.93 (s. 9H)o 

10 -^WiM 4 1 (47) 

2- [2- (4-7? vV7x-;l/:*;UM-^xf _ 5 _ _ 3 _ tf ij 

'J)\^] -5- (2, 2 -v^f-;^y^li>'^t^->^;^'■K-;^) • ^ 

9 >x;b*>^ig 
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TLC : R f 0.28 (^UD.-^;^A : ^y-;u : mf&= 20:2:1) ; 

NMR (d6-DMS0) : d 10.86 (s, IH), 9.20 (s, 2H), 8.62 (brs, 2H), 8.54 (d, J = 
5 1.8 Hz, IB), 8.17, (dd, J= 8.4, 1.8 Hz, IH), 7.94 (d, J =8.7 Hz, 2H). 7.79 (d, J = 
8.7 Hz, 2H), 7.58 (d, J = 7.8 Hz, IH), 7.65 (d, J = 8.4 Hz, IH), 7.39 (d, J = 7.8 Hz, 
IH), 4.05 (s, 2H), 2.70 (.s, 3H), 2.37 (s, 3H), 1.04 (s, 9H)o 

^^^1 4 1 (48) 

10 2- [2- ( 4 -T ^ vV - 3 - 7;l^t n 7 i-;u* ^u-^^'^ ^1-) -6-.^ 
f-;i^- 3 -li V v^i^] -5- (2, 2 -v^■^^^7'oe;^*;^/^'•t'<>'^) $ 
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T LC : R f 0.44 i^vvt^jui. : / ^ y -)i : 10:2:1) ; 

NMR (d6-DMS0) : S 1 1.0 (s, IH), 9.30 (br s, 2H), 9. 17 (br s, 2Hx3/5), 9. 10 
(brs, 2Hx2/5), 8.60 (t, J = 6.3 Hz, IH), 8.41 (d, J = 2.1 Hz, IH), 8.05 (dd, J = 7.8, 
5 2. 1 Hz, IH), 7.85 (dd, J = 14, 2. 1 Hz, IH), 7.74 (dd, J = 9.0, 2. 1 Hz, IH), 7.65- 
7.60 (m. IH), 7.64 (d, J = 7.8 Hz, IH), 7.56 (d, J = 7.8 Hz, IH), 7.30 (d, J = 8. 1 
Hz, IH), 3.13 (d, J = 6.3 Hz, 2H), 2.67 (s, 3H), 2.36 (s, 3Hx3/5), 2.33 (s, 3Hx2/5), 
0.91 (s, 9H)o 

10 '^mM 4 1 (49) 

4- [2- {4 -T < 9 y 7 j:.=-)Vfi )V) - 6-:^'f-}\y-3~}^V 

^OH 



15 TLC:Rfo.3 (^nn.+ ;i.A : ^ ^'y-;!/ : 1 0 : 2 : 1) ; 

NMR (d6-DMS0) : 6 10.83 (s, IH), 9.20 (s, 2H), 8.90 (s, 2H). 8.48 (d, J = 
1.8 Hz, IH), 8.10 (dd, J =8.1, 1.8 Hz, IH), 7.91 (d. J = 8.7 Hz, 2H), 7.78 (d, J = 
8.7 Hz, 2H), 7.64 (d, J = 7.8 Hz, IH), 7.56 (d, J = 7.8 Hz, IH), 7.34 (d, J = 8.1 Hz, 
1H),2.68 (s, 3H), 2.35 (s, 3H)o 

20 

^^.011 4 1 (50) 




CH3 
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- 4 - 



9 



2 - V > f- ;i/ 7°o If )i i] -i il) -2 - Ml jr. )i 1] ;u --^ > • 2 9 
y 7s )V A- y f^i^ 



TLC:Rfo.42 (^'DP.t^i-A : ^ ^J'y-;!/ : ^= 7 : 3 : 0.3) ; 

NMR (d6-DMS0) : 8 10.24 (s, IH), 9.10(s, 2H), 8.80 (s, 2H), 8.51 (br.t, J = 
6.0 Hz, IH), 8.27 (d, J = 2.0 Hz, IH), 7.94 (dd. J = 8.0,2.0 Hz, IH), 7.69 (s, 4H), 
7.58 (d, J = 8.0 Hz, IH), 7.24 (d, J = 8.0 Hz, IH), 6.91 (d, J = 8.0 Hz, IH), 6.64 
10 (s, IH), 3.10 (d, J = 6.0 Hz, 2H), 2.38 (s, 6H), 0.89 (s, 9H)o 

% m\^ 1(51) 

2- [2- (4 -7^ -://7i-;^:*;^/^'^'^;^) - 6 f-;^- 3 - 1: 'J 
v;u] -5- (1. 1, 3, 3 -r h ^^-^-^i^y^iL'* 't'^^^ ^ ''^) 
15 1^ • ^ ^ >7.;i/;^ >jgJS 




NH2 



• 2CH3SO3H 



5 
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H 




CH3 



TLC:Rf0.48 (^^ au.iT;i/i, : ^ ^ y : g^[^= 1 0 : 2 : 1 ) ; 
NMR (d6-DMS0) : S 10.84 (s, IH), 9.21 (brs, 2H), 8.94 (brs, 2H), 8.31 (d, J 
5 =1.8 Hz, IH), 7.95 (dd, J = 8.0, 1.8 Hz, IH), 7.92 (d, J = 9.0 Hz, 2H), 7.89 (brs. 
IH), 7.79 (d, J = 9.0 Hz, 2H), 7.61 (d, J = 8.0 Hz, IH), 7.54 (d, J = 8.0 Hz, IH), 
7.26 (d, J = 8.0 Hz, IH), 2.67 (s, 3H), 2.36 (s, 3H), 1.87 (s, 2H), 1.43 (s, 6H), 
0.98 (s, 9H)<, 

10 4 1 (52) 

2- [2- {4 -7 ^ y y 7 jV/i^-i )\^) - 5 3 - tf V 

'J)V] -5 - (2, 2 - )V) • ^ ^' > 
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TLC:Rfo.50 uv^^)ij.. : ;i 9 y -)i : 7 : 3 :o.3) ; 

NMR (d6-DMS0) : d 10.93 (s, IH), 9. 18 (s, 2H). 8.88 (s, 2H), 8.60 {br.t, J = 
6.2 Hz. IH), 8.56 (d, J = 2.0 Hz, IH), 8.43 (d, J = 2.0 Hz, IH), 8.06 (dd, J = 
5 8.0,2.0 Hz. IH). 7.95 (d. J = 9.0 Hz, 2H). 7.76 (d, J = 9.0 Hz, 2H), 7.57 (d, J = 
2.0 Hz, IH), 7.31 (d, J = 8.0 Hz, IH). 3. 14 (d, J = 6.2 Hz, 2H), 2.44 (.s, 3H), 2.36 
(s, 3H). 0.92 (s, 9H)o 

'^mm 4 1 (53) 

10 2 - [2 - (4 - 7 ^ y y :L~>li] ;u) - e- p'h^v-S-li" 

- 5- [ [5- i \ -y^)lJ-^)^) -2. 2-v^^^^v*^^ 



15 TLC:Rfo.40 {^uut^)UA : ;i 9 y -)\^ -.^^=1 0 : 2 : I) ; 

NMR (d6-DMS0) : S 12.8-12.5 (br, IH), 9.24 (s, 2H), 9.07 (s, 2H), 8.33 (d, J 
= 1.8 Hz, IH), 8.03 (s, IH), 7.95 (dd, J =8.1, 1.8 Hz, IH), 7.88 (d, J = 8.7 Hz, 
2H), 7.78 (d, J = 8.7 Hz, 2H), 7.62 (d, J = 8.4 Hz, IH), 7.27 (d. J = 8. 1 Hz, IH), 
7. 10 (d, J = 8.4 Hz, IH), 4.14 (d, J = 12.0 Hz, 2H), 4.08 (s, 3H), 3.93 (d, J = 11.7 
20 Hz, 2H), 2.39 (m, IH), 1.33 (s, 3H). 1.29 (s, 3H), 0.93 (d. J = 7.2 Hz. 6H)o 




OCH3 
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'um.m 4 1 (54) 

2- [2- (4 -7 5 7x-;l/:/;;l//'s-^^;l/) -6-^ 

'jv;!/] -5- [1 (S) - {A -J^V^vi] 2 - 



T L C : R f 0.57 [^uuT^.ivi. : 9 J : g^S?= 10:2:1) ; 

NMR (300 MHz, CD3OD) : § 8.52 (d, J = 1.8 Hz, IH), 8.03 (dd, J = 8.0, 1.8 
10 Hz, IH), 7.85 (d, J = 9.0 Hz, 2H), 7.75 (d, J = 9.0 Hz, 2H), 7.59 (d, J = 8.0 Hz, 
IH), 7.33 (d, J = 8.0 Hz, IH), 7.06 (d, J = 8.0 Hz, IH), 5.45 (dd, J = 9.3, 6.0 Hz, 
IH), 4.34 (q, J = 7.2 Hz, 2H), 4. 12 (s, 3H), 2.07-1.87 (m, 2H), 1.82-1.68 (m, IH), 
1.35 (t, J = 7.2 Hz, 3H), 1.03 (d, J = 6.6 Hz, 3H), 1.01 (d, J = 6.9 Hz, 3H)o 

15 1 (5 5) 

2- [2- (4 -7^ vV 7x-;l/*Jl/v<^^;i/) -6-;^ h^rv-S-t' 
- 5- [ (1 (S) -N-H Kn^v*;b/N'^-f ;i') - 




0CH3 
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H 




O 



^ CONHOH 



OH 



H2N 



• CH3SO3H 



0CH3 



T L C : R f 0.39 nu.+ ;i/A : ;< ^ y - : ^= s : 2 : 0.2) ; 

NMR (d6-DMS0) : S 10.77 (s, IH), 10.61 (s, IH), 9.20 (s, 2H), S.86 (s, 2H), 
5 8.73 (d, J - 7.8 Hz, IH). 8.47 (d, J = 1.8 Hz, IH), 8.08 (dd, J = 7.8, 1.8 Hz, IH), 
7.91 (d, J =9.0 Hz, 2H), 7.79 (d, J = 9.0 Hz, 2H), 7. 65 (d, J = 8. 1 Hz, IH), 7.30 
(d, J = 7.8 Hz, IH), 7. 12 (d, J = 8. 1 Hz, IH), 4.49 (m, IH). 4. 11 (s, 3H), 2.35 (s, 
3H), 1.80-1.60 (m. 2H), 1.51 (m, IH), 0.93 (d, J = 6.6 Hz, 3H), 0.89 (d, J = 6.3 
Hz, 3H)o 

10 

mm 4 1 (56) 




2_ [2- (4 -T ^ v/7x^;L'*;i^/N'^^;t/) -6-^b^->-3-t° 
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o 



H 
N 



H2N 



OCH3 



TLC : R f 0.20 {^xiut^)VA : ^ ^ y-;^ : st^?^= 20:2:1) ; 

NMR (d6-DMS0) : d 10.59 (s, IH), 9.21 (s, 2H), 8.90 (s, 2H), 8.45 (br.t, J = 
5 6.6 Hz, IH), 7.93(d, J = 9.0 Hz, 2H), 7.90 (s, IH), 7.80(d, J -9.0 Hz, 2H), 7.59 
(d, J = 8.0 Hz, IH), 7. 1 1 (d, J = 8.0 Hz, IH), 7.09 (s, IH), 4. 1 1 (s, 3H), 3. 1 l(d, J 
= 6.6 Hz, 2H), 2.40 (s, 6H), 0.94 (s, 9H)o 

4 1 (57) 

10 4- [2- (4 -7 ^ vV 7x^;i/*;i.'^N'^-i' - 6 h ^->- 3 - t: 
'J y{ V 9 1^"^ ■ i- ^ >7.;i/.t^ >^iS 

O^^ ^OH 



TLC : R f 0.20 {^uuit^)^h : ^ "7 mi^=3 : i : i) 




0CH3 
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NMR (d6-DMS0) : 0 10.61 (s. IH), 9.18 (s, 2Hi, 8.75 (s. 2H), 8.50 (d, J = 
1.8 Hz, IH). 8.10(dd, J = 8.0, 1.8 Hz, IH). 7.91 (d, J = 8.7 Hz, 2H). 7.78 (d. J = 
8.7 Hz, 2H), 7.67(d, J = 8.6Hz, IH), 7.35(d, J = 8. OHz, IH). 7. 14 (d, J = 8.6 
Hz, IH), 4.11 (s, 3H), 2.32 (s, 3H)o 



'Mti^MA 1 (5 8) 

2 _ [ 2 - ( 4 - 7 5 7 i - ^1/ * ^l-'^N-^ ^ ^U) - 6- ^h^y-3-^ 
'jv^l^] -5- (1 (S) -t: Ko^^vvt-f ;^-3 -^f-^l'7'f-;i-'*i^^^-t 
)l) -4 -^f-^v$J.^fiS • ^ ^ > 7. ;b > fills 



TLC:Rfo.25 (^'nD.i^;pi. : / g^g|= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0): d 12.9-12.5 (broad, IH), 10.60 (s. IH), 9.19 (brs, 2H), 
8.86 (brs, 2H), 8.41 (d. J = 2.0 Ha IH), 8.25 (brd, J = 8.4 Hz, IH), 8.02 (dd, J = 
15 8.0, 2,0 Hz, IH), 7.90 (d, J = 9.0 Hz, 2H), 7.78 (d. J = 9.0 Hz, 2H), 7.64 (d, J = 
8.4 Hz, IH), 7.29 (d, J = 8.0 Hz, IH), 7.12 (d, J = 8.4 Hz, IH), 4.15-4.05 (m, IH), 
4.09 (s, 3H), 3.47-3.32 (m, 2H), 2.32 (s, 3H), 1.72-1.56 (m, IH), 1.55-1.30 (m, 
2H), 0.90 (d, J = 6.6 Hz, 3H), 0.89 (d, J = 6.6 Hz, 3H)o 

20 ^i^m 4 1 (59) 

2- [2- (4 -T^ ->V 7x-;b*^U/<^^;i') -6-^h^v-3-t; 
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V v^L-] -5- [ (4, A-v^'J-)V:i-^yyy-3 (S) - ^ 



5 

TLC:Rfo.25 (^'UD.-h;uA : ^ : 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0) : 5 12.9-12.6 (broad, IH), 10.61 (s. IH), 9.18 (brs, 2H), 
8.84 (brs, 2H), 8..55 (brd, J = 8.4 Hz, IH), 8.42 (d, J = 2.0 Hz, IH), 8.03 (dd, J = 
8.0, 2.0 Hz, IH), 7.89 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.65 (d, J = 
10 8.4 Hz, IH), 7.30 (d, J = 8.0 Hz, IH), 7.12 (d, J = 8.4 Hz, IH), 4.40-4.32 (m, IH), 
4.09 (s, 3H), 3.69 (dd, J = 9.0, 6.0 Hz, IH), 3.53 (d, J = 5.4 Hz, IH), 3.48 (d, J = 
5.4 Hz, IH), 2.31 (s. 3H), 1.10 (s, 3H), 0.96 (s, 3H)o 

•^mmA 1(6 0) 

15 2- [2- (4 -7^ vV 7x^;b*;uyN'^-r;i/) - 6 h + v- 3 - ti° 
- 5- (1 (R) . 2, 2-^V^^;^y^^;;^:^;;^/<^^;^) ^ 




OCH3 
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OCH3 



TLC:Rfo.40 {^t]u^s)ij^ : / ^ J -)i \ 0 : 2 : \) ; 

NMR (d6-DMS0) : 8 12.9-12.5 (broad, IH), 10.61 (s, IH), 9.20 (brs. 2H), 
5 8.90(brs,2H), 8.37 (d, J = 1.8 Hz, IH), 8.21(brd, J = 9.0 Hz, IH), 8.00 (dd, J = 
8.0, 1.8 Hz, IH), 7.90 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz. 2H), 7.63 (d, J = 
8.4 Hz, IH), 7.28 (d, J = 8.0 Hz, IH), 7. 12 (d, J = 8.4 Hz, IH), 4.09 (s, 3H), 4.06- 
3.96 (m, IH), 2.33 (s, 3H), 1.10 (d, J = 6.6 Hz, 3H), 0.92 (s, 9H)o 

10 -f^mm 4 1 (61) 

2 - [ 2 - ( 4 - 7 ^ vV 7 X ^ * ^ JU) - 6 - ^ h ^ -> - 3 - ti 
-5- [ (1 (R) -2, 2 -v^f-'L'V^' p^>-7-;l) 




0CH3 
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TLC : R f 0.42 (^ua7^;^i. : : fi^;^= 10:2:1) ; 

NMR (d6-DMS0) : <5 12.9-12.5 (broad, IH), 10.61 (s, IH), 9.20 (brs, 2H). 
8.89 (brs, 2H), 8.38 (d, J = 1.8 Hz, IH). 8.22 (brd, J = 8.7 Hz, IH), 8.01 (dd, J = 
5 8.0, 1.8 Hz, IH), 7.90 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.64 (d, J = 
8.4 Hz, IH), 7.29 (d, J = 8.0 Hz, IH), 7.12 (d, J = 8.4 Hz, IH), 4.16-4.08 (m. IH), 
4.09 (s, 3H), 2.32 (s, 3H), 2.00-1.88 (m, IH), 1.83-1.42 (m, 5H), 1.00 (s, 3H), 
0.90 (s, 3H)o 

10 'MmW 4 1 (62) 

2- [2- (4 -7^ vV7i:i;l/:/j;bM'^^';l') - 6-^b^v-3-t° 

Vv;i^] - 5- [ (1 (S) -^f-;^7^ y^f-^i'-s -^^^i y'f-^i') 



TLC : R f 0.17 (i^nn.i^;i.A : 10:2:1) ; 

NMR (d6-DMS0): d 12.75 (br, IH), 10.62 (s, IH), 9.21 (s, 2H), 8.91 (s, 2H), 
8.57 (d, J = 8.7 Hz, IH), 8.60-8.40 (br, 2H), 8.48 (d, J = 1.7 Hz, IH), 8.09 (dd. J 
= 8.0, 1.7 Hz, IH), 7.91 (d, J = 9.0 Hz, 2H), 7.81 (d, J = 9.0 Hz, 2H), 7.63 (d, J = 
20 8.7 Hz, IH), 7.34 (d, J = 8.0 Hz, IH), 7. 14 (d, J - 8.7 Hz, IH), 4.43(ni, IH), 4.12 
(s, 3H), 3.20-3.00 (m, 2H), 2.60 (t, J =5.4 Hz, 3H), 2.35 (s, 6H), 1.71-1.52 (m, 

512 



H 




OCH3 
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2H), 1.33 (m, IH). 0.93 (d. J = 6.3 Hz. 3H), 0.92 (d. J = 6.3 Hz. 3H)c 
'^mW 4 1 f 6 3 ) 

2 - [2- ( 4 - r < V / V i - * -1" ;b) - 6 -■ h ^ ■> - 3 - i; 
5 - 5- [ I 4, 4 -->'^f-^^- 2 -5^^Vt^V7 >- 3 (S) - 




OCH3 



TLC:Rf0.36 (^'nn.i^;bA : : S^^= 1 0 : 2 : 1) ; 

10 NMR (d6-DMS0) : 8 12.9-12.6 (broad, IH), 10.62 (.s, IH), 9.19 (brs, 2H), 
9.05 fbrd, J = 9.0 Hz, IH), 8.86 (brs, 2H), 8.50 (d, J = 1.8 Hz, IH), 8.09 (dd, J = 
8.0, 1.8 Hz, IH), 7.90 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.67 (d, J = 
8.4 Hz, IH), 7.35 (d, J = 8.0 Hz, IH), 7.13 (d, J = 8.4 Hz, IH), 4.99 (d, J = 9.0 Hz. 
IH), 4.16(d, J = 9.0Hz, IH), 4.10 (s, 3H), 4.08 (d, J = 9.0 Hz, IH), 2.32 (s, 3H), 

15 1.15 (s, 3H), 1.02 (s, 3H),, 

^^f^4 1(64) 

2- [2- (4 -7 ^ V ^ 7x.:i;i':^;i//<^ -3-f-■i--'^] -5- 
[ (1 (S) -T-t^;^ + ^->^-7-i^- 2. 2 -vV-/■;^7'D^l;^) 
20 ^ ^ ^,&#Sx • > X > Kis 
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TLC : R f 0.58 (^P^.■^;^A : 10:2:1) ; 

NM R (d6-DMS0) : d 12.8-12,0 (br, IH), 10.24 (s, IH), 9. 17 (s, 2H), 8.86 (s, 
5 2H), 8.34 (d, J = 8.4 Hz, IH), 8.29 (d, J = 1.8 Hz, IH), 8.00 (dd, J =8.4, 1.8 Hz, 
IH ), 7.84 (d, J = 5. 1 Hz, IH), 7.74 (like s, 4H), 7.42 (d, J = 8.4 Hz, IH), 7. 1 1 (d, 
J = 5.1 Hz, IH), 4.34 (dd, J = 10.2, 1.6 Ha IH), 4.13(dd, J = 10.2, 1.6 Hz, IH), 
4.06 (t, J = 10.2 Hz, IH), 2.33 (s, 3H), 1.93 (s, 3H), 0.94 (s, 9H)o 

10 ^/.-fe^ll 4 1 (65) 

2- [2- (4 -7 5 7j.-;u*;1//s-^^;L/) - 6-^h^v-3-t: 
-5- [ [4 -:^;i-'i^'^v- 4 - (2 2 -7°n--;-;i/) 
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TLC:Rfo.37 (i^'nn.-^;!.^ : ^ : 0^^= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0) : S 10.6 (s, IH), 9. 19 (br s, 2H). 8.85 (br s, 2H), 7.91-7.88 
5 (m, 3H), 7.78 (d, J = 8.7 Hz, 2H), 7.67 (d, J = 8. 1 Hz, IH), 7.58 (dd, J =8.1, 1.8 
Hz, IH), 7.27 (d. J = 8.1 Hz, IH), 7. 11 (d, J = 8.1 Hz, IH), 4.81 (s, IH), 4.72 (s, 
IH), 4.30-4.10 (m, 2Hxl/2, each of isomers), 4.09 (s, 3H), 3.60-3.40 (m, 2Hxl/2, 
each of isomers), 3.40-3.00 (m, 2H), 2.31 (s, 3H), 2.30 (s, 2H), 2.1 0-1.90 (m, 2H), 
1.66 (s, 3H), 1.50-1.30 (m, 2H)o 

10 

-^mm 4 1 (66) 

2- [2- (4 -T 5 vV 7 ;i^) - 6-^h + ->-3-t° 

-5- [1 (S) - [N-^f-;i--N- {i-^ ^ 



515 




T L C : R f 0.42 (i^g^xf-;^ : : '4^^ 3 : I : I ) ; 

NMR (D2O): S 8.13 (d, J = 1.8 Hz, IH), 7.84 (d. J = 8.4Hz, IH), 7.72 (d, J = 
5 8.7 Hz, IH), 7.70 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.7 Hz, 2H). 7.41 (d, J = 8. 7 
Hz, IH), 7. 13 (d, J = 8.4 Hz, IH), 4.73 (m, IH), 4.03 (s, 3H), 3.62 and 3.57 (d, J 
= 7.5 Hz, IH), 3.21 and 3.14 (s. 3H), 2.75 (s, 6H), 2.25 and 2.18 (s, 3H), 1.76- 
1.54 (m, 2H), 1.39 (m, IH), 0.92-0. 85 (m, 6H)o 

10 mmW 4 1 (67) 

2' - (4 -7 $ vV 7x^;i/*;i//s;-:t^;l/) - 4'-T5y-4-(l(R), 

2 ^ ^ >X;U*>^Jtg 
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TLC:Rf0.52 (^un.1^;i/A : ^^'y-;!/ :7K=7 : 3 :o.3) ; 
NMR (d6-DMSO) : S 10.55 (s. IH), 9.14 (s, 2H), 8.85 (s, 2H), 8.24 (d, J = 
5 2.0 Hz, IH), 8. 15 (br.d, J = 6.3 Hz, IH). 7.93 (dd, J = 8.0,2.0 Hz, IH), 7.74 (d, J 
= 9.0 Hz, 2H), 7.70 (d, J = 9.0 Hz, 2H), 7.30 (d, J = 8.0 Hz. IH), 7.29 (s, IH), 
7.17 (s, 2H), 3.98 (m, IH), 2.37 (s, 6H), 1.08 (d, J = 7.0 Hz, 3H), 0.90 (s, 9H)o 

'^^mW 4 1 (68) 

10 2- [2- (4-75 vV 7 x-;b:^; 'f;^) - 6-/Y^'y-3-\i 
- 5- [1- (2, 2 ~iy 7-hyy'-)^-5-4 
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TLC:Rfo.24 i^oot^jiA : / ^ y -.^m-^ \ 0 : I :o.2) ; 

NMR (d6-DMS0) : S 13.2-12.3 (br, IH), 10.62 (s, IH), 9.19(.s, 2H). 8.88 (s, 
2H), 8.27 (d, J= 1.8 Hz, IH), 7.99 (dd, J = 7.8, 1.8 Hz, IH), 7.90(d, J = 9.0 Hz, 
5 2H), 7.79 (d, J = 9.0 Hz, 2H), 7.74 (d, J = 8.4 Hz, IH), 7.46 (d, J = 7.8 Hz, IH), 
7.15 (d, J = 8.4 Hz, IH), 4.38 (s, 2H), 4.10 (s, 3H), 2.32 (s, 3H), 0.80 (s, 9H)o 

'4^mm 4 1 (69) 

2- [2- (4 -7 < vV 7 jU;^ - 6-^h^v-3-l; 

10 ')'J)l] - 5- [ [1- { \ < yj^^)^) - 4- (2 f-;l^7°n 
if^ 'j V > - 4 - ;^] * ^I'/^'-t -f • 2 ^ ^ > 7> 




OCH3 



15 T L C ; R f 0.48 (St^-xf-A- :^m:^=3 : I : I) ; 

NMR (d6-DMS0) : S 10.6 (s, IH), 9.20 (brs, 2H), 9.08 (brs, IH), 8.89 (brs, 
2H), 8.53 (br s, IH), 8.36 (d, J = 1.8 Hz, IH), 8.08 (s, IH). 8.02 (dd, J = 8. 1, 1.8 
Hz, IH), 7.90 (d, J = 8.7 Hz, 2H). 7.79 (d, J = 8.7 Hz, 2H), 7.63 (d, J = 8.7 Hz, 
IH), 7.30 (d, J = 8.1 Hz, IH), 7.13 (d, J = 8.7 Hz, IH), 4.10 (s, 3H), 3.93-3.76 (m, 
20 2H), 3.40-3.20 (m, 2H), 2.61-2.44 (m, 2H), 2.31 (s, 6H), 2.26 (s, 3H), 1.74-1.49 
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(m, 5H). 0.90 (ci. J = 6.0 Hz. 6H), 



1(70) 

3 - [ 2 - ( 4 - T 5 >V 7 i - n- 1 ^L- ^ <^ ^ A ) - 6 - ;^ h ^ > - 3 - 
5 ')-y')^] - 6- [(1 i R) . 2, 2 - h 'j f-;u-/o *;b^<-^'f;u] 
- 2 - 'J >• > :^ > fig • ^ 9 y -t^ >|^is 




NH fT^N 




TLC:Rfo.40 (i^^nn.+ ^bz. : y :7jc=8 : 2 :o.2) ; 

10 NMR (d6-DMS0) : 5 12.95 (br.j;, IH), 10.65 (s IH), 9.20 (s, 2H), 8.89 (s, 
2H), 8.69 (d, J = 10.0 Hz, IH), 8.26 (d, J = 8.0 Hz, IH), 7.94 (d, J = 8.0 Hz, 
IH), 7.90 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz. 2H ), 7.74 (d, J = 8.0 Hz, IH), 
7.19(d, J = 8.0 Hz. IH). 4.12{s, 3H), 4.02 (dq, J = 10.0, 7.2 Hz, IH), 2.33 (s, 
3H), 1.17 (d, J = 7.2 Hz, 3H), 0.94 (s, 9H)o 

15 

4 1 (71) 

2- [2- (4 -T ? V/ 7x-;i/*;i//N'^ ^ ;i) - 6->h^>-3-t: 
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H 




TLC:Rf0.50 (^nn.i.;i/A : : Rtl^- 1 0 : 2 : 1) ; 

NMR (d6-DMS0) : d 10.60 (s, IH). 9.20 (s, 2H). 8.88 (s, 2H), 8.32 (d. J = 
5 1.8 Hz, IH), 8.00 (s, IH), 7.95 (dd. J = 7.8. 1.8 Hz, IH), 7.88 (d, J = 9.3 Hz, 2H), 
7.78 (d, J = 9.3 Hz, 2H), 7.62 (d, J = 8.4 Hz, IH), 7.26 (d, J = 7.8 Hz, IH), 7. 11 
(d, J = 8.4 Hz, IH), 4.09 (s, 3H). 2.32 (s, 3H), 1.40 (s, 9H)o 

-m^H 1(7 2) 

10 2- [2- (4 7i::^;l-:^;i/^^~^'f -6"^h^v-3-tl 
'Jv^W] - 5- (2, 2, 2 - b ';c:7nDxf-;i/:^ji//<^ ^;b) • 
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T L C : R f ().4() : 'J u tobi, ; y< ^ y - ;i/ : SpS5= l 0 : 2 : l ) ; 

NMR (d6-DMS0) : 8 12.81 (s, IH), 10.62 {s, IH), 9.56 (U J = 6.4 Hz. IH), 
9.20 (s, 2H), 8.86 (s. 2H), 8.49 (d, J = 1.8 Hz. IH), 8.04 (dd, J = 8.0, 1.8 Hz, IH), 
7.90 (d, J= 9.2 Hz. 2H), 7.79 (d, J =9.2 Hz. 2H). 7.67 (d, J = 8.6 Hz, IH). 7.35 
5 (d, J = 8.0 Hz. IH). 7.13 (d, J = 8.6 Hz, IH). 4.42 (d, J = 6.0 Hz, 2H), 4.10 (s, 
3H), 2.31 (s. 3H)c 

%m\\ 4 1 < 7 3 ) 

2- [3- I 4 -T 5 7 Jb) -2--f^^y^\ - 6- 

VS 



15 TLC:Rfo.i5 (^DD.t;i//. : ^ : s^^= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0) : 8 13.05 (br.s, IH), 10.41 (.s IH), 9.17 (s, 2H), 8.82 (s, 
2H), 8.31 (s. IH), 8. 19 (d, J = 8.0 Hz, IH), 8.07 (d, J = 8.0 Hz, IH), 7. 84 (d, J = 
9.0 Hz, 2H), 7.82 (d, J = 5.4 Hz, IH), 7.75 (d, J = 9.0 H z, 2H), 7.73 (d, J = 5.4 
Hz, IH), 2.31 (s, 3H), 1.44 (s, 9H)o 

20 

^^.glJ4 1(7 4) 



H 




• CH3SO3H 
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2- [2- ( 4 -7 ^ V / 7 a ^ - 6 h ^v- 3 - 
'J->';i/] - 5- (2, 2, 2 - h 'J 7;i/tnx-7-;l':^;l/ys-^ ^ 'ir-t^ft • 




5 

T L C : R f 0.30 nuj^;l/A : ^ 7 - ;u : 7K= 8 : 2 : 0.2) ; 
NMR (d6-DMSO) : 8 (brs, IH), 10.62 (s, IH). 9.34 (t, J = 6.3 Hz, IH), 

9.19 (s, 2H), 8.81 fs, 2H). 8.48 (d. J = 1.8 Hz, IH), 8.08 (dd, J = 7.8, 1.8 Hz, IH), 
7.91 (d, J = 8.7 Hz, 2H), 7.78 (d, J = 8.7 Hz, 2H), 7.67 (d, J = 8.4 Hz, IH), 7.36 
10 (d, J = 7.8 Hz, IH), 7.14 (d, J = 8.4 Hz, IH), 4.22-4.10 (m, 2H), 4.11 (s, 3H), 
2.32 (s, 3H)o 

•^mW 4 1 (75) 

2- [2- [ (2 -T 5 vV 11 V ^ 5 ;i-) *;^y^'^-f -6- 
15 ^ -5- (2, 2 -vVf-;b-/n ti;l/*;i/ys-^^;l/) 



522 
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T L C : R f 0.38 {^vv:Y.)\.i. : / 9 J - >i : ^m= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0) : <? 13.0-12.6 (br, IH), 11.05(s, IH), 9.59 (s, 2H), 9.35 (s, 
5 2H), 9.29 (s, 2H), 8.59 (t, J =6.0 Hz, IH), 8.41 (d, J = 1.5 Hz, IH), 8.04 (dd, J = 
8.0, 1.5 Hz, IH), 7.69 (d, J = 8.7 Hz. IH). 7.34 (d, J= 8.0Hz, IH), 7.18 (d, J = 
8.7 Hz, IH), 4.11 (s, 3H), 3.13 (d, J = 6.0 Hz, 2H), 2.29 (s, 3H), 0.91 (s, 9H)o 

'^mm 4 1 (76) 

10 2- [2- {4 -7 y y :r.^)Ui] Jl^<^^ )l) - 6 - y h ^y- 3 

- 5- [ [1 (S) - (2 -7 5 ./ ~3 -^-f ;i'7'f-;u] 



H 
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TLC:Rf0.17 (^^ ^^'^;^A : ^ : 7 : 3 : 0.3) ; 

NMR (d6-DMS0) : S 12.80 (br.s, IH), 10.62 (.s IH), 9.19 (s, 2H), 8.90 (s, 
2H), 8.51 (d, J = 9.0 Hz, IH), 8.42 (d, J = 2. 0 Hz, IH), 8.04 (dd, J = 8.0,2.0 Hz, 
IH), 7.90 (d, J = 9.0 Hz, 2H), 7.79 (d, J = 9.0 Hz. 2H), 7. 69 (br.s, 3H), 7.64 (d, J 
5 =8.4 Hz, IH), 7.32 (d. J =8.0 Hz, IH), 7.13(d, J =8.4 Hz, IH ), 4.15 (m, IH), 
4.10 (s, 3H), 2.90-2.78 (m, 2H), 2.34 (s, 6H), 1.83-1.60 (m, 4H), 1.27 (m, IH), 
0.90 (d, J = 6.8 Hz, 3H), 0.88 (d, J = 6.8 Hz, 3H)o 

^Mif^H 1 (7 7) 

10 2- [2- (4 -7 5 7x-;U;^;u/<^ •f ;u) - 6 - ^ V ~ 3 - \^ 
';->';!/] - 5 - [ ( 2 , 2-yJ--J- )\y 7*f- -t ^ V ) f} )V^^^ -f A-] 



15 TLC : R f 0.80 {i7vv7t^)VA \ ^9 J ~)\^ : 7K= 7:3: 0.3) ; 

NMR (d6-DMS0) : 8 12.86 (s, IH), 10.63 (s, IH), 9.20 (s, 2H), 8.86 (s, 2H), 
8.50 (d, J = 1.5 Hz, IH), 8. 1 1 (dd, J = 8. 1, 1.5 Hz, IH), 7.91 (d, J = 9.0 Hz, 2H), 
7.80 (d, J = 9.0 Hz. 2H), 7.68 (d, J = 8.7 Hz, IH), 7. 40 (d, J = 8. 1 Hz, IH), 7. 15 
(d, J = 8.7 Hz, IH), 4. 12 (s, 3H), 4. 10 (s, 2H), 2.33 (s, 3H), 1.36 (q, J = 7.5 Hz, 
20 6H), 0.82(t,J=7.5Hz, 9H)o 




• CH3SO3H 



OCH3 
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^/)^.(vi|4 1 : 7 8) 

2 - [ 2 - ( 4 - T 5 V y 7 a - ;l * ;^ A'-^ ^ )l) - 6 - ^ h ^ -> " 3 - t° 
'j ->■■ - 5- [ (2, 2 - V -f'-'U- 3 - L'- Kn ^ V 7'n 11 jl/) ij)lr<:^ 



TLC:Rfo.io (^^nn.i^j^A : ;^ : prt^rt^- 1 0 : 2 : 1) ; 

NMR (d6-DMS0): S 10.6 (s, IH), 9.19 (br s, 2H), 8.82 (br s, 2H), 8.62 (t, J = 
10 5.8 Hz, IH), 8.40 (d, J = 1.8 Hz, IH), 8.02 (dd, J = 8.2, 1.8 Hz, IH), 7.90 (d, J = 
9.2 Hz, 2H), 7.78 (d, J = 9.2 H z, 2H), 7.66 (d, J = 8.4 Hz, IH), 7.31 (d, J = 8.2 
Hz. IH), 7. 13 (d, J = 8.4 Hz, IH), 4. 10 (s, 3H), 3. 19 (d, J = 6.2 Hz, 2H), 3. 15 (s, 
2H), 2.31 (s, 3H), 0.85 (s, 6H)o 

15 1 (7 9) 

2- [2- (4 -T 5 vV 7x-;i/:;^;b/<^^;i/) -e-;^h^v-3-^ 
'J 'J)^] - 5 - [ ( 2 , 2 ->■xf-;^■/^;^) g?,t#K • ;i 

9 y7.)v^^ym^ 




• CH3SO3H 



0CH3 
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TLC : R f 0.31 (^'un;}^;!//. : ^ ^^7-;!/ : g^i?- 10:2:1) ; 

NMR (d6-DMS0) : $ 10.62 (s, IH), 9.21 (s, 2H). 8.89 (s, 2H), 8.36 (d, J = 
5 1.8 Hz, IH), 8.24 (t, J = 6.6 Hz, IH), 7. 99 (dd, J = 8.4, 1.8 Hz, IH), 7.91 (d, J = 
9.0 Hz, 2H), 7.80 (d, J = 9.0 Hz, 2H), 7.65 (d, J =8. 4 Hz, IH), 7.30 (d, J = 8.4 
Hz, IH), 7.13(d, J = 8. 4Hz, IH), 4.11 (s, 3H), 3.18 (d, J =6.6 Hz, 2H), 2.34 (s, 
3H), 1.24 (q, J = 7.5 Hz, 6H), 0.81 (t, J = 7.5 Hz, 9H)o 

10 ^fife^U 1(8 0) 

2- [2- {4-r^Vy7ji^)li]i^^<=^'<)l) - 6-^ 

-5 - [ ( ( 1 -11 Kn^vp<-?^;i/) ^ a y'-f- )V j( }l) ijp/'i 
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TLC:Rfo.i6 (^on*;uA : ;< y : ft1^(^= 1 0 : 2 : 1 ) ; 

NM R (d6-DMS0) : o 10.6 (s, IH), 9.17 (br s, 2H), 8.77 (br s, 2H), 8.66 (l, J = 
5 6.0 Hz, IH), 8.41 (d, J =2.1 Hz, IH), 8.02 (dd, J =7.8, 2. 1 Hz, IH), 7.90 (d, J = 
8.7 Hz, 2H), 7.77 (d, J = 8.7 Hz, 2H), 7.65 (d, J = 8.1 Hz. IH), 7.31 (d, J = 7.8 Hz. 
IH), 7.12 (d. J = 8. 1 Hz, IH), 4.09 (s, 3H). 3.41-3.36 (m, 4H), 2.29 (s. 311), 1.90- 
1.70 (m, 6H)o 

10 4 1 (8 1) 

2- [2- {4 -T / 7 )l) - 6 - / V^'y- 3 

-5- [ ( 2 -xf-;u- 2 -11 Kn^>^ f-;l/7'f-;l') ti)V^<'^^ 
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TLC : R f 0.24 {^uat.)VA : 10:2:1) ; 

NM R (d6-DMS0) : 8 10.6 (s, IH), 9.18 (br s, 2H), 8.80 (br s, 2H), 8.49 (t, J = 
5 6.0 Hz, IH), 8.38 (d, J = 2. 1 Hz, IH), 8.00 (dd, J = 8. 1, 2. 1 Hz, IH), 7.90 (d, J = 
8.7 Hz, 2H), 7.77 (d, J = 8.7 Hz, 2H), 7.65 (d, J = 8.4 Hz, IH), 7.31 (d, J = 8.1 Hz, 
IH), 7.13 (d, J = 8.4 Hz, IH), 4.10 (s, 3H), 3.20-3.18 (m, 4H), 2.30 (s, 3H), 1.22 
(septet, J = 6.6 Hz, 4H), 0.81 (t, J = 6.6 Hz, 6H)o 

10 -^mm 4 1 (82) 

2- [2- (4-r ^ vV7i^Jl/*;l-/<^'r;l') - 6 h + v- 3 - if 
'Jv;i^] - 5- [ ( (1 -t: Kn^v;<-5^;i/) ->i^ n/^>f-;U;^ f-;i/) *;L/ 
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TLC:Rfo.20 {>ux3yi-.)ij. : / 9 J -)v :^m= I 0 : 2 : I) ; 

NMR (3()0 MHz. d6-DMS0) : o 10.6 (s, IH), 9.19(brs. 2H), 8.84(brs, 2H), 
5 8.67 (t, J =6.3 Hz, IH), 8.40 (d, J= 1.5 Hz, IH), 8.02 (dd, J =7.8, 1.5 Hz, IH), 
7.90 (d, J= 9.0 Hz, 2H), 7.78 (d, J =9.0 Hz, 2H), 7.66 (d, J= 8.4 Hz, IH), 7.31 
(d, J = 7.8 Hz, IH), 7.12 (d. J = 8.4 Hz, IH), 4.10 (s, 3H), 3.36-3.22 (m, 4H), 
2.30 (s, 3H), 1.57-1.38 (m, 8H)o 

10 ^fife^ll 4 1 (83) 

2- [2- a -Tlv y 7 x^iUi] )V) - 6 - P< h ^ V- 3 - t° 

'jv;l^] -5- [ ( 2 -7'a tfji'- 2 - t Ka^v^ f--'i^-^>-?-'i') i:)^^'' 
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TLC:Rfo.50 (^'dd;}t;i/a : ^ : B^^= 1 0 : 2 : 1 ) ; 

NMR (300MHz, dg-DMSO) I S 12.8-12.3 (brd, IH), 10.61 (s, IH), 9.19 (s, 
5 2H), 8.83 (s, 2H), 8.50 (t, J = 5.7 Hz, IH), 8.37 (d, J = 1.8 Hz, IH), 8.00 (dd, J = 
8.1, 1.8 Hz, IH), 7.90 (d, J = 8.7 Hz, 2H), 7.71 (d, J = 8.7 Hz, 2 H), 7.65 (d, J = 
8.7 Hz, IH), 7.31 (d, J = 8. 1 Hz, IH), 7. 12 (d, J = 8.7 Hz, IH), 4.09 (s, 3H), 3.21- 
3.18 (m,4H), 2.31 (s, 3H), 1.18-1.02 (m, 8H), 0.86 (t, J = 6.6 Hz, 6H)o 

10 '^mMA 1 (8 4) 

2- [2- (4 -7 5 7x-;i/*;i//^^-f ;v) - 6 h ^v- 3 - 1: 
')v'}V] - 5- [ (2- (2 -^f-;U7"n - 2 Vti ^'y ^^)\^- 
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TLC:Rfo.23 (^'OD*;!/^ : ^ : gtg^^ 1 0 : 2 : 1 ) ; 

NMR (300MHz, DMSad6) : S 12.74 (br, IH), 10.62 (s, IH), 9.19 (s, 2H), 
5 8.12 (s, 2H), 8.42 (m. IH), 8.37 (d, J = 1.8 Hz, IH), 7.97 (dd, J = 8.1, 1.8 Hz, 
IH), 7.91 (d, J = 9.0 Hz, 2H), 7.79 (d, J = 9.0 Hz, 2H), 7.66 (d, J = 8.4Hz, IH), 
7.33 (d, J = 8.1 Hz, IH), 7.13 (d, J = 8.4 Hz, III), 4.77 (br, IH), 4.11 (s. 3H), 
2.32 (s, 3H), 1.82-1.70 (m, 2H), 1.40-1.20 (m, 4H), 0.92 (d, J = 6.9 Hz,6H)o 

10 '^tm 4 1 (85) 

2 _ [2 - {A -T y 7 j-^>i't )l) - 6 - p< h ^ v ^ 3 - 

Vv;u] -5- [ (1 -h Kp^v> f-^bv^ D^>-?^;i/) 
• ^ ^ > 7> * > 
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TLC:Rfo.23 i^^^t^i^i^ : ^ 9 / -11 :^^^\ 0 : 2 : 1) ; 

NMR (300 MHz, DMS0-d6) : S 10.61 (s. IH), 9.20 (s, 2H), 8.87 (s, 2H), 8.36 
5 (d, J = 1.8 Hz, IH), 7.99 (dd, J = 8.4, 1.8 Hz, IH), 7.98 (s, IH), 7.91 (d, J = 9.0 
Hz, 2H), 7.79 (d, J = 9.0 Hz, 2H), 7.64 (d. J = 8.4 Hz, IH), 7.27 (d, J = 8.4 Hz, 
IH), 7. 13 (d, J = 8.4 Hz, IH), 4. 10 (s, 3H), 3.61 (s, 2H), 2.33 (s, 3H), 2.09-2.00 
(m, 2H), 1.80-1.62 (m, 4H), 1.62-1.54 (m, 2H)o 

10 1 (8 6) 

2- [2- (4 -7 ^ vV 7x^;u*;i//s-:e^ - 6 b ^ v- 3 - 
-5- [ (1- (2 -^f-Ji'T'D tf;i/) - 1 Kn + vp(f-;u- 
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TLC:Rf0.23 (^nn.-^;l.A : : pft;?^= 1 0 : 2 : 1) ; 

NMR (300 MHz, DMS0-ci6): S 10.59 (s, IH), 9.16 (s, 2H), 8.77 (s, 2H), 8.28 
5 (d, J = 2.1 Hz, IH), 7.90 (dd, J = 8.1, 2.1 Hz, IH), 7.89 (d, J = 8.7Hz. 2H), 7.76 
(d, J = 8.7 Hz, 2H), 7.62 (d, J = 8.7 Hz, IH), 7.46 (s, IH), 7.25 (d, J = 8.1 Hz, 
IH), 7.10{d, J = 8.7Hz, IH), 4.08 (s, 3H), 3.61 (s, 2H), 2.29 (s, 3H), 1.87 (dd, J 
= 13.8, 5.7 Hz, 2H), 1. 80-1.68 (m, 2H). 1.59 (dd, J = 13.8, 5.1 Hz, 2H), 0.89 (d. J 
= 6.6 Hz, 6H), 0.88 (dd, J = 6.3 Hz, 6H)c, 

10 

^1^m 4 1 (87) 

2- [2- (4 -T^ vV7x^;i/*;b/N'^^;i/) - 6 - h + v - 3 - if 
•Jv;^J - 5- [ (1 (S) - Kn:^v7t-f ;u) -2 (S) -/■?^;L'7* 
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H 
N 



OH 



HjN 



• CH3SO3H 



OCH3 



TLC:Rfo.35 : ^ : gtis?= 1 0 : 2 : 1 ) ; 

NMR (300MHz, d6-DMS0) : d 12.8-12.3 (brd, IH), 10.60 (s, IH), 9.18 (s, 
5 2H), 8.82 (s, 2H), 8.41 (d, J = 1.8 Hz, IH), 8.25 (d, J = 8.7 Hz, IH), 8.04 (dd, J = 
8.1, 1.8 Hz, IH), 7.90 (d. J =9.0 Hz. 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.64 (d, J = 
8.1Hz, IH), 7.29 (d, J = 8.1 Hz, IH), 7.11(d, J = 8.1 Hz, IH), 4.09 (s, 3H), 3.88 
(m, IH), 3.52 (m, IH), 3.00 (m, IH), 2.31 (s. 3H), 1.74 (m, IH), 1.50 (m, IH), 
1.18 (m, IH), 0.90 (d, J = 6.6 Hz, 3H), 0.86 (t, J = 7.5 Hz, 3H)o 



2- [2- (4 -7 5 vV 7i-;^*;L'^N*^-f _ g _ai v- 3 - ti 
-5- [ (1 (S) -^yynt:;i/-3-7 5 /7"a 



10 
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T L c : R f 0.60 (Prt^Kx^;^ : : 3 : 3 : 1 ) ; 

NMR (30ON4HZ, d6-DMS0) : S 12.8-12.3 (brd, IH), 10.58 (s. IH). 9.19 (s, 
5 2H), 8.91 (s, 2H), 8.45 (d, J = 8.7 Hz, IH), 8.41 (d, J = 1.8 Hz, IH), 8.04 (dd. J = 
8.1, 1.8 Hz, IH), 7.88 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.72 (brd, 
2H), 7.61 (d. J = 8.4 Hz, IH), 7.32 (d, J = 8. 1 Hz, IH), 7. 19 (dd, J = 19.8, 6.9 Hz. 
IH), 7.10(d, J = 8.4 Hz, IH), 4.56 (m, 2H), 3.83 (m, IH), 2.85-2.70 (m. 2H), 
2.33(s, 6H), 1.95-1.70 (m, 3H), 1.41 (t, J = 6.9 Hz, 3H), 0.94 (d, J = 6.0 Hz, 3H), 
10 0.92 (d, J = 6.0 Hz, 3H)o 

$^^14 1 (8 9) 

2- [2- ( 4 -7 ? vV Vx-;!/*;!//^-^-^;^) - 6 -j^ b ^v- 3 - 1: 

-5- [ (1 (S) - (2 -7 ^ yx-f -3 -y f-;i^rf-;i/) 
15 * ^ )i ] • 2 p< 5^ > X ;b.t^ >^J;^ 
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T L C : R f 0.65 (Bt-^x^;i. : st;^ : 7K= 3 : 1 : 1 ) ; 

NMR (300 MHz, d6-DMS0) ! d 13.0-12.5 (broad, IH), 10.57 (s, IH), 9.20 
5 (brs.2H), 8.91 (brs, 2H), 8.51 (brd, J = 9.0Hz, IH), 8.42 (d, J = 1.8 Hz, IH), 8.03 
(dd, J = 8.0, 1.8 Hz, IH), 7.89 (d, J = 9.0 Hz, 2H), 7.79 (d, J = 9.0 Hz, 2H), 7.82- 
7.68 (broad, 3H), 7.62 (d, J = 8.4 Hz, IH), 7.32 (d, J = 8.0 Hz, IH), 7.10(d, J = 
8.4 Hz, IH), 4.56 (brq, J = 7.0 Hz, 2H), 4.21-4.28 (m, IH), 2.90-2.75 (m, 2H), 
2.33 (s, 6H), 1.88-1.57 (m, 4H). 1.41 (t, J = 7.0 Hz, 3H), 1.34-1.22 (m, IH), 0.91 
10 (d, J = 6.6 Hz, 3H), 0.89 (d, J = 6.9 Hz, 3H)o 

M^I4 1(9 0) 

2- [2- (4 -7 5 vV 7i-;^:^;^^^'^^;V) - 6 -X b v - 3 - if 
-5- [ (1 (S) - (2 -75 -2 (S) -^f-;W7* 
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TLC:Rfo.64 mm^i'>i' :^m: -^=5 : I : \) ; 

NMR (300 MHz, d6-DMS0) : o 13.0-12.5 (broad, IH), 10.57 (s, IH), 9.20 
5 (brs, 2H), 8.91 (brs, 2H), 8.48 (brd, J = 9.0 Hz, IH), 8.41 (d, J = 1.8 Hz, IH), 
8.04 (dd, J = 8.0, 1.8 Hz, IH). 7.89 (d. J = 8.7 Hz, 2H), 7.79 (d, J = 8.7 Hz, 2H), 
7.82-7.68 (broad, 3H). 7.62 (d. J = 8.4 Hz, IH). 7.32 (d, J = 8.0 Hz, IH), 7. 10 (d, 
J = 8.4 Hz, IH), 4.56 (brq, J = 7.0 Hz, 2H), 3.98-3.85 (m, IH), 2.90-2.70 (m, 2H), 
2.33 (s, 6H), 1.95-1.58 (m, 3H), 1.41 (t. J = 7.0 Hz, 3H), 1.24-1.08 (m, IH), 0.91 
10 (d, J = 6.6 Hz, 3H), 0.89 (d, J = 7.2 Hz, 3H)o 

mmM4 2 ( 1 ) - 4 2 ( 7) 

-Mmm 41 (5). 41 (18). 41 (22). 41 (23),41(2 
4). 4 1 (3 2)i;^^l±4 1 (5 4) TlSitLT^db'^t/^fflv^T. 

2' - (4 -7^ >V7x:^;i*;U/<^^;l/) - 4- [ (1 (S) 
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T L C : R f 0.41 : ffi^fig : 3 : 1 : 1) ; 

NMR (C16-DMS0): S 10.6 (IH, s), 9.15 (2H, brs), 8.80 (2H, br s), 8.28 (IH, d, 
5 J = 8.8 Hz), 8.26 (IH, s), 7.92 (IH, d, J = 6.0 Hz), 7.73-7.68 (5H, m), 7.60-7.48 
(2H, m), 7.33-7.25 (2H, m), 4.29 (IH, t, J = 8.8 Hz), 2.60-2.40 (2H, m), 2.30 (3H, 
s), 0.89 (9H. s)o 



4 2(2) 

10 2' - (4-T^vV7x:::;i/*;U/<^-^;i/) - 4- { \ ~t! )\^t'^'y'y^ 

Ann 
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T L C : R f 0.1 1 ( n n ;b i, : ^ ^ / - ;i : gt^gj- 1 0 : 2 : 1 ) ; 
NMR (d6-DMS0): d 10.5 (s. IH), 9.15 (brs. 2H), 8.83 (br s. 2H). 8.72 (s. IH), 
8.29 (d, J = 1.8 Hz. IH), 7.96 (dd. J = 7.8. 1.8 Hz, IH), 7.73-7.68 (m. 5H), 7.60- 
7.50 (m, 2H). 7.31 (d, J = 7.8 Hz. IH). 7.28-7.24 (m, IH), 2.31 (s. 3H). 2.20-2.00 
5 (m, 4H), 1.80-1.60 (m, 4H)o 

%m4 2 (3) 

2' - ( 4 -7 ^ V y 7 i-Ji^* ;i/M'-t'f -4- [ ( 2 
2, 2 - y ^■J-)^^'^-)^) - 2 - t:'7ji-;i^*-'i-*'>^ • y 

10 9y7.)v^~y^i^ 



TLC:Rfo.2o : / ^ I 0 : 2 : 1) ; 

NMR (d6-DMS0) : d 10.5 (s, IH), 9. 16 (br s, 2H), 8.87 (br s, 2H), 8.53 (t, J - 
15 5.0 Hz, IH), 8.27 (d, J = 2.0 Hz, IH), 7.94 (dd, J = 8.4, 2.0 Hz, IH), 7.73-7.67 (m, 
5H), 7.58-7.52 (m, 2H), 7.32 (d, J = 8.4 Hz, IH), 7.30-7.24 (m. IH), 3.43 (d, J = 
5.0 Hz, 2H), 2.32 (s, 3H), 1.10 (s, 6H)o 

mmm 4 2(4) 

20 2 - [2- iA-Tlv/7j--)l'i])l^<'^4ii') - 6 - ^ )l - 2 - }d 
'Jji] - 5- [ (1 (S) 2 -y -^Jt-yu ii*;U) fjji'/^^'i 




• CH3SO3H 



539 



wo 99/41231 PCT/JP99/00622 




T L C : R f 0.79 mm^f-)V : StS? ; ^= 3 : 1 : 1 ) ; 

5 NMR (d6-DMS0): ^ 13.0-12.4 (broad, 2H), 10.84 (s, IH), 9.17 (brs, 2H), 8.90 
(brs, 2H), 8.72 (brd, J = 7.5 Hz, IH), 8.44 (brs, IH), 8.07 (brd, J = 7.8 Hz, IH), 
7.93 (brd, J= 8.4 Hz, 2H), 7.77 (brd, J =8.4 Hz, 2H), 7.63 (brd, J =7. 8 Hz, IH), 
7.55 (brd, J = 7.8 Hz, IH), 7.31 (d, J = 7.8 Hz, IH), 4.33 (brt, J = 7.5 Hz, IH), 
2.67 (brs, 3H), 2.36 (brs, 3H), 2.30-2.10 (m, IH). 0.98 (brs, 6H)o 

10 

^^^J 4 2(5) 

2- [4- (4 -7 5 vV 7x::i;P:^;i'ys-^^ - 3 - ti° V v-'l^] -5- 
[ (1 (S) -iJ)\^t'^iy-2-;^^-)l-/v\d)l) :f] )l^<^ ^ )V] ^M.^^ • 
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• CH3SO3H 



T L C : R f 0.69 (p^tf^if-;^ : Stig : 3 : 1 : 1 ) ; 

NMR (d6-DMS0) : S 13.2-12.4 (broad, 2H), 10.86 (brs. IH), 9.16 (brs, 2H), 
5 8.87 (brs, 2H), 8.80-8.68 (m, 2H), 8.52 (brs, IH), 8.39 (brs, IH), 8.05 (brd, J = 
7.5 Hz, IH), 7.73 (s, 4H), 7.70 (brd, J = 7.5 Hz, IH), 7.41 (brd, J = 7.5 Hz, IH), 
4.29 (brt, J = 7.0 Hz, IH), 2.34 (brs, 3H), 2.30-2.10 (m, IH), 0.97 (brs, 6H)o 

mmm 4 2(6) 

10 2' - (4 -7 5 7x-;i'/;;i'^<^ ^ - 4- [ [1 - f] - 

H 




• CH3SO3H 



15 T LC : R f 0.51 (.^^^^>^ : : 6 : 2 : 1) 
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NMR (d6-DMS0) : d 12.50 (br, 2H), 10.55 (s, IH), 9.16(s, 2H), 8.87 (s, 2H), 
8.67 (s, IH), 8.30 (d, J = 1.8 Hz, IH), 7.97, (dd, J = 7.8, 1.8 Hz, IH), 7.74 (s, 
4H), 7.70 (dd, J = 7.2, 1.2 Hz,lH), 7.57 (dt, J = 7.2, 1.2 Hz, IH), 7.53 (dl, J = 7.2, 
1.2 Hz, IH), 7.33 (d, J =8.4 Hz, IH), 7.27 (dd, J = 7.2, 1.2 Hz, IH), 2.35 (s, 3H), 
5 1.46(s, 6H)o 

-^lifiMA 2(7) 

2- [2- (4 -T5 vV 7x^;l/*;b/N'^ -Yjb) _ g - ^ > _ 3 - 
-5 - [1 (S) - (4 -:^;i^^■^'+->t-t-9-y'-;^- 2 - 



TLC:Rfo.o9 {^xjvts}ui, : ;i 9 J -)i : y^= 7 : 3 : 0.3) ; 

15 NMR (d6-DMS0) : <5 13.2-12.6 (broad, 2H), 10.61 (s, IH), 9.25 (brd, J = 8.0 
Hz, IH), 9.18 (brs, 2H), 8.86 (brs, 2H), 8.69 (s, IH), 8.47 (d, J = 1.8 Hz, IH), 
8.07 (dd, J =7.8, 1.8 Hz, IH), 7.90 (d, J = 9.0 Hz, 2H), 7.78 (d. J =9.0 Hz, 2H), 
7.65 (d, J =8.4 Ha IH), 7.33 (d, J = 7.8 Hz, IH), 7.13(d, J = 8.4 Hz, IH), 5.38- 
5.29 (m, IH), 4.10(s, 3H), 2.33 (s, 3H), 2.05-1.62 (m, 3H), 0.95 (d, J = 6.3 Hz, 

20 3H), 0.94 (d, J = 6.3 Hz, 3H)o 




OCH3 
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^^mW 4 3 ( Ti - 4 3 ' 6 - 
4 3 ( 1 ) 

2' - ( 4 -r ^ > 7 "7x::::.;i-/;;^/v^-^;l-;) - 4- (2, 2 - > -7- y 




TLC:Rf0.42 anrh;bA : ^ : ff^:jg= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0): o 10.63 (IH, br.s), 9.05 (3H, br.d), 8.25-8.15 (2H, m), 8.03 
(IH, dd, J = 8.0, 2.0 Hz), 7.74 (4H, likes), 7.69 (IH, dd, J = 8.0, 2.0 Hz), 7.60 
15 (IH, dt, J = 8.0, 2.0 Hz), 7.54 (IH. dt, J = 8.0, 2.0 Hz), 7.40 (IH, d, J = 8.0 Hz), 
7.31 (IH. dd, J = 8.0, 2.0 Hz), 4.09 (IH, q, J = 9.0 Hz), 3.54 (3H, s), 1.92 (IH, 
m), 1.8-1.5 (2H. m), 1.6-1.4 (311. m). 0.98 (3H, s), 0.87 (3H, s)c, 

^ ^, f^ll4 3 (2) 

20 2 ' - ( 4 - 7 ^ V y 7 X - 'L- i} ;l 7 Y ;n - 4 - ( 3 - ;^ ^^ 7'-?^ * 
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TLC:Rfo.64 (^nntwi'A : ;<^y-;i/ :gi£^=i 0 : 2 : 1) ; 

NMR (300 MHz, d6-DMS0) : S 10.67 (br.s, IH), 9.3-8.9 (br, 3H), 8.28 (d, J = 
5 1.8 Hz, IH), 8. 17 (dd, J = 1.8, 7.8 Hz, IH), 7.75 (like s, 4H), 7.71 (dd, J= 1.8, 7.8 
Hz, IH), 7.61 (dt, J = 1.8, 7.8 Hz, IH), 7.55 (dt, J = 1.8, 7.8Hz, IH), 7.46 (d, J = 
7.8 Hz, IH), 7.32 (dd, J = 1.8, 7.8 Hz, IH), 3.54 (s, 3H), 3.05 (t, J =7.0 Hz, 2H), 
1.57 (like septet, J = 7.0 Hz, IH), 1.51 (q, J = 7.0 Hz, 2H), 0.89 (d, J = 7.0 Hz, 
6H)o 

10 

'^^^14 3 (3) 

2' - (4 -7 5 vV7x^;U;^;U/N^-f ;u) -4- [ (n-^^;^-^- 

15 
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TLC:Rf0.23 (:^on;^;UA : y 'J'y-;!/ : ;jc=8 : 2 : 0.2) ; 
NMR (200MHz, CD3OD): 5 8.25 (d, J = 2.0 Hz, IH), 7.94 (dd, J = 8.0, 2.0 Hz, 
5 IH), 7J3-1.65 (m, SHi, 7.61 (dt, J = 8.0, 2.0 Hz. IH), 7.55 (dt, J = 8.0, 2.0 Hz, 
IH), 7.45 (d, J = 8.0 Hz, IH), 7.30 (dd, J = 8.0, 2.0 Hz, IH), 3.69 (s, 3H), 2.57 (,s, 
3H), 1.17 (s, 9H)o 

m m n^s (4) 

10 2- [2- {4 -ri'J y 7 y-=-)l^i} )l.><=^^ )V) - 6 -T^^l/- 3 - t: 'J 




CH3 
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TLC:Rfo.8 u v 7i-^]^A : :mfik= I 0 : 2 : I) ; 

NMR (300MHz, CD3OD): 5 8.51 (d, J = 1.8 Hz, IH), 8.02 (dd, J = 7.8, 1.8 Hz, 

IH), 7.84 (d, J = 9.0 Hz, 2H), 7.75 (d, J = 9.0 Hz, 2H), 7.54 (d, J = 7.8 Hz, IH), 
7.43 (d, J =7.8 Hz, IH), 7.31 (d, J = 7.8 Hz, IH), 7.25-7.17 (m, 3H), 7.05 (brt, J 
5 =6.3 Hz, IH), 5.32 (brt, J = 7.2 Hz, IH), 5.00 (d, J = 6.0 Hz, 2H), 4.00 (d, J = 7.2 
Hz, 2H), 2.64 (s, 3H), 1.76 (s, 6H)o 

mf^m 43 ( 5 ) 

2' - (4-T5vV7x-;u*;bA-^^;i/) -5' -nhn-4 - (2, 
10 2 -v^ f-^i^T'D t: ;bys-^^ - 2 - 1^*7 x ;i^'-K>jg • ^ > v 



TLC:Rfo.25 (i^nD*;i/A : ^ : 7K=8 : 2 : 0.2) ; 

15 NMR (200MHz, CD3OD) : S 8.44 (d, J=2.0Hz, IH), 8.21 (dd, J=8.0, 2.0Hz, 
IH), 8.08 (d, J=2.0Hz, IH), 8.02 (dd, J=8.0, 2.0Hz, IH), 7.78 (d, J=8.0Hz, IH). 
7.72 (d, J=9.0Hz, 2H), 7.66 (d, J=9.0Hz, 2H), 7.47 (d, J=8.0Hz. IH), 7.26-7.21 
(m. 3H), 7.15-7.10 (m, 2H), 5,10 (s, 2H), 3.21 (s, 2H), 0.96 (s, 9H)o 

20 M ^J4 3 (6) 

3- [2- (4 -7 ^ vV 7x-;i/*;uy<^^;l') - 6 - ^ h ^a- 3 - t: 
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- 2 - 'J >■ > * > • ■/■ ^1- X X r ^i- 




OCH3 



5 

TLC:Rfo.28 on4^ji/A : ^ : 7lc= 8 : 2 : 0.2) ; 

NMR (200 MHz, CD3OD): 0^ 8.32 (d, J = 8.0 Hz. IH), 7.93 (d, J = 8.0 Hz, IH), 
7.90 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.70 (d, J = 8.4 Hz, IH), 7.15 
(d, J = 8.4 Hz, IH), 4.17 (s, 3H), 3.74 (t, J = 7.0 Hz, IH), 3.67 (s, 3H), 2.04 (m, 
10 2H), 0.98 (d, J = 6.6 Hz, 6H), 0.96 (d, J = 6.6 Hz, 6H)o 



'Um 4 4 f 1) - 4 4 ( 6 ) 

-^mMiS (l)-4 3 {6) X'nMLfzit^!^i:m^'X. %mii \ t 

mM 4 4(1) 

2' - {4 -T ^'y y 7 Ji^^<^^ )l) -4- (2, 2->.^f-^l-v 
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TLC:Rfo.36 {^xj\Jt^)UA: 0 : 2 : 1) ; 

NMR (d6-DMS0): S 12.6-11.8 (IH, br), 10.55 (IH, br.s), 9.14 (2H, br.s), 8.88 
5 (2H, br.s), 8.27 (IH. d. J = 1.8 Hz), 8. 19 (IH, d. J = 9.0 Hz), 7.96 (IH, dd, J = 
1.8, 8.1 Hz), 7.73 (4H, like s), 7.75-7.65 (IH , m), 7.6-7.5 (2H, m), 7.31 (IH, d, J 
= 8.1 Hz), 7.26 (IH, dd, J= 1.8, 8.1 Hz), 4.08 (IH, likeq, J = 9.0 Hz), 2.36 (3H, 
s), 1.91 (IH, m), 1.8-1.6 (2H, m), 1.6-1.4 (3H, m), 0.97 (3H, s), 0.87 (3H, s)o 

10 ^^^J 4 4(2) 

2' - (4 -T^ vV 7 -4- {3 -^^'^i^ 7^-^)1' 




15 
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TLC : R f 0.33 { '7 D n ;.k L \ :f. 9 J - )l \ fi^S?- 10:2:1) I 
NMR (d6-DMS0): o 12.90 (br.s, IH), 10.59 (s. IH), 9.13 (s. 2H). S.Sl (.s, 2H). 
8.34(d. J = 1.8 H?, IH). 8.10(dcl, J = 1.8, 7 8 Hz, IH), 7.8-7.65 (m, 5H), 7.65- 
7.5 (m, 2H), 7.38 (d, J = 7.8 Hz, IH), 7.28 (dd, J = 1.8, 7.8 Hz, IH), 3.04 (t. J = 
5 7.0 Hz, 2H), 2.32 (s, 3H), 1.59 (like septet, J - 7.0 Hz. IH). 1.50 (q. J = 7.0 Hz, 
2H). 0.89 (d, J = 7.0 Hz, 6H)o 

■M.m\ 4 4(3) 

2' - ( 4 -T 5 ->V 7x-;u*;b/N'-t ^ -4- [ (N - -7-n'-N - 
10 t-7*5^;^T^y) :^;i'^N'^-r ;^] - 2 -if 7x^;b*;i.*'>fix • 2 > 




TLC :Rf 0.33 (^'nn.1.;i/A : ;< ^'y-;!. : 7K= 7 : 3 : 0.3) ; 
15 NMR (d6-DMS0) : 8 10.65 (s, IH). 9.23 (s, 2H). 9.01 (s, 2H), 8.32 (d, J = 2.0 
Hz, IH). 8.04 (dd. J = 8.0, 2.0 Hz, IH), 7.77 (s, 4H), 7.74 (dd, J = 8.0, 2.0 Hz, 
IH), 7.59 (dt,J = 8.0, 2.0 Hz, IH), 7.54 (dt, J = 8.0, 2.0 Hz, IH), 7.38 (d. J = 8.0 
Hz, IH), 7.26 (dd, J = 8.0, 2.0 Hz, IH), 2.89 (s, 3H), 2.36 (s, 6H). 1.29 (.s. 9H)o 

20 ■^m\\ 4 (4) 

2- [2- (4 -T ? ->V 7x^;u:^;i'/N'^-i' ;i/) - 6 - ^ -^'i^- 3 - if V 
v^i'] -5- [ (3 2 -T'r-^b) *;^^<^-f;^; -it^.Q.ffK • ^ 
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TLC:Rfo.30 (^nn,i.;i.A : ^'y-;^ : g^i?= 1 0 : 2 : 1 ) ; 

5 NMR (d6-DMS0) : 5 10.83 (s, IH), 9.20 (s, 2H), 8.90 (s, 2H), 8.78 (t, J = 5.4 
Hz, IH), 8.42 (d, J = 1.8 Hz, IH), 8.02, (dd, J = 8.4, 1.8 Hz, IH), 7.92 (d, J = 8.7 
Hz, 2H), 7.78 (d, J = 8.7 Hz, 2H), 7.63 (d, J = 7.8 Hz, IH), 7.55 (d, J = 7.8 Hz, 
IH), 7.29(d, J = 8.4 Hz, IH), 5.25 (brt, J = 5.4 Hz, IH), 3.88(1, J =5.4 Hz, 2H), 
2.67 (s, 3H), 2.33 (s, 3H), 1.69 (s, 6H)o 

10 

4 (5) 

2' - (4 -7 ^ vV 7i^;^*;^A■^^;^) -5' (2, 
2 -;//f-;i/7"D \L)\'-n)\^)^=^A)\') - 2 - tr7x-;L'*;i"-K>^ • :^9y 
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TLC : R f 0.30 (^DD,i^;uA : : ^c=8 : 2 : 0.2) ; 

NMR (d6-DMS0): <5 12.90 (br.s, IH), 10.84 (s. 111), 9.15 (s, 2H), 8.78 (s, 2H), 
5 8.59 (br.t, J =6.3 Hz, IH), 8.40 (dd, J = 8.0,2.0 Hz, IH), 8.39 (d, J = 2.0 Hz. IH). 
8.10(d, J = 2.0 Hz, IH), 8.05 (dd, J = 8.0,2.0 Hz, IH), 7.96 (d, J = 8.0 Hz, IH). 
7.73 (s, 4H), 7.43 (d. J = 8.0 Hz, IH), 3.12 (d, J = 6.3 Hz, 2H), 2.33 (s, 3H), 0.91 
(s. 9H)o 

10 4 4 ( 6 ) 

3- [2- (4 -7 5 ->V 7x:^;U;^;L'yN'^^ - 6 - ^ h - 3 - 1^° 
- 6- [ (1 y T'nii;!/- 2 f-^i-T'n t°;b) * >f 
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TLC:Rfo.30 : ;i 9 /-P -.^=8 : 2 :o.2) ; 

NMR (d6-DMS0): 5 12.95 (br.s, IH), 10.66 (s IH), 9.18 (s, 2H), 8.81 (s, 2H), 
8.59 (d, J = 10.0 Hz, IH). 8.27 (d, J = 8.0 Hz, IH), 7.94 (d, J = 8.0 Hz, IH), 7.91 
5 (d, J = 9.0 Hz, 2H), 7.77 (d, J =9.0 Hz, 2H ), 7.76 (d, J = 8.0Hz, IH), 7.19(d, J 
= 8.0 Hz. IH ), 4.13 (s, 3H), 3.70 (dt, J = 10.0, 7.0 Hz. IH). 2.31 (s, 3H), 1.98 (m. 
2H), 0.91 (d, J = 6.0 Hz, 6H ), 0.89 (d, J = 6.0 Hz, 6H )o 

^-^M 2 6 

10 2- [2- (4 -7 ^ vV7i-;L'*;i/^N'^-f ;i/) - 6-^h+v-3-H° 
Vv;!^] - 5- [ (1 (S) - t )Vt^i/^^)V-2, 




OCH3 

15 

##fij2 bx^m^Lfzit^^im^x^^Ms tnm^^ixnhiifz. 3 

- [4- (1 (S) - t -rf-;^v^^;^v'J;i/:i-^v-2, 2-vV^;i/ 

20 mmit'^'^^infzo 
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T L c : R f 0.58 ( ^' a n .-^ )i u : ^ j ii : ftf'^^ 2 0:2:1) ; 

NMR (300 MHz, CD3OD) : 5 8.46 (d. J = 1.8 Hz. IH). 7.98 (dd, J = 8.0, 1.8 
Hz, IH), 7.83 (d, J = 9.3 Hz, 2H). 7.77 (d, J = 9.3 Hz, 2H), 7.56 (d. J = 8.4 Hz, 
IH), 7.32 (d, J - 8.0 Hz, IH), 7.28-7. 16 (m. 3H). 7. 12-7.06 (m, 2H), 6.99 (d, J = 
5 8.4 Hz, IH), 5.08 (brd, J = 12 Hz, IH), 4.99 (brd, J = 12 Hz, IH), 4,07 (dd. J = 
8.7, 3.9 Hz. IH), 3.95(dd, J = 10.5, 3.9 Hz, IH), 3.74 (dd, J = 10.5, 8.7 Hz. IH), 
1.03 (s. 9H). 0.86 (s, 9H), 0.08 (s, 3H), 0.07 (s, 3H)a 



■^-m\ 4 5 

10 2- [2- (4 -7 ? vV 7x^;l/*;^/^'^^;^) 6 - ^ h ^ 3 - t: 
-5 - [ (1 (S) -h Kn^->^f-;b- 2, 2 - f-^UT'n if 




OCH3 



15 ##0IJ2 ^X'Wk\^-tz\\.^% (2.15 g) cog^^ (9ml) /tK (3ml) 

-7 ^ {^uu : ^ ^' / : 7 : 3 : 0.3) TfflU^ LT. i-J>TC)!f& 

ttiig^^rt^^lSib'&t; (1.52 g) mfz. 

TLC : R f 0.32 (i^ D D^obA : > : 8^15^= 20:2:1) ; 

20 NMR(300MHz, CD3OD) : S 8.52 (d, J = 2.0 Hz, IH), 8.04 (dd, J = 8.0, 2.0 Hz, 

IH). 7.83 (d, J = 9.0 Hz. 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.55 (d, J = 8.4 Hz, IH). 
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7.32 (d, J = 8.0 Hz, IH). 7.28-7.16 (m, 3H), 7.10-7.05 (m, 2H), 6.99 (d, J = 8.4 
Hz, IH), 5.07 (brd, J - 12 Hz, IH), 4.98 (brd, J = 12 Hz, IH), 4.09 (dd, J = 9.0, 
3.3 Hz, IH), 4.06 (s, 3H), 3.90 (dd, J = 10.4, 3.3 Hz, IH), 3.65 (dd, J = 10.4, 9.0 
Hz, IH), 1.02 (s, 9H)o 

5 

4 6 

2- [2- (4 -T ^.'J J y :x:=.)Uij )V) -6-^h^v-3-ti 

'jv;i/] -5 - [(1 (S) - t Kn^y;<f-;^- 2 , 2 - v> f-^l^^o 



10 




nmM4 b-cm^Lfzit^^ (1.51 g) ^m^x. nmM2 tmm(^BW 
^LT, i:j.T(DMmi^timmit^^ (1.48 g) imz. 

TLC:Rfo.2i i^vvt^jvA ; ;i 9 J -)v I 0 : 2 : \) ; 

15 NMR (d6-DMS0): 5 13.0-12.4 (broad, IH), 10.61 (s, IH), 9.19 (brs, 2H), 8.88 
(brs, 2H), 8.41 (d, J = 1.8 Hz, IH), 8.12(d. J = 9.0 Hz, IH), 8.03 (dd, J = 8.0. 1.8 
Hz, IH), 7.90 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.64 (d, J = 8.5 Hz, 
IH), 7.30 (d, J = 8.0 Hz, IH), 7. 12 (d, J = 8.0 Hz, IH), 4.09 (s, 3H), 3.93 (td, J = 
9.0, 3.5 Hz, IH), 3.67 (dd, J = 10.8, 3.5 Hz, IH), 3.50 (dd, J = 10.8, 9.0 Hz, IH), 

20 2.33 (s, 3H), 0.92 (s, 9H)o 
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-mMi 7 (1 ) - 4 7 ( 3 2 ^ 
4 7 ( 1 ) 

2' - [ (Z-T^v^-S-yd'JvJi) -4' -^h + -> 

-4~ [ (1 (S) -t KnJrv>f^;u-2, 2 -v^^^l'T'n i] )U 




TLC:Rfo.42 : :7ii=7 : 3 :o.3) ; 

NM R (d6-DMS0+ 2 drops of CD3OT)) : 5 10.89 (s, IH), 9.38 (s, 2H), 9.07 (s, 
15 2H), 8.93 (d, J = 2.0 Hz, IH), 8.30-8.28 (m. 2H), 8.20 (d, J = 8.0 Hz, IH), 8.07 (d, 
J = 9.6 Hz, IH). 7.98 (dd, J = 8.0, 2.0 Hz, IH), 7.33-7.30 (m, 2H), 7.24 (d, J = 
8.0 Hz. IH), 7.17 (dd, J= 8.0, 2.0 Hz, IH), 3.90 (s, 3H), 3.67 (dd. J= 11.4. 3.0 
Hz, IH). 3.48 (dd, J = 1 1.4, 9.3 Hz, IH), 2.35 (s, 3H), 0.91 (s, 9H)o 

20 'Sf^MA 7(2) 
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2' - [ (2 -7 ^ vV - 5 - 'J -fjJV/^^^p] - 4-[(l (S) 
Kn^->^f-;L'- 2, 2 - v ^ f-^i^yn - 2 - t' 




TLC:Rf0.11 (^'nD.+ ;L'A : ^ g^;^= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0) : S 10.9 (s, IH), 9.37 (brs, 2H), 9.07-9.05 (m, 2H), 8.91 (d, 
J = 2.6 Hz, IH), 8.28 (dd, J = 6.6, 2.6 Hz, IH), 8.18(d, J = 8.8 Hz, IH), 8.08 (d, 
10 J = 9.4 Hz, IH), 8.00 (dd, J = 8.0 , 1.8 Hz, IH), 7.77-7.72 (m, IH), 7.64-7.51 (m, 
2H), 7.33 (d, J = 8.0 Hz, IH), 7.31-7.28 (m, IH), 3.90-3.85 (m, IH), 3.80-3.40 (m, 
2H), 3.50-3.40 (m, IH), 2.31 (s, 3H), 0.90 (s, 9H)o 

^^^1 4 7(3) 

15 2- [4- (4 -T 5 vV 7i-;i/*;l'/<^'l'>/t/) -3-t:Uv;i^] -5- 
[(1 (S) -t KDdrv;^-5";i'- 2, 2 - f-;i'7'a tf;i/) 
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TLC:Rf0.18 (^Dn.+ ;l.A : ;< J'y-;!/ : ;jc= 7 : 3 : 0.3) ; 
NMR (d6-DMS0) i S 1 1.05 (s, IH), 9.22 (brs, 2H), 8.99 (brs, 2H), 8.90 (d, J = 
5 5.5 Hz. IH), 8.72 (s. IH), 8.41 (d, J = 1.5 Hz, IH), 8. 17 (d. J = 9.5 Hz, IH), 8.07 
(dd, J =8.0, 1.5 Hz, IH), 7.93 ^d, J =5.5 Hz, IH), 7.76 (like s, 4H), 7.46 (d, J = 
8.0Hz, IH), 3.90 (td, J =9.5, 3.5Hz, IH), 3.66 (dd, J = 11.0. 3.5Hz, IH), 3.47 
(dd, J = 1 1.0, 9.5 Hz, IH), 2.36 (s, 3H), 0.90 (s, 9H)o 

10 mmm 4 7(4) 

2- [4- [ (2-T5 vV-5-t:')v;u) -S-tiVv 
;u] -5- [ (1 (S) -l^ Kn:^rv^f-;b~ 2, 2 - v ^ f^^l^^n !f;i.) 



557 



wo 99/41231 



PCT/JP99/00622 




TLC:Rf0.18 (.^'^D7^;^A : ^ ^ y-;u : 7 : 3 : 0.3) ; 
NMR (d6-DMS0) : S 11.38 (s, IH), 9.44 (brs. 2H), 9.23 (brs, 2H), 8.94 (d, J = 
5 2.0 Hz, IH), 8.90 (d, J = 5.0 Hz, IH), 8.70 (s, IH), 8.40 (d, J= 1.5 Hz, IH), 8.29 
(dd, J = 9.0, 2.0 Hz, IH), 8.23 (d, J = 9.0 Hz, IH), 8. 16 (d, J = 9.0 Hz, IH), 8.08 
(dd, J = 8.0, 1.5 Hz, IH), 7.93 (d, J = 5.0 Hz, IH), 7.47 (d, J = 8.0 Hz, IH), 3.90 
(td, J =9.0, 3.5 Hz, IH), 3.66 (dd, J = 11.0, 3.5 Hz, IH), 3.47 (dd, J= 11.0, 9.0 
Hz, IH), 2.36 (s, 3H), 0.90 (s, 9H)o 

10 

mm 4 7(5) 

2- [2- (4 -7 5 7i-;i/:^;;L'/N'-^-f ;i/) -3-t:°';v^U] -5- 
[(1 (S) - 1 KD^v;^ f-^l^- 2 , 2 -v;^ f-^W'/D li;i/) 
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TLC:Rfo.3o Da4^;i.A : ^ y : Bj^K= 1 0 : 2 : 1 ) ; 

NMR (d6-DMSO) : S 11.00 (s, IH). 9.20 (s, 2H). 8.94 (s, 2H), 8.73 (dd, J = 
5 4.5, 2. 1 Hz, IH), 8.43 (d, J = 2. 1 Hz, IH), 8. 15 (br.d, J = 9.0 Hz, IH), 8.08 (dd, J 
= 8.1, 2.1 Hz, IH), 7.95 (d, J = 9.0 Hz. 2H), 7.8-7.65 (m, 4H), 7.33 (d, J = 8.1 Hz, 
IH), 5.4-4.6 (br, 2H), 3.94 (td, J = 9.0, 3.6 Hz, IH), 3.68 (dd, J = 11.1, 3.6 Hz, 
IH), 3.51 (dd, J = 11.1, 9.0 Hz, IH), 2.37 (s, 3H), 0.93 (s, 9H)o 

10 4 7(6) 

2- [2- [ (2-7^ vV-5-li';i/;^) - 3-t°';v 

)l] - 5- [ (1 (S) KnJrv^f-;b- 2, 2 -vVf-;^7'^e;^) 
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TLC:Rfo.26 (^aD.-i.;i.A : ^ : g^^= 1 0 : 2 : 1) ; 

NMR (d6-DMS0): d 13.0-12.4 (br, IH), 11.34 (s, IH), 9.40 (br.s, 2H), 9.12 (d, 
5 J =2.0 Hz, IH), 9.09 (br.s, 2H), 8.76 (dd, J = 4.2, 2. 1 Hz, IH), 8.49 (dd, J = 9.0, 
2.0 Hz, IH), 8.44 (d, J = 2.0 Hz, IH), 8.20 (d, J = 9.0 Hz, IH), 8. 15 (br.d, J = 9.3 
Hz, IH), 8.09 (dd, J = 8.0, 2.0Hz, IH), 7.8-7.7 (m, 2H), 7.35 (d, J = 8.0 Hz, IH), 
3.94 (td, J = 9.3, 3.3 Hz, IH), 3.9-3.7 (br, IH), 3.69 (dd, J = 10.8, 3.3 Hz, IH), 
3.50 (dd, J = 10.8, 9.3 Hz, IH), 2.31 (s, 3H), 0.93 (s, 9H)o 

0 

mm A 7 (7) 

2- [2- (4 -T 5 7x^;l/:^;l/yN'^^ ;u) - 6 - ^ ^^l^- 3 - If V 
-5- [ (1 (S) -H Kn^v>tf-;b- 2, 2 - v ^ f-^l'T'n i; ;i/) 
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TLC:Rfo.09 {^auTi-.jiA: /i^ 0 : 2 : 1) ; 

NM R (d6-DMS0) : o 10.85 (s, IH), 9.21 (brs, 2H), 8.94 (brs. 2H), 8.42 (d, J = 
5 1.8 Hz, IH), 8.14 (d, J =9.3 Hz, IH). 8.05 (dd, J = 8.0, 1.8 Hz, IH), 7.93 (d, J = 
9.0 Hz, 2H). 7.78 (d, J = 9.0 Hz, 2H). 7.63 (d, J = 8.0 Hz, IH). 7.56 (d, J - 8.0 Hz, 
IH), 7.30 (d, J = 8.0 Hz, IH), 3.93 (td, J = 9.3. 3.5 Hz. IH). 3.68 (dd, J = 11.0. 
3.5 Hz, IH), 3.50 (dd, J = 11.0, 9.3 Hz, IH), 2.67 (s. 3H), 2.36 (s, 3H), 0.93 (s, 
9H)o 

10 

^mm 4 7(8) 

2- [2- (4 -7 5 vV 7i-Jl'*;b^<^- ^ ^L') -6-;^i-)i'-3-^') 
'J)l] -5- [ (1 (S) -1^ Kd + ->>-^;P-3 -^f-;U7'-f ^l') 
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TLC:Rf0.23 (J'un.-^;!//. : ^ : g^^= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0) : d 10.8 (s, IH), 9.21 (brs, 2H), 8.93 (brs, 2H), 8.42 (d, J = 
5 1.8 Hz, IH), 8.27 (d, J = 8.7 Hz, IH), 8.05 (dd, J = 8. 1, 1.8 Hz, IH), 7.93 (d, J = 
8.1 Hz, 2H), 7.78 (d, J = 8.1 Hz, 2H), 7.63 (d, J = 8.1 Hz, IH), 7.55 (d, J = 8.1 Hz, 
IH), 7.29 (d, J = 8.1 Hz, IH) 4.20-4. 10 (m, IH), 3.47-3.33 (m, 2H), 2.67 (s, 3H). 
2.36 (s, 3H), 1.70-1.30 (m. 3H). 0.91-0.87 (m, 6H)o 

10 mmm 47(9) 

2- [2- (4 -7 5 7 ji-;l-*;i/^<-^-f ;i^) - 6 - ^ b + 3 - f 
U - 4 5 - [ ( I (S) Kn + v^f-;i.- 2, 2-v 
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T L C : R f 0.37 ( n n.-^;i/A : ^ y : tK- 8 : 2 : 0.2) ; 
NM R (d6-DMS0) : o 10.59 (s. IH), 9.21 (s, 2H), 8.89 (s, 2H), 8.07 (d, J = 9.0 
5 Hz. IH), 7.91 (d, J = 9.0 Uz, 2H), 7.89 (s, IH), 7.79 (d, J = 9.0 Hz, 2H), 7.58 (d, 
J = 8.0 Hz, IH), 7. 10 (d, J = 8.0 Hz, IH), 7.08 (s, IH), 4.09 (s, 3H), 3.40 (t, J = 
9.0 Hz, IH), 2.38 (s, 3H). 2.33 (s. 3H), 0.94 (,s, 9H)o 

4 7 (10) 

10 2- [3- {4 -7 ^ V y 7 x.^)Vi: }U) - 2 - "f- J~ =- - 5- 

[(1 (S) -ti Kc7 + v>f-''l^- 2, 2 - f-^L'T'n 11 ;i/) 




• CH3SO3H 
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TLC:Rfo.3i tJut^)VA : ;i y -)u : 4^= s : 2 : 0.2) ; 

NM R (d6-DMS0) : d 10.32 (s, IH), 9.18 (s, 2H), 8.89 (s, 2H), 8.30 (d, J = 2.0 
Hz, IH), 8. 13 (br.d, J = 9.3 Hz, IH), 8.01 (dd, J = 8.0, 2.0 Hz, IH), 7.83 (d, J = 
9.0 Hz, 2H), 7.75 (d, J = 9.0 Hz, 2H), 7.72 (d, J = 5.6 Hz, IH), 7.65 (d, J - 5.6 Hz, 
5 IH), 7.48 (d, J = 8.0 Hz, IH), 3.90 (m, IH), 3.67 (dd, J = 1 1.5, 3.3 Hz, IH), 3.48 
(dd, J = 11.5,9.0 Hz, IH), 2.33 (s, 3H), 0.91 (.s, 9H)o 

'4^mm 4 7 (11) 

2- [2- (4 -7 ^ vV 7x::::.;U:^;;l^/<^^ ;U) - 3 -f--xr- - 5- 
10 [(1 (S) -t K^^>'^-7-;^- 2, 2 --y^ f-^l-T'n ij)l;<^^i 



TLC:Rf0.35 (i:^nn.1^;l'Zs : > ^'y-;!/ : s^g?= 1 0 ; 2 : 1) ; 
15 NMR (d6-DMS0) : S 13.0-12.4 (br, IH), 10.18 (s, IH), 9.18 (s, 2H), 8.87 (s, 
2H). 8.30 (d, J = 1.8 Hz, IH), 8.09 (br.d, J = 9.6 Hz, IH), 8.02 (dd, J = 8.0, 1.8 
Hz, IH), 7.84 (d, J = 5.0 Hz, IH), 7.74 (d, J = 9.0 Ha 2H), 7.70 (d, J = 9.0 Hz, 
2H), 7.41 (d, J = 8.0 Hz, IH), 7. 1 1 (d, J = 5.0 Hz, IH), 3.91 (m, IH), 3.66 (m, 
IH), 3.65-3.45 (br, IH), 3.48 (m, IH), 2.32 (s, 3H), 0.91 (s, 9H)c 




• CH3SO3H 



20 



mm 47 (12) 



564 
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2 [ 2 - ( 4 - 7' > 7 -X - )l- )l ■' i /'I ; - 6 ~ / [■ ^- > - 3 - ^ 
'J ^l-] - 5 - [ U " K D ■> ^ ■;- .'I- - 1 - ^ h ^ > 11 ^^^11 - 3 - 



5 




TLC:Rfo.54 (^^nn^^/i/A : ^ ^7 y-;L : /K=8 : 2 : 0.2) ; 

NM R (d6-DMS0): 8 12.75 (br.s, IH), 10.61 (s, IH), 9.19 (s, 2H), 8.86 (s, 2H), 
8.38 (d, J = 2.0 Hz, IH), 8.25 (s, IH), 8.00 (dd, J = 8.0, 2.0 Hz, IH), 7.90 (d, J = 
10 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.65 (d, J = 8.0 Hz, IH), 7.31 (d, J = 8.0 Hz, 
IH), 7.13 (d, J = 8.0 Hz, IH), 4.10 (s, 3H), 3.82 (s, 2H), 3.62 (,s, 3H), 2.31 (s, 
3H), 1.96 (dd, J = 13.6, 6.3 Hz, IH), 1.87 (dd, J = 13.6, 6.3 Hz, IH), 1.65 (m, 
IH), 0.87 (d, J = 5.7 Hz, 3H), 0.85 (d, J = 5.7 Hz, 3H)c 

15 -^mX 4 7 113) 

2- [2- [N- (4 -T 5 vV 7i-;L) - N - ;^ f- * ^l--^^^ ^ - 
e- 'f h^v-3-li''; v^l-] -5 - [ (1 (S) Kn^->.x-^n'- 2. 
2 - V ^ f- 7" D \i ii ) ij>uj<^ 4 ;u ] $.i^ft^ • ^ ^' > X ;L' > gJJji 
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TLC:Rfo.35 : 9 J -)i ■.mm= 1 0 : 2 : I) ; 

NMR (CD3OD) : S 8.48 (d, J = 2.0 Hz, IH), 8.01 (dd, J = 8.2, 2.0 Hz, IH), 
5 7.67 (d, J = 8.4 Hz, 2H), 7.54(d, J = 8.4 Hz. IH), 7.34 (d, J = 8.4 Hz, IH), 7.20 (d, 
J = 8.4 Hz. 2H), 6.82 (d, J = 8.4 Hz, IH), 4.09 (dd, J = 9.0, 3.6 Hz, IH), 3.90 (dd, 
J = 11.6. 3.6 Hz, IH), 3.83 (s, 3H), 3.43 (dd, J = 11.6.9.0 Hz, IH), 3.28 (s. 3H), 
2.70 (s,3H), 1.02 (s, 9H)o 

10 mm\ 4 7 (14) 

2- [2- (4 -7 I V / 7 s .=-)Uij )V) - 6 -J^ b ^ V- 3 -l; 

'jv;w] -5- [ (1 (S) ~t Ko + i/^f-;!-- 2, 2 -i/ 
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OCH2CH3 



TLC:Rf0.38 (^nn,i.;l/A : : fil^K- 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0) : S 10.6 (s, IH), 9.19 (brs, 2H), 8.87 (br .s, 2H), 8.40 (d, J = 
5 1.5Hz, IH). 8.11 (d, J=9.3Hz, lH),8.03(dd, J = 8.1, 1.5Hz, IH), 7.89(d, J = 
9.0 Hz, 2H), 7.77 (d, J - 9.0 Hz, 2H), 7.63 (d, J = 8.7 Hz, IH), 7.29 (d, J = 8. 1 Hz, 
IH), 7.10(d, J = 8.7 Hz, IH), 4.56 (q, J =6.9 Hz, 2H), 3.93 (dU J - 3.9, 9.3 Hz, 
IH), 3.68 (dd, J = 11.1, 3.9 Hz; IH), 3.53-3.34 (m, IH), 2.31 (s, 3H), 1.41 (t, J = 
6.9 Hz, 3H), 0.92 (s, 9H)o 



2- [2- (4 -7 ^ yV 7x-;i/*;P><^ -f - 6 - ^ V yn t: 

V- 3 -l^'U v;l^] -5 - [ (1 (S) -11 KD^v^f-;i/- 2 , 2-v^ 



10 
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T LC : R f 0.50 {iravt^)ij^ : ^ ^ : 10:2:1) ; 

NM R (d6-DMS0) : S 10.5 (s, IH), 9.19 (br s, 2H), 8.85 (br s, 2H), 8.40 (d, J = 
5 2.1 Hz, IH), 8.11 (d, J =9.6 Hz, IH), 8.03 (dd, J = 8.1, 2.1 Hz, IH), 7.88 (d, J = 
8.7 Hz, 2H), 7.77 (d, J = 8.7 Hz, 2H), 7.61 (d, J = 8.4 Hz, IH), 7.30 (d, J = 8.1 Hz, 
IH), 7.04 (d, J = 8.4 Hz, IH), 5.59 (quintet, J = 6.0 Hz. IH), 3.93 (dt, J = 3.9, 9.0 
Hz, IH), 3.68 (dd, J = 1 1.1, 3.9 Hz, IH), 3.53-3.34 (m, IH) , 2.31 (s, 3H), 1.38 (d, 
J = 6.0 Hz, 6H), 0.92 (s, 9H)o 

10 

^mm 4 7 (16) 

2- [2- (4 -T 5 vV 7 ^ ;i/) - 6 - ^ n d - 3 - 'J 

vJi-] -5- [ (1 (S) -fc KD:^v^f-;^-2, 2 - ^;^7°n b°;i/) 

15 
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TLC:Rfo.40 i^aut^iiA: / 9 -.^m-^i 0 : 2 : I) ; 

NMR (d6-DMS0) : d 10.86 (s, IH). 9.19 (s, 2H), 8.89 (s. 2H). 8.43 (d, J = 1.2 
5 Hz, IH), 8.15 (d, J = 9.0 Hz, IH), 8.07 (dd, J = 8. 1, 1.2 Hz, IH). 7.89 (d, J = 8.7 
Hz, 2H), 7.84 (d. J = 8.7 Hz, IH), 7.80 (J =8.7 Hz. IH), 7.75 (d, J = 8.7 Hz, 2H), 
7.35 (d, J = 8. 1 Hz, IH), 3.93 (dt, J = 3.3, 9.0 Hz, IH), 3.67 (dd. J = 1 1.4, 3.3 Hz, 
IH), 3.45 (m, IH), 2.32 (s, 3H), 0.92 (s, 9H)o 

10 Sfife^l 4 7 (17) 

2- [2- {A -7 y y j^^i^ti }V) -6-^h^v-3-t: 

Uv;l-] -5- [ (1 (S) - (2-t Kn:^i/xf-;i.) - 2, 2-->'^f- 
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OH 



OCH3 



TLC : R f 0.71 (i^DD.t^;i/A : |^sgx-f;L/ : ^=3 : 1 : 1 ) ; 

NMR (d6-DMS0): S 12.70 (brs, IH), 10.62 (s, IH), 9.18 (s, 2H), 8.79 (s, 2H), 
5 8.40 (d, J = 1.8 Hz, IH), 8. 13 (d, J = 9. 3 Hz, 2H), 8.02 (dd, J =7.8, 1.8 Hz, IH), 
7.92 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7 .65 (d, J = 8. 1 Hz, IH), 7.30 
(d, J -7.8 Hz, IH), 7. 13 (d, J = 8.1 Hz, IH), 4.35 (m, IH), 4.11 (s, 3H), 3.94 (t, J 
= 10.8 Hz, IH), 3.42 (t, J = 9.9 Hz, IH), 2.31 (s, 3H), 1.74 (m, IH), 1.65 (m, 1 H), 
0.93 (s, 9H)o 



^^^H 4 7 (18) 



3- [3- (4-75 vV7i-;^:^;^/<^^;^) - 2 -f--x. - ji^] -6- 
[ (1 (S) -1^ Kn^v^-?^;i/- 2, 2 -v ^ "f- )U-fv \£ )U) ijn/^^^ 



10 




15 
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TLC:Rfo.3i Dn7j;;bA : ^ ^ y : 8 : 2 : 0.2) ; 

NM R (d6-DMS0) : S 10.45 (s IH), 9.20 (s, 2H), 8.93 (s, 2H), 8.50 (d. J = 10.2 
5 Hz, IH), 8.21 (d, J = 8.0 Hz, IH), 8.09 (d, J = 8.0 Hz, IH), 7.86 (d, J = 9.0 Hz, 
2H), 7. 82 (d, J = 5.7 Hz, IH ). 7.77 (d, J = 9.0 Hz, 2H ), 7.76 (d, J = 5.7 Hz, IH ), 
3.89 (m, IH). 3.71 (dd, J = 11.4, 3.3 Hz, IH), 3.55 (dd, J = 11.4, 8.0 Hz, IH), 
2.35 (s, 3H), 0.94 (s, 9H)o 

10 4 7 (19) 

3- [2- (4 -7^ vV 7x-;i'*;i/'i'^^;i/) - 6 b ^ v- 3 - t:° 
Vv;^] - 6- [ (1 (S) Kn^v^ 2 , 2 - >>"y f-^l^T'n if 
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TLC:Rfo.33 (^nn>j-^;i'A : :7K=8 : 2 :o.2) ; 

NMR (d6-DMS0): d 12.95 (br.s, IH), 10.66 (s IH), 9.21 (s, 2H), 8.91 (.s, 2H), 
5 8.67 (d, J = 10.0 Hz, IH), 8.26 (d, J = 8.0 Hz, IH), 7.94 (d, J = 8.0 Hz, IH), 7.91 
(d, J = 9.0 Hz, 2H), 7.79 (d, J = 9.0 Hz, 2H ), 7.76 (d, J = 8.0 Hz, IH), 7. 19 (d, J 
= 8.0 Hz, IH ),4.12 (s, 3H), 3.93 (m, IH), 3.74 (dd, J = 11.0, 3.6 Hz, IH). 3.56 
(dd, J = 1 1.0, 8.7 Hz, IH), 2.33 (s, 3H), 0.95 (.s, 9H)o 

10 '^mm 4 7 (2 0) 

2- [2- (4 -T ^ 7i-;i'*;i'/N'^-f - q - :i 

')'y)U] -5- [ [1 (S) - (2 Kn^>'Xf-;W:^;i//s-^-f -3 
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T L C : R f 0.16 (^Dn.t^;i/A : ^ 7 ; ^= 8 : 2 : 0.2) ; 

NMR (d6-DMS0) : S 12.71 (br. IH), 10.60 (.s. IH), 9.25 (s. 2H), 9.01 (s, 2H), 
5 8.70 (d, J = 5.4 Hz, IH), 8.45 (d, J = 2. 1 Hz, IH), 8.08 (dd. J = 8. 1, 2. 1 Hz, IH), 
7.97 (t, J = 5.7 Hz, IH), 7.89 (d, J = 8.7 Hz, 2H), 7. 80 (d, J = 8.7 Hz, 2H), 7.63 
(d, J .= 8.4 Hz, IH), 7,29 (d, J = 8. 1 Hz, IH), 7.10 (d, J =8.4 Hz, IH), 4.53 (m, 
IH), 3.44-3.20 (m, 2H), 3. 18-3.04 (m, 2H), 2.33 (s, 3H), 1.75-1.62 (m, 2H), 1.51 
(m. IH), 0.89 (d, J = 6.3 Hz, 3H), 0.87 (d, J = 6.0 Hz, 3H)o 

10 

4 7 (21) 
3- [2- (2 -7 5 vV - 5 - t°') 

3 -t: V ->';i/] - 6 - [ ( 1 (S) Kn^->^^;l'- 2 , 2-i/^^)i^ 
■fu}£)U) -f] iv/^^^ )V] - 2 -tf') v>* >|g :^ >7,;i-^t^>^ia 

15 
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TLC:Rfo.22 oD.t^;^A : ^ y : 7K= 8 : 2 : 0.2) ; 

NM R (d6-DMS0) i S 12.95 (br.s, IH), 10.92 (s IH), 9.40 (s, 2H), 9.14 (s, 2H), 
5 9.05 (d, J = 2.0 Hz, IH), 8.66 (d, J = 10.0 Hz, IH), 8.42 (dd, J = 9.0, 2.0 Hz, IH), 
8.27 (d, J = 8.0 Hz, IH), 8.22 (d. J = 9.0 Hz, IH), 7.96 (d. J = 8.0 Hz, IH), 7.78 
(br.d, J = 8.4 Hz, IH), 7.22 (d, J = 8.4 Hz, IH). 4.13 (s. 3H), 3.92 (m, IH), 3.76 
(m, IH), 3.56 (m, IH), 2.32 (s, 3H), 0.95 (s, 9H)o 

10 7 (2 2) 

2- [2- (4 -7 ^ y / 7i-;i^*;u/^'^ ^ ;i/) - 6 - vp< f-^l^T 5 / - 

3- li°';v;^] -5- I (1 (S) KD:^vyf-;l/-2, 2-v^f-;l/ 



574 



wo 99/41231 



PCT/JP99/00622 




TLC:Rf0.21 (^aa;^;i.A : ^ : gt^K= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0) : o 10.6 (s, IH), 9.17 (brs, 2H), 8.82 (brs, 2H), 8.35 (d, J = 
5 2.1 Hz, IH), 8.07 (d, J = 9.6 Hz, 1H|, 7.99 (dd, J = 8.1, 2. 1 Hz, IH), 7.89 (d, J = 
9.0 Hz, 2H), 7.76 (d, J = 9.0 Hz, 2H), 7.40 (d, J = 8.7 Hz, IH), 7.25 (d, J = 8.1 Hz, 
IH), 6.93 (d, J = 8.7 Hz, IH), 3.92 (dt, J = 3.6, 9.0 Hz, IH), 3.88-3.54 (m, IH), 
3.49 (dd, J = 10.5, 9.0 Hz, IH). 3.17 (s. 6H), 2.33 (s, 6H), 0.92 (s, 9H)o 

10 MmW 4 7 (2 3 ) 

2- [2- {4 -T 5. V y y X. y ^i/fj - 6 - > h ^->- 3 - 

-5 - [ (1 (S) -h Ko^v,^f-;i/- 2, 2 - iy y -J- ]^ 
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TLC:Rf0.13 (i^nD.-^;i.i. ; ^ J' : g^^= 1 0 : 2 : 1) ; 
NM R (d6-DMSO) : d 13.01 (brs, IH), 9.30 (brs, 2H), 8.99 (brs, 2H), 8.40 (d, J 
5 =1.8 Hz, IH), 8.12 (brd, J = 9.3 Hz, IH), 8.08 (brd. J = 8.0 Hz, IH), 7.80 (d, J = 
8.7 Hz, 2H), 7.74 (d, J = 8.4 Hz, IH), 7.42 (d, J = 8.0 Hz, IH), 7.20 (d, J = 8.4 Hz, 
IH), 7.19 (d, J = 8.7 Hz, 2H), 4.60-4.30 (broad, IH), 3.99 (s, 3H), 3.90 (dt, J = 
3.3, 9.3 Hz, IH), 3.66 (dd, J =10.8, 3.3 Hz, IH), 3.47 (dd. J = 10.8, 9.3 Hz, IH), 
2.30 (s, 3H), 0.90 (s, 9H)o 

10 

mmm 47 (24) 

2- [2- (4 -T$ vV 7i-;b;^;bM'^>f - 6 -7* h ^ v- 3 - t° 
'jv^l^J -5- [ (1 (S) -t KD^v^^;l/- 2. 2 -'J ^ '7- \^ 
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TLC:Rfo.29 (^'aD7^;^A : ;< : g^^K= 1 0 : 2 : 1 ) ; 

NMR (d6-DMS0) : S 10.6 (s, IH), 9.18 (brs, 2H), 8.82 (brs, 2H), 8.40 (d, J = 
5 1.8 Hz, IH), 8.11 (d, J =6.3 Hz, IH), 8.03 (dd, J = 8.1, 6.3 Hz, IH), 7.89 (d, J = 
9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.63 (d, J = 8.4 Hz, IH), 7.29 (d, J = 8.1 Hz, 
IH), 7.10 (d. J = 8.4 Hz, IH). 4.51 (t, J = 6.6 Hz, 2H), 3.93 (dt, J = 3.3, 9.0 Hz, 
IH), 3.68 (dd, J = 3.3, 8.1 Hz, IH), 3.53-3.34 (m, IH), 2.30 (s, 3H), 1.78 (quintet, 
J = 6.6 Hz, 2H), 1.49 (sextet, J = 6.6 Hz, 2H), 0.97 (t, J = 6.6 Hz, 3H), 0.92 (s, 
10 9H)o 



^fffe^l 4 7 (2 5) 

2 - [ 2 - ( 2 - T 5 V y t" 'j 5 V > - 5 - ^ iJ ^l-'/^-t 4 }V - 6-:^ h 
^iy-3-^')'y)^] -5- [(1 (S) -t KD:^i/^f-;b- 2, 2-> 
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TLC : R f 0.24 (^^D;^;^i^ : > 5^ : g^^^- 10:2:1) ; 

NMR (d6-DMS0) : S 13.0-12.4 (br, IH), 11.05 (s, IH), 9.59 (s, 2H), 9.35 (s 
5 2H), 9.32 (s, 2H), 8.41 (d, J = 1.5 Hz, IH), 8. 12 (d, J = 9.0 Hz, 1H),8.06 (dd, J = 
7.8, 1.5 Hz, IH), 7.69 (d, J = 8.4 Hz, IH), 7.33 (d, J= 7.8 Hz, IH), 7.18(d, J = 
8.4 Hz, IH), 4.11(,s, 3H), 3.93 (dt, J = 3.3, 9.0 Hz, IH), 3.75-3.60 (m, IH), 3.65 
3.30 (m, 2H). 2.30 (s, 3H), 0.92 (s, 9H)o 

10 4 7 (2 6 ) 

2- [2- (4-7^ vy7x^;i'*;i/M'^-f;i') - 6 - 7"d ^i^'^v- 3 - 
-5- [ (1 (S) -ti Kn^i/>f-;i/-2, 2-v^f-;U7'n 
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TLC:Rfo.20 (^^D^^;^i. : : ^^=1 0 : 2 : 1) ; 

NMR (d6-DMS0) : S 10.6 (s, IH), 9.19 (brs, 2H), 8.86 (br s, 2H), 8.40 (d, J = 
5 1.5Hz, IH), 8.11 (d, J =9.3 Hz, IH), 8.03 (dd. J = 8.1, 1.5Hz, IH), 7.89(d, J = 
9.0 Hz. 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.63 (d, J = 8.7 Hz, IH), 7.29 (d, J = 8.1 Hz, 
IH), 7.10 (d, J = 8.7 Hz, IH), 4.46 (t, J = 6.6 Hz, 2H), 3.93 (dt, J = 3.3, 9.3 Hz, 
IH), 3.68 (dd, J= 11.1, 3.3 Hz, IH), 3.51 (dd, J = 11.1, 9.3 Hz, IH), 2.31 (s, 3H), 
1.81 (sextet, J = 6.6 Hz, 2H), 1.04 (t, J = 6.6 Hz, 3H), 0.92 (s, 9H)o 

10 

^/■ft^ll 4 7 (2 7) 

2 - [2 - (4-T<-yV 7 x * ^ ;u) - 6- > 

-5- [ (1 (S) , 2 -e;^t: Ko^v^^;P- 2 -^f-^i^yo 

15 
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T L C : R f 0.60 (S^i^xf-;!. : : 7K= 3 : 1 : 0.5) ; 

NMR (d6-DMS0): S 12.71 (br.s, IH), 10.61 (s. IH), 9.18 (s, 2H), 8.82 (s, 2H), 
5 8.41 (d, J = 1.8 Hz, IH), 8.23 (d, J = 8.7 Hz, IH), 8.03 (dd, J = 8.1, 1.8 Hz, IH), 
7.90 (d, J = 9.0 Hz, 2H), 7.78 (d, J =9.0 Hz, 2H), 7.65 (d, J= 8.7 Hz, IH), 7.31 
(d, J = 8. 1 Hz, IH), 7. 13 (d, J = 8.7 Hz, IH), 4. 10 (s, 3H), 4.01 (m, IH), 3.70 (dd, 
J = 10.8, 3.3 Hz, IH), 3.57 (dd, J = 10.8, 9.0Hz, IH), 3.80-3.20 (br, 2H), 3.27 (d, 
J= 10.8 Hz, IH), 3.11 (d, J = 10.8 Hz, IH), 2.31 (s, 3H), 0.92 (s, 3H), 0.83 (s, 
10 3H)o 

4 7 (2 8) 

2- [2- (4 -7 5 7x:::;i/:^;;i/^'?^ ^ ;i/) - 5 -a. }^ ^->_ 3 _ tf 
'j->';l^] -5- [ (1 (S) , 2 -kfXH Kn^v^f-;!/- 2 -^f-;l'7'n 
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T L C : R f 0.60 i^m^'J-i^ : St^j^ : zK=- 3 : 1 : 0.5) ; 

NMR (d6-DMS0) : d 12.72 (br. IH). 10.57 (s, IH). 9. 19 (s, 2H), 8.84 (s, 2H), 
5 8.40 (d, J = 1.8 Hz. IH), 8.23 (d, J = 9.0 Hz, IH), 8.02 (dd, J = 8.1, 1.8 Hz. IH). 
7.89 (d, J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz. 2H). 7.64 (d, J = 8.4 Hz, IH), 7.31 
(d, J = 8.1 Hz, IH), 7.10 (d, J = 8.4 Hz, IH), 4.56 (q, J = 6.9 Hz, 2H), 4.01 (d, J = 
3.6, 9.0 Hz, IH), 3.69 (dd, J = 11.0, 3.6 Hz, IH), 3.57 (dd. J = 11.0, 9.0 Hz, IH), 
3.80-3.20 (br. 2H). 3.27 (d. J = 11.0 Hz. IH). 3.11(d, J= 11.0 Hz. IH), 2.30 (s. 
10 3H), 1.41 (t, J = 6.9 Hz, 3H), 0.92 (s, 3H), 0.82 (s, 3H)o 

4 7 ( 2 9) 

5- [2- (4 -7 < v>V 7i-;i/*;uv<^-Y ;i/) - 6 h v- 3 - 
')'J)V] -2- [ (1 (S) -t Ko:^v;< 2 , 2 -'J ^ -f- 'l^-/^ ^ 



581 



wo 99/41231 



PCT/JP99/00622 




TLC:Rf0.26 nn?^;i//, : ^ ^ y : 7 : 3 : 0.3) ; 
NMR (300MHz, DMSad6) : S 13.47 (br.s, IH), 10.66 (s IH), 9.24 (s, 2H), 
5 8.99 (s, 2H), 8.58 (s, IH), 8.41 (s, IH), 8.32 (d, J = 10.0 Hz, IH), 7.91 (d, J = 9.0 
Hz, 2H), 7.81-7.78 (m, 3H), 7.20 (d, J = 8.8 Hz, IH), 4. 12 (s, 3H), 3.86 (m, IH), 
3.63-3.60 (m, 2H), 2.32 (s, 3H), 0.94 (s, 9H)o 

^^^J 4 7 (3 0) 

10 2- [2- (4 -75 7x-;u:^;u><^-f ;i^) -6-^h^v-3-t° 
- 5- [ (1 (S) KD^v^f-;p- 2 -^f-;^7'o^:f;^) 
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T L C : R f 0.09 ( u u )VL : J -)v: 10:2:1) ; 

NMR (300MHz.d6-DMSO); 0 12.8-12.5 (broad. IH), 10.61 (s, IH). 9.17 (brs, 
2H). 8.81 (brs. 2H). 8.42 (d, J = 2.0 Hz, IH). 8.21 (brd, J =9.0 Hz, IH). 8.04 (dd, 
5 J = 8.0, 2.0 Hz, IH), 7.90 (d. J = 8.7 Hz. 2H). 7.77 (d, J = 8.7 Hz, 2H), 7.65 (d, J 
= 8.4 Hz, IH), 7.29 (d, J = 8.0 Hz, 111), 7.12 (d, J = 8.4 Hz, IH). 4.09 (s, 3H), 
3.90-3.80 (m. IH), 3.58-3.47 (m. 2H). 2.32 (.s, 3H). 1.99-1.87 (m. IH), 0.92 (d, J 
= 6.9 Hz, 3H), 0.90 (d, J = 6.9 Hz, 3H)a 

10 "M-mW 4 7 (3 1) 

2- [2- ( 4 -7 ^ >'y 7i-Jb^;i/.'N'^ ^ ;b) - 6 --^ h ^ V- 3 - t: 
- 5- [ (1 (S) -k Ku^v>-7";i-3, 3 - v ^ ■5^;i-7*-?";v) 



H 




TLC:Rfo.35 (^'nD*;i^A : ;< ^'y-;!- : ;tc= 7 : 3 : 0.3) ; 

NMR (300MHz, DMS0-d6) : <? 12.68 (br..s, IH), 10.57 (,s IH). 9.19 (s. 2H), 
8,85 (s, 2H), 8.39 (d, J = 2.0 Hz. IH), 8.28 (br.d. J = 9.0 Hz, IH). 8.00 (dd, J = 
20 8.0. 2.0 Hz, IH), 7.89 (d. J = 9.0 Hz. 2H). 7.77 (d. J = 9,0 Hz. 2H), 7.63 (d, J = 
8.0 Hz, IH). 7.28 (d, J = 8.0 Hz. IH). 7.09 (d. J = 8.0 Hz, IH). 4.55 (q, J = 7.0 Hz, 
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2H), 4.12(m, IH), 3.41-3.22 (ni, 3H), 2.31 (s. 3H:), 1.52 (d, J = 5.4 Hz, 211), 1.41 
(t, J = 7.0 Hz, 3H), 0.91 (s, 9H)o 

'^^mi 4 7 (3 2) 

5 2- [2- (4-7^ vV7x^;i/:^;l.'.M^-^;i/) - 5 - ^ h 4- -> - 3 - t° 
V'J)^] -5 - [ (1 (S) - t: KD^ V .X f- lb- 3 , 3 - f-^l^7'-:f-;l-) 



H 




TLC:Rfo.50 (^^DD?)^;i^A : j< 5^ : 7 : 3 : 0.3) ; 

NMR (300MHz, DMSad6) : S 12.68 (br.s, IH), 10.57 (s IH), 9.19 (s, 2H), 
8.85 (s, 2H), 8.39 (d, J = 2.0 Hz, IH), 8.28 (br.d, J = 9.0 Hz, IH), 8.00 (dd, J = 
8.0,2.0 Hz, IH), 7.89 (d, J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz, 2H), 7.63 (d, J = 
15 8.0 Hz, IH), 7.28 (d, J = 8.0 Hz, IH), 7.09 (d, J = 8.0 Hz, IH), 4.55 (q, J = 7.0 Hz, 
2H), 4. 12 (m, IH), 3.41-3.22 (m, 3H), 2.31 (s, 3H), 1.52 (d, J = 5.4 Hz, 2H), 1.41 
(t,J = 7.0 Hz, 3H), 0.91 (s, 9H)o 

mmm 4 8 ( i ) -48 ( 3 ) 
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■mm 4 8 ' 1 1 

2' _ 1 4 -T ^ >V 7 J -;l-:^;jL-^<-t'f ^l-) - 4' - h K u -t v ^ -f - 
4 _ ( 2 - / -f- }l 7"n \^ !l ij !l / x-t -f )l ) - 2 - li' 7 J )l ii )l > • .-^ 
5 4' > 7. ;i/ fijia 



TLC:Rf0.50 nn7^;l/A : ^ y -ju : xK= 7 ; 3 : 0.3) ; 
NMR (d6-DMS0) : <J 10.53 (s. IH), 9.13 (s, 2H), 8.75 (s, 2H), 8.64 (br.t, J = 
10 6.3 Hz, IH), 8.30 (d, J = 2.0 Hz, IH), 7.95 (dd, J = 8.0, 2.0 Hz, IH), 7.72 (s, 4H). 
7.62 (s, IH), 7.51 (d, J = 8.0 Hz, IH), 7.31 (d, J = 8.0 Hz, IH), 7.23 (d, J = 8.0 
Hz, IH), 4.65 (s, 2H), 3.09 (t, J = 6.3 Hz, 2H), 2.32 (s, 3H), 1.85 (m, IH), 0.89 (d, 
J =6.6 Hz, 6H)o 

15 ^^.^11 4 8(2) 

2' - (4 -7^ ■>V7x-;i/:^;i/^<^ -f 'i-) -4' ^-y 

4- (1, 2, 2 - h V ^ f-^l'T'D Jl-M--:^^ iL-) -2-k*7x-;u* 
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TLC:Rf0.18 (^^ a^^^;l/i^ : ^ ^ y -^^l/ : 7K= 8 : 2 : 0.2) ; 
NMR (d6-DMS0) : S 10.57 (s, IH), 9.13 (s, 2H), 8.79 (s, 2H), 8.26 (d, J = 2.0 
5 Hz, IH). 8.17 (d, J = 6.3 Hz, IH), 7.93 (dd, J = 8.0. 2.0 Hz, IH). 7.73 (s, 4H), 
7.63 (s, IH), 7.51 (d, J = 8.0 Hz, IH), 7.29 (d, J = 8.0 Hz, IH), 7.22 (d, J = 8.0 
Hz, IH), 5.42 (br.s, IH), 4.65 (s, 2H), 3.99 (m, IH), 2.33 (s, 3H), 1.08 (d, J = 6.6 
Hz, 3H), 0.90 (s, 9H)o 

10 ^M^l 4 8(3) 

3 - [2 - (4-7^ vV 7x-ji'*;i/^<-^ - 4 - p^ h ^ v7x:i;i'] 
-6- [ (1 (S) -li Kn:^v^f-;u-2, 2 - v>< f-^i/^a ,'1/) 
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H2N 




OCH3 



TLC : R f 0.27 V a j\, I, : / ^ y ~ jv : yii= 8 ; 2 : 0.2) ; 
NMR(d6-DMS0) : 0^ 13.04 (br.s. IH), 10.82 (br.s IH). 9.14 (s, 2H), 8.81 (s, 
5 2H), 8.48 (br.d, J = 10.2 Hz. IH), 8.16 (d, J= 8.0 Hz, IH), 7.89 (d, J = 8.0 Hz, 
IH), 7.75 (s, 4H), 7.33-7.17 (m, 3H), 4.62 (br.s, IH), 3. 90 (s, 3H), 3.85-3.40 (m, 
3H), 2.31 (s. 3H), 0.92 (s, 9H)o 

#^0112 7 

10 4 - [ (2 - h 'J 7;ut f-^^;^^^'■^-;^:t^v7i-;^) -^jv^i-'-Jir 



2- (4 -vT/ 7x-;u*;l'/<^-^;i') 7xy-;i/ ( 8 8 5 mg) O t:" 
'Jv>v#?^ (5ml) or-e h V7;l'tn^ ^'>;^;i/.t. >^ • &7}cti 

15 (0.75 m 1 ) imrifzo M^^^mox:-^ i nrmwifzo Ec^m^it^ 



F 
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(1.25 g) i'i'4fZo 

TLC : R f 0.20 (^^•9-> : g^^x-5^;l.= 2 : 1 ) ; 
NMR(200MHz, CDCI3) : S 8.09 (br.s, IH), 7.92 (dd, J = 8.0, 1.5 Hz, IH), 7.78 
5 (d, J = 8. 8 Hz, 2H), 7.67 (d, J = 8.8 Hz, 2H), 7.70-7.60 (m, IH), 7.56 (dt, J = 1.5, 
8.0 Hz, IH), 7.42 (dd, J = 8.0, 1.5 Hz, lH)o 

^^^i4 9 

2- [2- (4 -7 5 vV 7x.:ijU:^;L'/^'^^;L') -5- (2, 

10 2 -vV f-^i^T'D t:;u* ^' - 3 -77 >:^>'i''K>lt • ^-^-^^-^^ 



15 ##f!)2 7-CS2iiL7t:'(t:^!i^fflv^T##F!l4-##^j8-*##M5-*# 

^M3-*mm2 0 tmmr^^i^ir^hfifz. 4- [2- [5- (2, 2 

-v;^ f-jbyn t:;b*;i//'N'^^;i/') -3 -x v'* )U7i-::z.)U- 2 -7 'J 
7i-;i':^;;i/?K^;^7^ y] 7i-;i/pt ■?";i'f-t-f ^ r- h ^^iSfeM 3 

20 TLC:Rf0.63 o n ; ^ ^ y : g^^= 1 Q ; 2 : 1) ; 

NMR (300 MHz, d6-DMS0): 6 11.0-10.4 (br, IH), 10.4-9.6 (br, 3H), 8.19 (t, J 
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= 6.6 Hz, IH). 7.85-7.75 (m. ZH), 7.75 (Hke.s. 4H), 7.7-7.65 (in, 2H), 7.51 (s. IH), 
4.06 (q. J =7.0 Hz. 2H). 2.99 (d. J = 6.6 Hz. 2H), 1.10 (t. J = 7.0 Hz. 3H). 0.82 (s, 
9H)o 

5 '^ii^m 5 0 

2- [2- [4-Ti'yy7ji^)VfJ)lJ<^'i)l') 7x-il/] -5- (2, 
2 )i) - 3 - 7 7 > ^i^-K >fiS • ^ > x ;u 




TLC:Rfo.3i i^vvt^ivA : / 0 : 2 : \) ; 

15 NMR (d6-DMS0) : S 12.9-12.6 (br, IH), 10.80 (s, IH), 9.17 (s, 2H). 8.85 (s, 
2H), 8.15 (t, J = 6.6 Hz, IH), 7.82 (d. J = 9.0 Hz, 2H), 7.77 (d, J = 9.0 Hz. 2H), 
7.8-7.7 (m, 2H), 7.7-7.6 (m, 2H), 7.45 (s, IH), 2.99 (d, J = 6.6 Hz, 2H), 2.33 (s, 
3H), 0.81 (s, 9H)o 



20 'MhkM 5 1 

2 - [ 2 - ( 4 - r 5 y / 7 i - ;v :^ /i-M'^ -I" ) - 6 - > h ^ > - 3 - t: 
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>; v;t^] - 5- [(3-75^-1 (S) - t ~ 7""-^;^7°n If 




OCHg 



5 fflit^ib^!f^^fflv^r##^J l-##^iJ2-##^J3-##^N-## 
^5 tiBJiii: LT|2^L/c. 3- [4- {3 - t --/Y^'yiJ }\yt^-)ir < 
y-1 (R) - t -7'f-;l'7'o - 2 y>' ^ 'yi^ 

;p.if-;i/7x::^;i/] - 6 - h ^ v - 2 - if 'j > * V^T^M 

10 fCo 

TLC : R f 0.10 (i^uD.tJUA : > si:gt= 10:2:1)0 

HSft FiJ 5 2 

2- [2- (4 -7 ^ 7x-;i':^;i//N'-t^ - 6 h ^ v- 3 - H° 
15 -5 - [(3-7^y-l (S) - t -•/^;i'ynt:;i/) 



590 



wo 99/41231 



PCT/JP99 00622 




N 
H 



•2CH3SO3H 




OCH3 



5 T L c : R f 0.60 {m%^-^ 'i^ : gt^BI : 3 : 1 : 1 ) ; 

NMR (d6-DMS0) : 8 12.75 (br, IH), 10.63 (s, IH), 9.19(s, 2H), 8.84(s, 2H), 
8.41 (d, J = 1.8Hz, IH), 8.28(d, J = 9. 9 Hz, IH), 8.04(dd, J = 8.1, 1.8Hz, IH), 
7.92 (d, J =9.3 Hz, 2H), 7.79 (d, J = 9.3 Hz, 2H), 7. 71 (br, 2H), 7.64(d, J= 8.7 
Hz, IH), 7.33(d, J = 8.1 Hz, IH), 7. 15 (d, J = 8.7 Hz, IH). 4.11(s, 3H), 3.96 (m, 
10 IH), 2.85-2.70 (m, 2H). 2.32 (s, 6H), 1.91 (m, IH), 1.77 (m, IH), 0.96 (s, 9H)o 

^feWS 3 (1) -5 3 (8) 
%1m^^ (5 1) T-t^ilL/db-^tl^fflv^T. ##^j8-^Sfe^?3 5 2 

■^m\ 53 II) 

2 - [ 2 - ( 4 -T ^ y 7 i 'f - 6 - h ^ v - 3 - if 

20 'jv;i-] - 5- [ (1, 1 - li'X H Kn^->^ 2 - > -?-^^7■^ ji/) 
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TLC:Rfo.50 (^oD.i.;bA : ^^^'y-iu : g^^= 1 0 ; 2 : 1) ; 

5 NMR (d6-DMS0) : S 12.0-11.4 (br, IH), 9.23 (s, 2H), 9.11 (s, 2H), 8.18 (s, 
IH), 7.84-7.71 (m. 6H), 7.61 (s, IH), 7.53 (d, J = 8.1 Hz, IH), 7.17 (d, J = 7.8 Hz, 
IH), 7.03 (d, J = 8.4 Hz,lH), 4.94 (d, J = 5.4 Hz, IH), 4.92 (d, J = 5.4 Hz,lH), 
4.02 (s. 3H), 3.74 (dd, J = 11.4, 5.4 Hz, 2H), 3.65 (dd, J = 11.4, 5.4 Hz, 2H), 2.41 
(m, IH), 0.93 (d, J = 6.9 Hz, 6H)o 

10 

'^mW 5 3(2) 

2- [2- (4 -75 vV 7i-;b:^;;l/M'-t^;l/) -6-^h^v-3-bf 
- 5- [ (2-T?/-2-t: KD:^>'^f-;i/-3 -^f-;^yf-;^) 
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TLC:Rfo.20 (^'o^.-^;^A : : 1 0 ; 2 : 1 ) ; 

NMR (d6-DMS0) : S 12.9-12.5 (br, IH), 9.36 (s, 2H), 9.26 (s, 2H), 8.60-7.90 
5 (br. 2H), 8.28 (s, IH), 8.07 (d, J = 8.4 Hz, IH). 7.77 (d, J = 8.7 Hz, 2H), 7.68 (d, 
J = 8.7 Hz, 2H), 7.49 (d, J = 8.4 Hz, IH), 7. 17 (d, J = 7.8 Hz, IH), 6.99 (d. J = 
8.4 Hz, IH), 5.55 (br, IH), 4.37 (s, 2H), 3.97 (s, 3H), 3.64 (s, 2H), 2. 18 (dd, J = 
7.2, 6.6 Hz, IH), 0.98 (d, J = 6.6 Hz, 3H), 0.96 (d, J = 6.6 Hz, 3H)o 

10 -^fe.gil5 3 (3) 

2- [2- (4 -T5 vV7i-;^*;^/<^-^;^) - 6 h ^ v- 3 - 1^' 
-5- [ (4- (2 -^f-;i^yoe;i/) - 4 - 'J y) 
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T L C : R f 0.70 m^^^)^ : g^^ : 7fc= 3 : 1 : 1 ) ; 

NM R (d6-DMSO) : 6 10.6 (s, IH), 9. 19 (br s. 2H), 8.89 (br s, 2H), 8.43 (br s, 
5 2H), 8.36 (d, J = 2.1 Hz, IH), 8.06 (s, IH), 8.02 (dd, J = 8.1, 2.1 Hz, IH), 7.90 (d, 
J = 9.3 Hz, 2H), 7.79 (d, J = 9. 3 Hz, IH), 7.63 (d, J = 8.7 Hz, IH), 7.30 (d, J = 
8.7 Hz, IH), 7, 13 (d, J = 8.7 Hz, IH), 4. 10 (s, 3H), 3.20-3. 16 (m, 2H), 3.06-3.02 
(m, 2H), 2.64-2.59 (m, 2H), 2.33 (s, 6H), 1.80-1.55 (m, IH), 1.7 4 (s, 2H), 1.66- 
1.59 (m, 2H), 0.90 (d, J = 6.0 Hz, 6H)o 

10 

WJ5 3 (4) 

2- [2- (4 -T 5 vV 7i^;^:^;^/'^'■^-f ;u) -6-^h^v-3-li 
Vv^i^] -5- [ (2 -7 5 y - 3 -^^^i/^f-;!^) 

15 
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T L C : R f 0.50 : g^g? : 7K= 3 : 3 : 1 ) ; 

NMR (d6-DMS0) : d 12.8-12.5 (br, IH), 10.61 (s. IH), 9.21 (s. 2H), 9.02 (s, 
5 2H), 8.84(t, J = 5.7Hz, IH), 8.44 (d, J = 1.8 Hz, IH), 8.07 (dd, J = 8.1, 1.8 Hz, 
IH), 7.93 (brd. J = 3.6 Hz, 2H), 7.91 (d, J = 9.0 Hz, 2H), 7.79 (d, J = 9.0 Hz, 2H), 
7.64 (d, J = 8.4 Hz, IH), 7.33 (d, J = 8. 1 Hz, IH), 7. 12 (d, J = 8.4 Hz; IH), 4. 10 
(s, 3H), 3.5-3.3 (m, 3H), 3.08 (m, IH), 2,34 (s, 3H), 1.96 (m, IH), 1.01 (d. J = 
6.6 Hz, 3H), 0.99 (d J = 6.6 Hz, 3H)o 

10 

mmM5 3 (5) 

2- [2- (4-7^ vV7i-;^:^;;^/^'^-^;^) - 6 h ^->- 3 - 1° 
- 5- [ (1 (S) - (4 -7^ y 7*f-;i';^7;i^/<^ ^^u) -3-^ 
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H 




O. 



NH2 



OH 



HjN 



OCH3 



T L C : R f 0.66 mm^^)^ : St^^ : tK- 3 : 1 : 1 ) ; 

NMR (d6-DMS0) : S 12.75 (br, IH), 10.62 (s, IH), 9.21 (s, 2H), 8.89 (s, 2H), 
5 8.70 (d, J = 8.4 Hz, IH), 8.47 (d, J = 1.8 Hz, IH), 8.10(dd, J = 8.1, 1.8 Hz, IH), 
8.06 (t, J = 5.7 Hz, IH), 7.91 (d, J = 9.3 Hz, 2H), 7. 80 (d, J = 9.3 Hz, 2H), 7.72 
(br, 2H), 7.65 (d, J = 8.4 Hz, IH), 7.32 (d, J = 8.1 Hz, IH), 7.14 (d, J = 8.4 Hz, 
IH), 4.52 (m, IH), 4.12 (s, 3H), 3.14-3.04 (m, 2H), 2.86-2.76 (m, 2H), 2.34 (s, 
6H), 1. 80-1.62 (m, 2H), 1.60-1.42 (m, 5H), 0.93 (d, J = 6.3 Hz, 3H), 0.90 (d, J = 
10 6.3 Hz, 3H)o 

^m\b3 (6) 

-5- [ (3-T5y-2, 2 ij)lJ<^^]V] 

15 • 2 :^ yy:^)ut^yW^ 
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T L C : R f 0.34 (fr^(S?x-:P;i/ : st^ : 7K= 3 : 1 : 1 ) ; 

NM R (d6 DMSO) : S 10.62 (s, IH), 9.19 (s, 2H), 9.00 (t, J = 6.3 Hz, IH), 8.81 
5 (s, 2H), 8.48 (d, J = 1.5 Hz, IH), 8.08 (dd, J = 7.2, 1.5 Hz, IH), 7.91 (d, J = 9.0 
Hz, 2H), 7.84-7.72 (m, 3H), 7.79 (d, J = 9.0 Hz, 2H), 7.64 (d., J =8.4 Hz, IH), 
7.35 (d, J = 7.2 Hz, IH), 7.14 (d, J = 8.4 Hz, IH), 4.12 (s, 3H), 3.26 (d, J = 6.3 
Hz, 2H), 2.70-2.62 (m, 2H), 2.32 (s, 6H), 1.00 (s, 6H)o 

10 -^mm 5 3 ( 7 ) 

2- [2- (4 -T 5 vV 7i-;L';^;;i'/<^^ - 6 h :^-> - 3 - if 
'Jv;u] - 5- [ (3-7<y-l (S) - t -y-T-^i^yn ii;i.) 
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T L C : R f 0.60 : g^jg : 7K= 3 : 3 : 1 ) ; 

NMR (d6-DMS0) : d 12.8-12.3 (brd. IH), 10.58 (s, IH), 9.20 (s, 2H), 8.90 (s, 
5 2H), 8.39 (d, J= 1.8 Hz, IH), 8.27 (d, J = 9.9 Hz, IH), 8.02 (dd, J = 8.1, 1.8 Hz, 
IH), 7.88 (d, J = 9.0 Hz, 2H), 7.78 (d, J = 9.0 Hz, 2H), 7.77 (s, 2H), 7.62 (d, J = 
8.4 Hz, IH), 7.31(d, J = 8.1 Hz, IH), 7. 10 (d, J = 8.4 Hz, IH), 4.56 (dd, J - 12.9, 
6.0 Hz, 2H). 3.94 (t, J = 10.2 Hz, IH), 2.78 (m, 2H), 2.32 (s, 6H), 1.90 (m, IH), 
1.76 (m,lH), 1.41 (t, J = 6.0 Hz, 3H), 0.95 (s, 9H)o 

10 

^^.g'l5 3 (8) 

2- [2- (4 -7 5 ->V 7i-;i'*;u/N'^^;i') - 6 --x h ^ 3 - 1; 
-5 - [ (4-T?y-l (S) - t - yf- Jl') 

15 
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T L C : R f 0.60 : g^;^ : 3 : 3 : 1 ) ; 

NMR (300MHz, d6-DMS0): 8 12.8-12.3 (brd, IH), 10.58 (s, IH), 9.20 (s, 2H), 
5 8.88 (s, 2H), 8.41 (d, J = 1.8 Hz, IH), 8. 16 (d, J = 9.6 Hz, IH), 8.04 (dd, J = 7.8, 
1.8 Hz, IH), 7.88 (d, J = 9.0 Hz, 2H), 7.79 (d, J = 9.0 Hz, 2H), 7.68 (brd, 2H), 
7.61 (d, J= 8.4 Hz, IH), 7.30 (d, J =8.4 Hz, IH), 7.10(d, J = 7.8 Hz, IH), 4.56 
(m, 2H), 3.83 (m, IH), 2.80-2.70 (m, 2H). 2.31 (s, 6H), 1.68-1.40 (m, 4H), 1.41 (t, 
J = 6.9 Hz, 3H), 0.93 (s, 9H)o 

10 

-^mi] 5 4 

N-(iKn^v-2' -(4-75 9 ./ y )i'j<^4 )U) - 4 - [ (1 

(R) , 2, 2 - H V p< ^l-yn t";]/) - 2-t'7x-;i/* 
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'^mmi 1(12) Tl^itLfdk^^^^^7';-'f$^fflv^T, %mm2 1-> 

5 TLC : R £ 0.36 (^'aD4^;l/A : ;< : 7 : 3 : 0.3) ; 

NMR (d6-DMS0) : d 11.52 (br, IH), 11.22 (s, IH), 9.15 (s, 2H), 8.91 (s, 2H), 
8.1Hd, J =9.6Hz, IH). 8.02 (d, J=1.5Hz, IH), 7.89 (dd, J = 7.8, 1.5 Hz, IH), 
7.73-7.68, (m, 3H), 7.60-7.54 (m, 4H), 7.22 (d, J = 7.8 Hz, IH), 7.12 (m, IH), 
3.96 (m, IH), 2.38 (s, 3H), 1.07 (d, J = 6.6 Hz, 3H), 0.89 (s, 9H)o 



2 8 

2' - (4 b 'J > v;l/:^^v) -4' -ji^)\y-4- [ (1 (S) 
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U'2-V^)71l'tu/^)i:z.p^.-)l-:i-^i/-5 - ( (1 (S) -t--/f- 

'(k^!t^ (1.10 g) <0}d')'Jy (2 0ml) li Kn^v;U7 5 >i^^ 

i£ (2 2 Omg) . HXlfistMm (0.75 m 1 ) iMlfZo M^^idi 9 Ot: 

li^^-T'&^sjk'^:^ (1.05 g) imzo 
TLC:Rfo.69 {^^^y:mm^^}^=3 : I) ; 

NMR (200MHz, CDCI3) : 5 8.31 (d, J = 1.8 Hz, IH), 7.98 (dd, J = 8.0, 1.8 Hz, 
15 IH), 7.50 (d, J = 8.4 Hz, 2H), 7.42 (d, J = 8.0 Hz, IH), 7.3-7.2 (rn, 3H), 7.20 (d, J 
= 8.4 Hz, 2H), 7.16 (d, J = 8.0 Hz, IH). 7.1-7.0 (m, 2H), 6.90 (br.d, J = 8.0Hz, 
IH), 6.7-6.5 (m, IH), 6.60 (br.s, IH), 5.06 (s, 2H), 4.83 (s, 2H), 4.04 (m, IH), 
3.83 (dd, J = 10.6, 3.4 Hz, IH), 3.76 (dd, J = 10.6, 4.0 Hz. IH), 2.37 (s, 3H). 1.04 
(s, 9H), 0.88 (s, 9H), 0.06 (s, 3H). 0.03 ( s, 3H)o 

20 

W^mt?,^ (I) - 5 5 (3'- 
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5 'Mmm 5 5 (1) 

2' - (4 -7 ^ yV^> + -4- ( 2 - ^ -^-^l^T^n 




• CH3SO3H 

10 

TLC : R f 0.29 {^t!vt^)ii. : > : gt^^= 10:2:1) ; 

NMR (d6-DMS0) : S 12.70 (IH, br.s), 9.24 (2H, br.s), 8.81 (2H, br.s), 8.66 
(IH, br.t, J = 6.0 Hz), 8.29 (IH, br.s), 8.03 (IH, br.d, J = 7.0 Hz), 7.72 (2H, d, J 
= 8.1 Hz), 7.47 (2H, d, J = 8. 1 Hz), 7.40 (IH, d, J - 7.8 Hz), 7.32 (IH, br.t, J = 
15 7.8 Hz), 7.21 (IH, br.d, J = 7.8 Hz), 7.1-7.0 (2H, m), 5.15 (2H, s), 3.10 (2H, t, J 
= 6.0 Hz), 2.30 (3H, s), 1.85 (IH, like septet, J = 6.0 Hz), 0.89 (6H, d, J = 6.0 Hz)o 

m m^^ (2) 

2' - (4 -T^ vV^>v;V^^v) -4- (1 (S) -tKn + v^f- 
20 ;i'-2, 2-v^^^i'7'nt:;i/:^;V/s-:t^;U)-2-tr7x-;L':^;i/;K>^ • 
^ 9 >x;i/.-h>^i^ 
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CH3 



CH3 

CH3 



H2N 



• CH3SO3H 



T L C : R f 0.29 ( n D ;i/ A : ^ ^ y - ;u : ^1S^= 10:2:1) ; 

NMR (d6-DMSO) : d 9.27 (s, 2H), 8.99 (s, 2H). 8.29 (d, J = 1.5 Hz, IH), 8.09 
5 (d, J = 9.3 Hz, IH), 8.05 (dd, J = 1.5, 8.1 Hz, IH), 7.73 (d, J = 8.0Hz,2H), 7.48 
(d, J = 8.0 Hz, 2H), 7.39 (d, J = 8.1 Hz, IH), 7.32 (dt, J = 1.5, 7.5 Hz, IH), 7.20 
(dd, J = 1.5, 7.5 Hz, IH), 7. 1-7.0 (m, 2H), 5. 16 (s, 2H), 4. 1-3.6 (m, 2H), 3.92 (dt, 
J = 3.3, 9.3 Hz, IH), 3.67(dd. J = 3.3, 11.4 Hz, IH), 3.49 (dd, J =9.3, 11.4 Hz, 
IH), 2.34 (s, 3H), 0.92 (s, 9H)o 



^^^15 5 (3) 

2' - (4 -7 5 vV^ > -4' -^f-;^-4- (1 (S) - 



10 



603 



wo 99/41231 



PCT/JP99/00622 




TLC:Rfo.70 {^vvt^}VA:/^y-)i:^i^=io:2:i) ; 

NM R (d6-DMS0) : S 9.27 (s, 2H), 8.96 (s, 2H), 8.27 (d, J = 1.8 Hz, IH), 8.07 
5 (d, J = 9.3 Hz, IH), 8.03 (dd, J = 8. 1, 1.8 Hz, IH), 7.73 (d, J = 8.4 Ha 2H), 7.48 
(d, J = 8.4 Hz, 2H), 7.36 (d, J = 8.1 Hz, IH), 7.08 (d, J = 7.5 Hz, IH), 6.93 (s, 
IH), 6.86 (d, J =7.5 Hz, IH), 5.14(s, 2H), 3.91 (m, IH), 4.0-3.6 (br, 2H), 3.67 
(dd, J = 11.4, 3.6 Hz, IH), 3.48 (dd, J = 11.4, 9.0 Hz, IH), 2.33 (s, 3H), 2.33 (s. 
3H), 0.91 (s, 9H)c 

10 

^^M 5 6 

2' - [4- (N2-^>v;L':^-^v*;L'^i^'-;i/7< vV) 7x-;L/T5y 
-4- (1 (S) Kd^v/^;!.- 2, 2 - f-Jl'yo t: ;i/ 
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(1 (R) -t-y'f-ll^v;i^)l'y'))lt^'y/^'i^-2, 2 
-xX-f;l-^fflv^-C. 5-##^iJl 6-*?^M^l 6-^iSf^J4 5--il 

T L C : R f 0.54 : S1^^ : ^= 3 : 1 : 1 ) ; 

NMR (d6-DMS0) : d 8.74 (2H. brs), 8.36 (IH, d, J = 1.4 Hz), 8.31 (2H, brs), 
10 8. 12 (IH, d, J = 9.2 Hz), 8.07-8.04 (IH, m), 7.52 (2H, d, J = 8.8 Hz), 7.44 (IH, d, 
J = 8.0 Hz), 7.30-7.26 (4H, m), 7.12-7.06 (IH, m), 6.55 (2H, d, J = 8.8 Hz), 4.07 
(2H, brs), 3.98-3.86 (IH, m), 3.67 (IH, dd, J = 4.0, 11.2 Hz), 3.55-3.30 (2H, m), 
2.30 (3H, s), 0.91 (9H, s)o 

15 ^^m2 9 

2 - [2 - (4-:/7y7x^;i/7<y^ f-vi/) - 3 - k: V v;i'] - 5 - (2 
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.t^;u5 3 - - 5- ( 2 n tf;i/* ^ 
5 • ^yV)\^:i-7.T)V (674mg) t4-->7y7-V> (382mg) 

(3 ml) i3<}:f/gt|g (3ml) VJimLfZo U^mm'. 0 t: 

\z-<%m-t. imitvT y ^^^mt y ^ (i 5 smg) < iiip^^^o 
'^^^ ^30 ^p.giir4^ L T^d^. 5 nimitt v u i^m^w.-^ p h s j^j.± 

f-;u=2 : 1-1 : i) -^ML. i^iyDrnm^^i-immit^^ (e 9 

2mg) ^#;to 

TLC : R f 0.21 {^^"^y : |IKx^;u= 1:1); 

15 NMR(CDCl3) : 5 8.55 (d, J = 1.8 Hz, IH), 8.44 (d, J = 1.8 Hz, IH), 8.05 (dd, J = 
8.1, 1.8Hz, IH), 7.40(dd, J = 7.8, 1.8Hz, IH), 7.4-7.3(m, 3H), 7.3-7.2 (m, 4H), 
7. 1-7.0 (m, 2H), 6.43 (d, J = 8.7 Hz, 2H), 6.30 (br.t, J = 6.6 Hz, IH), 5.80 (br.t, J 
= 4.5 Hz, IH), 5.03 (s, 2H), 4.04 (dd, J = 15.6, 4.5 Hz, IH), 3.95 (dd, J = 15.6, 
3.9 Hz, IH), 3.35 (t, J = 6.6 Hz, 2H), 1.95 (like septet, J = 6.6 Hz, IH), 1.02 (d, J 

20 = 6.6 Hz, 3H), 1.02 (d, J = 6.6 Hz, 3H)o 
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t^^m 3 0 

2 - [2 - U - (^^y-xh^v^f-^l^) 7 ^^)l-7 < y ;< f-il/) - 3 




##^J2 g-C^iSitLTti'ft'g-fe; (6 8 1 mg) ^x^'y-;b (7ml) i 

r;m^f-^> {7m I ) mmi. -2 ovx-mwuzo rtju^n st:]-:! 
mmit^^ (6 4 3 mg) intzo 

T L C : R f 0.61 : ^ y : ^= 9 : 1 : o.i) o 

mmm 5 7 

15 2- [2- (4 -7 < 7i-;^7 5 y ^f-;!-) -3-t''Jv;i^] -5- 
( 2 -7-;U7'o ti;u* ii) • ^> >';^-I-XT;^ 
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2 9 r^mM I (643mg) ^i^y-JU (25ml) \Z 

p< ^ J 10:1 — ^ an7l^;i/A : y ^ y : 7K= 10:2: O.l) 
ML. Ji).T<7)tJM*tT'?.tiS^k'g-tl ( 3 0 7 mg) ^mz, 
TLC : R f 0.68 (^7DD.-^;i.A : y \ 'mi= 10:2:1) ; 

10 NMR(d6-DMS0) : 8 8.77 (t, J = 6.0 Hz, IH), 8.9-8.4 (br, 3H), 8.52 (dd, J = 4.8, 
1.5 Hz, IH), 8.47 (d, J = 1.8 Hz, IH), 8.13(dd, J = 7.8, 1.8 Hz, IH), 7.53 (d, J = 
9.0Hz, 2H), 7.6-7.45 (m, IH), 7.46 (d, J =7.8 Hz, IH), 7.35-7.25 (m, 4H), 7.2- 
7. 1 (m, 2H), 6.98 (t, J = 5.4 Hz, IH), 6.53 (d, J = 9.0 Hz, 2H), 5.07 (d, J = 14.4 
Hz, IH), 5.04 (d, J = 14.4 Hz, IH), 4.2-4.0 (m, 2H), 3. 1 1 (t, J = 6.0 Hz, 2H), 1.87 

15 (like septet, J = 6.6 Hz. IH), 0.90 (d, J = 6.6 Hz, 3H), 0.90 (d, J = 6.6 Hz, 3H)o 



5 8 

2- [2- (4-T< vV7i-;i/75yyf-;i') -s-ii'Jv^i'] -5- 
(2 -y ^ypyn \i)]yi])V>^^^ )\') ^,t#^ • y y7.i^^Y yWi^ 
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5 TLC : R f 0.26 (^^DD>i^;^/^ : ^'y-;!/ : (fjEfig= 1 0 : 2 : 1 ) ; 

NMR(d6-DMS0) : 5 8.81 (br.s, 2H), 8..77 (t, J = 6.0 Hz, IH), 8.64 (dd, J = 5.1, 
1.2 Hz, IH), 8.51 (d, J= 1.8 Hz, IH), 8.49 (br.s. 2H), 8.13(dd, J = 8.0, 1.8 Hz, 
IH), 7.87 (br.d, IH), 7.62 (br.t, IH), 7.55 (d, J = 9.0 Hz, 2H), 7.51 (d, J = 8.0 Hz, 
IH). 6.58 (d, J = 9.0 Hz, 2H). 4.32 (d, J = 16.5 Hz, IH), 4.22 (d, J = 16.5 Hz, IH), 
10 4.4-3.5 (br, 2H), 3.12 (t, J = 6.6 Hz, 2H), 2.33 (s, 3H), 1.87 (like septet, J = 6.6 Hz, 
IH), 0.90 (d, J = 6.6 Hz, 3H), 0.90 (d, J = 6.6 Hz, 3H)o 

-mmm 5 9 (1) - 5 9 (2) 
fflit'&^l:'&tl^fflv^T##«^j2 9-##f?!l3 O-^SfeMS 7-*'^i5fe^5 

15 8 tmm<omi^^Lx. i:xr<Dit^^imzo 



^^W5 9 (1) 

2- [2- (4 -T < 7x-;i-7 ^ y y ~ 6 -y -^^l'- 3 - ') 
•>';u] -5- (2 -y^^i'T'oe;!/:^;!//^^ ^,§,#1^ • ^ 5^ >7.;U't^ 

20 
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TLC:Rfo.58 O : ^ ^ : ^= 7 : 3 : 0.3) ; 

NMR (d6-DMS0) : S 8.81 (brs, 2H), 8.56 (brt, J = 6.0 Hz, IH), 8.54 (brs, 2H), 
5 8.50 (d, J = 1.5 Hz, IH), 8.10 (dd, J = 8.0, 1.5 Hz, IH), 7.96 (brd, J = 7.5 Hz, IH), 
7.64 (brd, J - 7.5 Hz, IH), 7.54 (d, J = 9.0 Hz, 2H), 7.45 (d, J = 8.0Hz, IH), 6.51 
(d, i =9.0 Hz, 2H), 4.34 (brs, 2H), 3.11 (brt, J = 6.0 Hz, 2H), 2.72 (s, 3H), 2.35 
(s, 3H), 1.93-1.79 (m, IH), 0.89 (d, J = 6.6 Hz, 6H)o 

10 'Mmm 5 9(2) 

2- [4- (4 -7 5 vV 7ji^;U7< /^^;l-) -a-tlVv^'L'] -5- 
(2 -^■?'^L':^nt°;u*;u/<^^;u) • ^J' > x ;b .-}^ > ^Jl 




• CH3SO3H 



610 



wo 99/41231 



PCT/JP99/00622 



T L C : R f 0.36 {^uv^^)ll.\ ^ ^ y - ;b ; 7^= 7 : 3 : 0.3) ; 
NM R (d6-DMS0) : S X.XX (brs. 2H). 8.83 (brt, J = 6.0 Hz. IH). 8.78 (d, J = 5.7 
Hz. IH), 8.71 (s. IH). 8.63 (brs, 2H). 8.59 (d, J = 1.8 Hz. IH). 8.22 (dd. J = 8.0. 
5 1.8 Hz. IH). 7.72 (d. J = 5.7 Hz, IH). 7.63 (d, J = 8.0 Hz. IH), 7.59 (d, J = 9.0 Hz, 
2H), 6.58 (d. J = 9.0 Hz, 2H), 4.32 (brd, J = 18 Hz. IH). 4.14 (brd, J = 18 Hz, IH), 
3. 13 (brt, J = 6.0 Hz, 2H). 2.35 (s. 3H), 1.95-1.81 (m. IH). 0.90 (d, J = 6.6 Hz, 
6H)o 

10 [I^^IJ^IJ] 

mm 1 

im^'^t-ti>m\ 1 0 ommz. 

■ 2 - [2 - (4-75 V y 7 11) - 6 b ^v- 3 - 

15 h'UvJb] -5- [ (1 (S) -li Kn^>^f-;l-2, 2 - v ^ 



iDV^^^^jv] • y ^ y 7.)i:^^yf^^ 10.0 g 

• 3-;^ag*^ v'?i^ (iwii^'J) 0.2 g 

• x-fT'j ^^-^i^'^^v-^A (,ir&?iij) 0.1 g 

•mD°a-t;^^-;^ 9.7 g 

20 



25 • 2 - [2 - (4 - T 5 >' / 7i-;v-*;t'/c^ -1" - 6 - h ^ v - 3 - 
^;"'J■>';^] -5- [ (l (S) - Kn:^>^ -:F- 2 . 2-v;'f-;U7*n 
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■ V > y h 5 g 

■ M"^^ 1000 ml 



612 



wo 99/41231 



PCT/JP99/006:2 



1 . -^jt ( I ') 




(I) 



1 ) TRtm^-. 

2 ) 

3) C 1 ~ 4 T;L'n^> 

10 4) C 2 - AT Jl'i-':^)^^. 

5,1 C \ - 47 )l-::i^yt tfzli 

61 -COO- (C 1 - 4 T;l'^;^) -y ^=.)V^i^hL {fzfiL. Ri 

15 R3(± 

1) A^W.^. 

2) C 1 -~4r)l^)V^^ 

3) tR^^, 

4) -0- (C 1 - 4 t;u^;1') -7x^;i'S. i/^a 
20 5 ) ^^^YyW.^^Uf^ls 

E 

1) 5- 7M(7)7F^^D;^;tIt, tfHi 
21 5 - 7M(/)T^!3lfD^7-nJl^-^:bL, 
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E '^Wt 

1) 5 - 7 Mm^mmfkmm. ttzit 

2 ) 5 - 7l<7).^|^:fn^-r alt *ig^L> 

5 1 ) i^^EL=5:v^^\ 

2) 5-7^<Dr^mnttz\imu<DmM. if~:i± 

3) 5-7MW^Mn^/>:l±MUc^'^TnJJ^3g;bL. 

1) 5~6Mw^MnK*m. i/^(± 

10 2) 5 -6^co^^t&^P^rD^l^^,^L. 
R 4 i5 J; UfR 5 ti-?-n^'tl?3jS LT. 

1 ) - C 0 0 R 8^ R 8|±7jctir.^. C 1 - 8 T ;b3E, 

- (C 1 ~4 7;i^^;v) -7i-;uS, {C i - 4 7;i'^)u) 

-0- iCl-ATJV^iU) ^^mhto ) > 
15 2 ) - (C 1 - 4 T;!/^;^) -C00R9*(^4J> R9{±7K^M^, 

C 1 - Sr^i^^^i'S, - {C 1 - A7 -7x-;^S> tfcti 

- (C 1 -4 T;1'^;L') -0- (Cl ~4 7;i^4^;i/) ^i^hto ) > 

3) - (C 2~4T;^^-;l-) -COORIO^ (^cp, R 0 liAmJP^'f. 

C 1 ~ 8 7;v^;i'^, - (C 1 -'4 7^i/^;p) -7i-;i'^. tfzii 
20 - (C 1 --4 7;^^;^) -0- (C l -4 7;^^;i^) ^*^^to ) . 

4) -0- (C 1 ~47;v^;i') -COORl 1^ (*tp, R 1 1 (±zK^!gi^. 
C 1 ~ 8 7;i/^Ji'^, - (C 1 ~4 7;i/+;i/) -7x-;i/^, tfzli 

- (C 1 -4 7;i^^;i/) -0- (C 1 ~ 4 7;U4r;l') S^rS^to ) . 
5 ) - C 0 N R 1 2 R 1 3 (^q. ^ R 1 2 {iTKS-!:?^ ^tfziiC 1 ~ 4 

25 7;V^;l/4^^t)L, Ri3f±;ic^^. -0- {CI- 4T}V^)U) - 

6) -P (0) (OR 1 4) 2^ (^4.^ R 1 4(i^^|^^^^ CI ~4 7;^^ 
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ii 

7) C 1 - 8 07^^^;^S7i'"{t^ftL•rv-^7'J^ i fziitX^^tc^^T Y y V - 

5 pioiJ/'qiirnen^ifiiLT, 0 J 1 - 2 cr)||^^^bt;^\ p-q 
Ii 1 ifzliZ-^^h^). 

1 ) A^mi-. 

2' CI- 871^^)1'^. 
10 3 ) ^- h 

4 1 > 7 y 

5 ) />ny >/jf.i'-, 

6) - (Ci~47;p^;i^) -0- (C 1 - 4 7;v-^;i/) -7x-;i/^. 

7 I -NR 1 5 R ] 6^ (^4:, R 1 5i3j:0^-R 1 6(i-eti'5-'ii3'!};3:LX^^Il' 
15 7t:!±C 1 -87;i-^;i'S^^^^to i , 

8 ) -OR 1 7g (^4^. R 1 '^iiT^WM-T. C 1 - 8 7;^^;^^. C F g^fe, 

C2~57v;^S> - (C 1 -4 7;i-^>i) -7J.-;^g, - (C 1 - 
4 7;l'^'l') -OH^. - (C 1 ~ 4 7;^ + 7l-) -0- (Cl-4 7;i/ 
ifzii- (Cl-47;^^;^) -0- (C l ^ 4 7;i'^;i-) 
20 -0- (C 1 -4 7;i/^;i') X^l^^bto ) > 

9) - (C 1 ~47;l^^;l-) -0R17^ {^'P. R^T imBtmtMMi 
-^hto ) > ^/^l± 

10) - J 1 - J 2^ J Mi 

( 1 ) -CONR 1 8-* (^^'^ R 1 8(i7:K-l/f:^^ /^iiC 1 - 4 7;b^ 
25 ^i^^^^^to ) ^ 

(2) -NR 1 9C0-^ R 1 J;^^(ic. i --4 7;b + 
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(3) -SO2NR20-|t (^41^ R 2 0{i^^/^^^^/L'{ic 1 ~4 7;l 

(4) -NR2 1 (l&4^. R2 UtAm%^tfziiC 1 ^4 7 )i 
^;^S^^^to ) . 

5 (5) - (C \~~47)l'^)l^) -NR2 2-^ (^4.^ K^^liAm-l-t 

f2i±C 1 ~ 4 7;L'^;1'S ^^^to ) . 

(6) -C0-*> i/jll 

(7) - (C 1 ~47;u^;i') -NR2 3 C0-|£ R 2 3 (i^^/f. 
^F^ ;^c{±C 1 ~4 7;i'^^i/^^S;b1-o ) ^^t)L. 

10 J 2 (i 

(1) i:XT<7) ( i ) - (x) Ti^i^^^R^^i^ 1 -3l@c7)^-ei^^$ti-Cv^ 
-cfe ctv^C 1 ~ 1 5 7;v^;i/^ : 

(i) - (CI -47;i'^;i/) -OR 2 4^r'M^?tiTv^^75\ 
$fiTv^:^v^C 3 ~ 7 n7;L'^;b^, 

15 (ii) 

(iii) 5 - 7MO^fn^rn?l(BtJffi^TOi^{±*;l.>if^v;i/^, t 

T'c (i C 1 - 4 7 71^ 3 ^ V )\^^^-)U^X-W.^ ^fiX^'Xii I 
^\ ) , 

(iv) OR 2 4^ (^43^ R^Uiyf^m^. C1-4T)V^)V^. 
20 -COO- (C 1 ~4 7;l/^;l/) -7x^;W^, C2~5 7 

ttzii- (C 1 -4 7;t^ + ;i') -7i^)i'^^^t^ 

to ) , 

(v) NR25r26^ (^4:^ R2 5(i;^^l^^:j^^/^(±C 1 -4 7 

25 -COO- (C 1 ~ 4 7;i/^;i/) -7x-;u^. ^^y (C 

1 ~ 4 7 ii/^ 4. S C 1 - 4 7 ;b 3 ^ >' ii'^i^'- ii^ 
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(vi) - S lO) r - (C 1 - 4T)\^^)l) ffi i^^. r ii 0 - 2 r 

- C 0 0 R 2 7 R 2 7 C 1 ~ 4 T a-:^ 

)i^ifzli- (C 1 - 4 r^^:^;^) - y ^ ^ }V)^i -ki^i- . ) . 

5 !viii) -CONR2 8R2 9g R 2 8i3i {>-R 2 9ii, ^ tL 

^'i^^!t;^L-C. {\)jy^'MW.'i\ (ii)C 1 -4 7;u^ii/?£. (m}A-M 

^ . .t) ;S V ^ (± (iv)7Kft?^. 7 X ^£ ^ fz a N R 2 5 R 2 6 

hM'<itti>:^im'CWM$iifzC 1 ~4T;L'^;b^^:3<t5t 
75\ ^ i u Mi R 2 8 :)1 h R 2 9 ^ ii ^ ft ^t^, Prtimi^M 1- 

(ix) 

(x) h V ^^n^^;i/>i, 
(2) C 2-8 7'l'';r-;i.^, 
15 (3) C 1- 4T)l^)\^^. -COOR2 7II (R2 7^(ifj|et[cgi:^p^ 

^^^to ) . - (Cl-4 7;u^;U) -OR2 4-^ (R2 4.^^j|lJ 
*75\ ^^'jii^fiTv^^V'C 5-7 >^'D7;l-^^S. 

(4) -NR2 5R2 6^ iR'^^ioXrfR'-^(>mimUtm\:MMimt^ 

20 -To ) . f /'l± 

(5) C 1 -4 7)1^^;^^, t^y^. (C i - 4 7;i-^;i-) 

R 1 8St J 2S7:>^'?-iiibA^'IS^t^g^I^T->:-l#i:^^oT, C 
25 1 - 8 7;u + ;i'|&. C 2 ~8 7 Ttzil-COOR 2 7^ (R 2 7 
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ra(± 1 ~3<7)«t^t5L, 
n(± 1 -Sffy^m^ioL. 

2 o<7) R 6 ^(i E 4 ■E1±CD|^ 2 iS t -Iti: ^ o T . 5 - 6 M<0 

At± 

1 ) x^L/>^, 

2) b'-l/^S, 

3) xf-r^l/>3fe. 

10 4) -O-CH2-&X 

5) -CH2-0-*> 

6) -NR3 0CO-^ R 3 Oii^^lK:p^/^(iC 1 -4r;b^;ua; 
^r^^to ) ^ 

7) -NR31CHR32-^ {^^^ R^UiAmm-TtfziiCl-ATil 
15 ^;vS^a^^L, R32a7^^M^. vT^m. C00R36^(^43, 

R 3 6 /^{±C 1 ~ 4 T^l'^^l-^^Sbto ) . tfzli 

CONR37R38S (^43, R3 7i3J:f/R3 8(i-g-n^^n?*5:LT, 
*#)^.^i7t(±C l-4T;i^^;i^^^^^to ) iU^to ) > 

8) -CH2-NR3 3-^ {^t^^ R3 3{i;jctJ^.i^^7tl±C 1 -~4 7;b^ 

20 )l'^iUt)i-o ) > 

9) -S-CH2-*^ 

1 0) -CH2-S-S. 

1 1) -S02NR34-^ (^4^^ R3 Uiy^mW-.'^tfzitC 1-47;^^ 
i^m^hi-o ) ^ tti\t 

25 1 2) -NR35S02-« (^^s R 3 5 (i^^J^;^ ^ ji C l-47;^^ 
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^ 



10 -N R 3 1 C H R 3 2 -^-C^.^H^coIeH 1 HBC^tO^b-ft-t/. 

5 . -JK^ ( I - 1 ) 



R^— N 




(M) 



15 



1) 

2) ^KK^- 
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3) c 1 ~4 r;^=I^v*^^'-^'^'^^, 

4) C 2 - 47 !V^-)Vt^y-^ 

5) C 1 ~4 T;i/3^->:^;i/.if^;i/t + ->S. tfzii 

6) -COO- (C 1 -4 7;i^^;i^) -7^^)\^&iUt>L {fztzL. Ri 

R3ti 

1 ) tK^M^J: 

2) CI ~4r;i^^;^S, 

10 3 ) 

4) -0- (Cl~4 7;^^;^) -7^:^;^^. tfzli 

15 2 ) 5 - 7McD7FfiS?P^Tn?t^^^L, 
2) 5~ 7l<7);i^ta^D^f n^^^^^U. 

20 1) b - e ^(DyfmfnRmm.. ttzu 

2) b-6^<D^^m^^TVlM'tMbL. 
R 4 i5 J; t/R 5 (i-^^i-rfLj^ji LT, 

1 ) - C 0 0 R 8^ (^4". R 8|±7Kt/f^?-> C 1 ~ 8 7 

- (c 1 ~- 4 7;u^;i/) -7x^;i/^, S/^i±- (C l - 4 7;^^;^) 
25 -0- (C 1 - 4 7;i^^;w) S^S:bto ) > 

2) - (Cl-47;w^;u) -C00R9S (^^, R 9 i±;ic^jr.i^, 
C 1 - 8 7;i-^;i'l. - (C 1 - 4 7-iu^;i') -7x-;i^^. 
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- (CI - 4 T)^^^) -0- ' C 1 - 4 Tiv^iV) M<^€':t<t>to :■ > 

3) - (C 2 - 4 t;i-^-;h -COORi^j^ {M\ R i o (±ztc;fi/^i-f . 
C 1 - 8 T^i'^^i-Ss - (Cl-47;i'^/n ifzii 

- (C 1 - 4 T -0- (C1-4 7^L + /H ^^^^t)to ) > 

5 4) -0- (C1-4 7J^^;^) - C 0 0 R i > -1 UiyK^mj'. 
C\-8T)V^)l^. - iCl-4T;i:^;i') -7i:=.;i;^. tfzii 

- ( C 1 - 4 T/i^'^/n -0- (C1-4 7;l-^;h J^if^b't^ ) . 
5) -CONR12R13S (X^., R 1 2 li.Tfi^IgJ ^t/j(iC 1 - 4 

7il-^;i'S^I^^^L. R 1 3 li^^^, -0- iC \ - ^ril^il) - 
10 7a^;l^*^ /-:i±i/7y^=^|t^to ) , 

6 i - p (0) (0 R 1 4 ) , ^ (^.-ti^ R 1 4 liTRmt:?. c 1 - 4 7 

S/'^li- (C 1 - 4 7'i'^;i^) -7x-;uJ^^^bTo ) . tfz 

;± 

7) C 1 - 8 «7;l^^ 'l'^7!)^~l^LTv^^;6\ J LTv^'iv^r h 7-/- 
15 )l- 5 )^-^'^Ut>L. 

p pi3Xrfqqli^i^^l^^^±l'^. 0 1 7L*li 1 ^-^bt^\ p p + q q (± 

OtfzU 1 -C$)f9, 

R 6 jo i 0? R 7 (i ;fl tlj* i L T . 

1 ) Ti^m'f. 

20 2) C 1 -8 7;l^^^l-^, 

3) - bng, 

4) v7y^, 

5) yNnr>ir.^> 

6) - iC 1 - 47 -0- (C 1 ~4 7^L^;l') -7i-Jb^, 

25 7)-NRl5Rl6^ (^4:, R 1 5io'<tOfR ^ ^ ii^il^'iin^l.LXA^MJ^. 

8) -OR 1 7^ R 1 7(i7}ctj^.^, C 1 -ST)V^)V^^ CF 
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C 2 ~ 5 7 v^l'^. - (C 1 -47)1^)1) -7i-;l^3i!;, - (C 1 - 

4T;i^^;i/) -OH^. - (C 1 ^- 4 7^-^;i-) -0- (C]-47;^ 
tfzii- (C 1 -4 7;i^-lr;i^) -0- ici - 4r)\^^)v) 
-0- (c 1 - 4 7)i'^)i) m^^io-t. ) , 
5 9) - (c 1 ~ 4 7)v^)v) -OR 1 7^ R i \mutmz'^.%^ 

10) - J 1 - J 23g (^4^, J ifi 

(1) -C0NR18-|£ (^Jff, ^^^\t:^m^^tfz\tC \-ATiV^ 

10 (2) -NR 1 9 CO-^ {m^. R 1 9^±-Jj^mW.l-iti\±C 1 ~4 7;U^ 

(3) -S02NR20-^ (^4.^ R 2 0(i^^|^^^f ;t:(iC l ^4 7;^ 

(4 ) -NR2ISO2-S (^^'^ R2 M±;d^tIf.f-^7t(±C l~47;b 

15 ^^I'^^^tjto ) , 

(5) - (C 1 ~4 7;i^+;i') -NR 2 2-^ (^4>^ R 2 2{i^^l^^^t 

(6) -CO-S> JTtiii 

(7) - (C \-A7)V^)V) -NR2 3CO-* (^ft5> R2 3(i;jC^ig 

20 i^i/c{±Cl -4 7;i'^;wS^^;bto ) t^^L. 

J 2(± 

(1) VXrcD ( i ) ~ (x) t^hmtH^t^h 1 ~31@<7)S-r'M^$tiTv> 
T'j) ct v^C 1 - 1 5 7;^^;^S: 

(i) - (Cl~47;u^;i/) -OR 2 4gt^it|^^tiTv^;2,75\ 

25 $tlTV^:iv^C 3 ~ 7 V n7^L'^;i/4. 

(ii) 7x-;i/^. 
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{ill' 5 - 7 ^(Dtm^-^^Wi (fjyE^-^r uJlli * 'V^H'-t- > t 

(iv) OR2 4g (^cfi, R2 4 li^^i];.;:^-^ C 1 - 4 TJ^^;^>!^. 
5 -COO- (C 1 - 4 7 -7i-;b|&, C2-57 

iyJUB. tfzii- iC \ - 4T )l) -7 :^^>l^^Ut) 

to ) > 

( V ) N R ^ 5 R 2 6 ;^ {^t^^ R 2 5 (iTK-^IST--^ /^(i C 1 - 4 T 
;i'^;wl^^6L. R 2 6(±7K5^CS^. C i - 4 t;w^;u^, 
10 -COO- {CI - A7 ~7x-;i/3£. ^5-^ (C 

1 ~4 T)V^ll) f flliC 1 - 4 7;l'3-'r>':^j;i.^'^ Jl/ 
^iUhto ) > 

(vi) - S (0) r - (C 1 - 4 7Jl'^;b) * (:l&4-'. r li 0 - 2 ^ 

15 (vii) -C00R2 7^ (^^1, R2 7|i^^;,^:^^ C1-47A-^ 

jv^tfzli- (C 1 - 4 7;i'^;i') -y jL^ii^^Uf^to ) . 

(viii) -CONR2 8R29Jg (^cf:^ R 2 8j3j; yfR 2 9[i^ 
-e^tt^lijiiLT, (ii)C 1 ~4 7J^^;^^. 

20 ibiilfa^^ l1@T'im$^;t:C 1 -4 7;u^;u^$::^^t 

75\ ^;6vM±NR28R29^iL-C5 - 6MOg^^^^?n 

(ix) /Noy^l^.T-. 

(x) h 'J^^n><f-;i/:S, 
25 ( 2 ) C 2 ~ 8 7;b^-^l'^, 

( 3 ) C 1 ~ 4 7 )V^)l^. -COOR27^ (R27 ^llfltiL! t P5] D.tP^c 

^^^to ) - - >C l-4 7;i.^;t.) -0R2 4|E {R^^mUm 
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i>i)\ S /^(igfxTv^^v^C 5-7 v '7V7)V^)\^^. 
(4) -NR2 5R2 6^ (R 2 5i3J;f;-R 2 <i ^[mUtmtM^^^h 
to ) . tf'\± 

5 (5) C 1 -4 7;i/^;i/J£. t^v|&. ^ / (C 1 - 4 7;^^;^) ^t)^ 

1 ~8 7;i-^;u^, C 2 - 8 7;i'^-^i/^^ /^(±-COOR 2 7^ (R2 7 

rali 1 - 30tlSc*^;bL. 
nl± 1 -3<n^^i^hL. 

2 6^(iE 4 3Et±(7)^f}-^9^^J^.i^2 l@^-|gtC^oT, 5~6l<7) 

ii7^c^(± 1 ~31i^R4Si5J;0^~R6^T'l^$^iT^) J;v^o ) > 

(1) -CH2-0-^. 

(2) -NR30cO-^, ttz\± 

20 (3) -NR3 1 CHR32-^^^;bto 

tzfzL. E2ft(r)Aa^iJj:r>'E4jJ'x(Oliij51}i:t;i' bfi-e*'). E''^ 
iOE 2iti3j;r/.£4I-C^b^ 11@<7)R4cDl^i51(i:t;l'hfe-C*-l>o ) 

25 

6. ^^^j:< i ^) n®(7)R6^^?^ - J 1- J 2m-^^im>%mmii^tm 
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7 . it'u-m\ 

(I) 2' - { 4 -r I y\/ 7 Ji^)liJ Jl^'^'^^i Ji) - 4- * (2, 2 - > ' ^ 
5 (2) 2' - ( 4 -T ^ T^x^^l f ;l) - 4 - i^' ^ ^^^"^"^ 

f n " 2 -ii7x^;b/;;i-K>^. 

(3) 2' - { i ~r I y "-^ j^^)iiJ A^^'^'i )^') - 4 - ^ f-^t- * ^I- ^ 
)i' - 2 - tf 7 X ^ ;i' y:< > fg. 

(4) 2' - f 4 -7 ^ V / 7 ^) -4- ( ( :^ >^?^ 
10 - 2 - 7 x-;i :^;i/:K> 

(5) 2' - ( 4 -7 ^ V y 7 Y ;l ) -4- ( (1-*^^^+'^ 

2' - ( 4 -7 5 >• '7x-;b7;by<^ < ill - 4 >-yi^* ^l-^^'^ 

2 - If 7x^;i/:^;i/d-^>fig. 

15 (7) 2' - (4 -7^ vy 7a:r.;i/-;^;i//<^ OL) - 4 -7 x .T^f-n';^;;^/^ 
^ ^ ;u - 2 - 7 X - * Jl- y 

2' _ (4 -7^ i:.V-7a.r.;i.*;l/y<^^';i/) -4- ( (2-^^-^1/7^ 
u\l)V) - 2 - t'7x:^;b;^;i/;h:>?^, 

(9) 2 * - (4 - 7^ vy -7 -4 ' h^S - 4 - 
20 ( ( 1 h v*;l/.i^'-;l/- 2 - ^■^^I'yn ;u) -^i; -2- 

If 7x-;^;^;;^;^'>^. 

(10) 2' - (4-7^>V7x:::;l/:^Jb^<^^;l') -4' h^v-4- 
( (2 < - 2 - if 7 x^;i- * ;i'4^'> f^. 

(II) 2' - (4 -7 5 V y 7x:i;u* ;u) - 4 - ^ v :/n b";!^:^ 

25 / ^'-^ Y - 2 - If 7 X .^l- * ;U 4^ 

(12) 2* - (4 ~7 ^ 7X-J1/:/; JU) -4- ( (3-y-f^^7' 

f-;i/) - 2 - tf 7 x:=-;i/:^;i/.+*>|^. 
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wo 99/4 123) PCT/JP99/00622 

(13) 2' - (4 -7< vV7x^;i/:<;;i/^<^>f ;b) -4 -J^f-A'*;i/^-^'^-f 
)i - 2 - tf7x — ;V:*;V'jK>I^. 

(14) 2' - (4 -7 ^ - 4 -"/^^i-'* -"i^^^-t ^ 

5 (15) 2 ' - (4 -T ^ V V 7i-;u/;;LvN^-f - 4 ' f-;!-- 4 - ( ( 2 

- -;-^wyn ii') - 2 - t'7 ^ ^-^u* -'i-*'>^. 

(16) 2' - (4 -7 ^ >"/ 7i--'l^* il-M'^- f -4- ( {i'^v^^i/ 

(17) 2 ' - ( 4 - 7 5 >' y 7 X ;u :^ ; < ;l. ) - 4 - ( ( 5 - ( t - 7* 
10 h :^ ;^'-^'--;^7 5 7 ) -^^>f-7i/) - 2 - ti 7 

(18) 2' - (4 -7 ^ >'7 7i---;V* 'WaK- f -4- ( (l-yf-;!/^ 
niiA') - 2 - t'7x-^l/-* 

(19) 2' - ( 4 -7 5 >V 7x-;uf; - 4- ( (rbytiKo 
15 ti -7 - 4 -'f f-;!') -fi ss^ i iV) - 2 -If 7x^;i/:/j 

(20) 2' - (4 -7 5 v7 7x--;l«;1'^?^ ^ Jl-) -4- ( (2-tKn^ 
> 7'Pli;i') -< 'i-) - 2 - t: 7x--'i':*;i'^-i^'>^. 

(21) 2' - (4 -7 ^ v'y - 2 -K KP + v7x^;^:^;;^^•c^^< - 4 - 
( (2 -^^-'I'yD *;U/^^ -f;i/) - 2 - tf 7 x-;!^* ;l'/K>'^. 

20 (22) 2' - (4-7^ vV7x^;L:^;u/N^-f;i/) -4- (N-^f-;i--N 

- (2 -^f-JU7°o t:;i/) *;L.7^-^ - 2 -kr7x^;l'* ;i'/-K>'^, 
(23) 2' - (4 -7 5 V >' 7xr.jl-:^;l.;s.:t^;U-) - 4- ( (2-^f-;l/- 
1- f^-^;i/7 5 7 ;^f-;i/) 7'ntf;i/) * ju) - 2 -kr7x:^;i/* 

25 (24) 2 ' - (4 -75 vV 7x-jb*;i/y<^^;ix) - 4 - ( (2 - 1 Ko^r 
V- 2 ^^'i/T'n t: *;i./s^ f ;k) - 2 - 1: 7 x-;i/* 
(25) 2' - (4-75 v7-2-7f-;i/7x-;i/:^;i//s-^-f;i/) - 4- ((2 
-7 -:?-;P7'n tf ji/) * - 2 - 1: 7 x ;u.1^'>^, 
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wo 99/4 1 23 1 PCT/ JP99/00622 

(26) 2 ' - ( 4 - T ^ >■ ' X :^)17J -i )V) - A - \ {'y ^U':/u\d 

(27) 2' - ( 4 - 7 ^ > '"^ x-;L ±)Vrs^4 )V) - 4 - ( ( 1 - ^ 
5 >&5. 

(28) 2' - 1 4 -T ^ V y 7 -^j -f ;l ) - 4- ( (>";^n^>f- 

(29) 2 ' - ( 4 - 7 ^ V ^ -7 i ;l ;l / ( < ) - 4 - ( ( v n 7'-f 

10 (30) 2' - ( 4 -7 ^ > 7x-;l-*;L'^v'^ OV) ~4- ( (l-^h^v 
jU.-K- 2 - ^ -"^^ t < ) - 2 - If 7 :n ;i/ 

{31} 2 ' - {A-T ly ^ "7 x^;i /^-^ f ;i) - 4- ( (2-y^ 
* ;U7K^;i/x-^;i/) ;i/ ^ - 2 - tf 7 x^;i/:/; 
15 (32) 2 ' - ( 4 - 7 ^ V ^ "7 j_ :i ;l * ;l ; s ^ -f n ) - 4 - ( ( 3 - ^ h ^ 

(33) 2* - (4 -75 > 7x^;l-757;Ly<^ -f ;i) -4- ( (l-t-yh 
^ V * ^I'^'K^ V > - 4 -^^t') * -i^ -2-^*7x 

20 (34) 2' - (4 -7 5 7xr.;v* ;i ;l) -4~ ( (2-^-f;^-f 

tx-^;i') :ir;i.y<:t Y A "; - 2 - If 7 x - ;l/:K>?^, 

(35) 2' " (4 -7 5 vV 7xx;1-*;l >'C:e OD -4- ^ (2-^-f-;i';^ 
;i/7 Y x;^-xf-;U) ~ 2 - tf 7 x-;i/:^ ;i/;J^'>?^, 

(36) 2' - (4-75 > .^7xx;i*;i/^^ -4- ( (l-'y^f-^i- 
25 7 5 / ;^ f-;^- 2 -.'^ 'I' ^'D *;i//\^^)i/) - 2 - if 7 x -;L/:^ 

(37) 2* - (4 -7 5 7 xx;u*;i'/<^ ^ ;i j -4- ( (1- (ifn^j 
v>- 1 ju^f-;!^) - 2 -.^ f-A^'n If JU) -2-t:7 
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wo 99/41 23 1 PCT/JP99/00622 

(38) 2' - (4 -T^ vV -7 J. -4- ( (i-t^pn^ 

->p< -^^^V- 2 f-''i'7°a - 2 - If 7 j > 

lt> 

5 (39) 2' - (4 -7 4 v'y V j.^,)L-7 ^ -4- ( (2, 2-vV 

-^;i/7"n tf jiv^^ -f ;L ) - 2 - if 7 x-;!/-:'; >g5, 

(40) 2 ' - ( 4 - T < > y 7 X 7 ^ / > f-/l ) - 4 ' - ^ h ^ V - 4 - 
( ( 2 f-^i^7°o tf;n -f - 2 - tf 7x^;i/*;i'd^'>?g, 

(41) 2' - (4 -7 ; > y 7ir.,»l'7^ ^ ^-T-;L) - 4- f {2-;^'^)\y'f 
10 uii;H -Y^) - 2 - tr7 x-;L ;^ ;l'.-^'>|g, 

(42) 2' - (4-7$>'y-^x^^-7^y^-?";n - 4-1 (2->f-;l^7° 
aif;i/) -f^) - 2 - t:7x:::.;i:^f;i' -1^>f^, 

(43) 2' - (4- (N^'-b Kndrv7 = v7) 7 x ---;^7 ^ 7 ^ ^;^) - 
4- ( (2 -^f-^l^ yn ti;n :;?7 vu/^-t ^ ;b) - 2 - kr7 x :^ 

15 (44) 2' - (4- (N^-H Kd:^>7^ v7) -y x.-)Vi] J^^) - 

4- ( (2 -^■^'-'V'ya tf;i) i]}V?i^-i)V) - 2 - tf 7 x * 

(45) 2 - ( 4 - ( 4 - 7 ^ 7 X :^ ^ tl 'J v > - 3 - ^ 
-5 - ( (2 -p'f-^i 7"D * 'i^^<^-f ;i) ^c,t#fit> 

(46) 2' - (4 -7 ^ >'7 "7 x-;1':^;L'M'^>|' ;n - 4 _ ti 
20 •i';L'-2 -if7x-;i*^-t*>^. 

(47) 2' - (4 -7^ >V7x-;l/:/;;U/^'-t-f -4- ( 

v-2, 2 - f-^i'7'n t:;!^) :^ ;b) - 2 - ii*7 x > 

It. 

(48) 2' - (4 -7 ? ->V 7x-;l/:^;UA?^ ^;i.) - 4- ( (1, 2, 2- 
25 h ^ f-^i^7°D tf;i/) * ^i-vn-^ ^ ;i/) - 2 - tf 7 x-;l-* ;i/;K>^. 

(49) 2' - ( 4 -7 ^ >"y 7 x-)U:^;UM'-^ ^ ;l/) - 4 -^>f-;l^*;l'''<-^ 

^ - 2 - tr 7 X )v fj y 
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wo 99/41231 PCT/JP99/00622 

(50) 2 ' - { 4 - y i ^-^ ^ - ^'^'-^J )l 1' > - 4 -^--^ V tJ 
-f ;i " 2 - 7 a ^ ii/ :0 )l > 

(51) 2' - ( 4 -T ^ > 7 7x-u ;i '^-^ f ;l ) -4- ( (1, 2-v> 
-^;uynl:i;iO *;iy<^-fat - 2 - .r. --^ ;l- :^ 

5 (52) 2 ' - ( 4 - 7 ^ >' ^ 7 j-::i;L JLyx^- f Jl) - 4 - ( ( (IS) - 1 

(53) 2 ' " ( 4 - T ^ ^ '7 X -fj )i i )i) - 4 - ( ( 3 , 3 - v ^ 
f',;i/7^-^ii') -J^; ^i) - 2 - i-:'7 j: ;i^K>^. 

10 (54) 2 ' - ( 4 -7 5 v7; '7x-=-.;L * n f ;i' ) - 4 - ( ( ( 1 R) - 1 

(55) 2 ' - ( 4 - 7 5 v / 7 i ^ ;l M'-^ -f - 4 - ( ( ( 1 S i - 1 

15 'l^'"K> |^. 

(56) 2 ' - ( 4 ~ 7 ^ V ^ 7 X }l ij )l / Y Jl- ) - 4 - ( ( I 1 R ) - 1 

- JU;^'> J^. 

(57) 2 - (; 3 - ( 4 - 7 5 V 7 7 -X ^ ^ ^ -f V v > - 4 - ^ ^l^) 

20 -5- ( (2 -^f-^^yu^^^^) 

(58) 2' - (6-7^ v .^ev v> - 3 - -f;l) - 4- ( (2->^Jb7'n 

(59) 2 ' - ( 4 - 7 5 V ^ 7 X ^ ;l ^L. ^ <^ f ^l- ) - 4 * - ;^ h + > - 4 - 
( (1, 2, 2 - h V ^ f-^i^ yn li'^L' I ^jJL yN^Y^l^) - 2 - 7 * 

25 ^^'t:>fg. 

(60) 2 ' - ( 4 - 7 5 V ^ 7 X :^ ;l Ti; ;t < ) - 4 - ^' ( O S ) - 1 

- V y '^^yi/- 2 , 2 f-^l/7n ^ * ^ ^l- ) -if'^^x 
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wo 99/4 1 23 1 PCT/JP99/00622 

(61) 2 ' - ( 6 - 7 ^ > y > - 3 - ^ Jl iJ ^ /^^^ i A ) - 2 - ( ( 1 , 
2 , 2 - Y ^ 'T- T'n \£ ) :/j ;i/ / < ^ -f - 2 - li' 7 a. ;i/ :^ ;i/ 4^ 

(62) 2' - (4 -7^ > y 7x::i;L/;;i-><^-f ;H "4- ( (l-^Ji^'-K^^ 
> - 2 f'-'l' 7'n tf;!.-) iDVA^iiv) - 2 - "7 a ;i' Ji/^K >|^, 

5 (63) 2' - f 4 -7 ^ > / ^'/A^^-^ f ^U) - 4- ( (2-*^l-'^'^ 

>jL-f-;l/) i])V><^A}l' - 2 -kf^ J. -=.;l/^;;l/+'> IK, 

(64) 2' - { A -T J y x.=.M] A r'^^ i )l) - 4- ( ( 3 - * ^l^^i^^-t 
v-yntf;!/) fj)\y^^^^)V) - 2 - If 7i--;i. -^A -t:>f^, 

(65) 2' - (4 -7^ •>'-^7x-;L:i!7;W>^ - 4- ^ (5-757-^ 
10 y-^^v) i: )V.>i^^ - 2 -if7i-;i':^;i-*'>^. 

(66) 2' - (4 -7 ^ y7 7x-;i/j;i'AV-^ < A) - 4- ( (tf^'jv'v- 

(67) 2' - (6-7^ -yyii'J v>-3-^ 'l'*;L"i'-^ -f 'I^) - 4- ( (2 

15 (68) 2' - (6 -7^ vV tf 'j V > - 3 ^l':^^!^^^-^ 1' ^l^) -4' 

^v-4- ( (1, 2, 2 - h V ^^Jl'T'nti;!/) i])V^<^^)V) -2-\L 
7x-^i/:^;;i'4^>^. 

(69) N-kiKn^v-2' - ( 4 - 7 ^ >V 7x^-;i * ^l/^^^ ^ ;u) - 4 - 
( (2 -^f-^i^ya ti;^) :^;i/^<^-'< ^L') - 2-t:7x-;U :^;;i/#^^j-5 F\ 
20 (70) N-):i Kd^v- 2 ' - (4 -7 5 vV 7x:i;b*;i//^"-^-f -4' 
-^h^v-4- ( (2 -^f-;^'/nn';b) jl/z-c^ Y -2-t*7x^ 

(71) 2- [4- {A-7\V J-J :L=-'>\'i))\^>'^^iA) -3-tf'Jv;W] - 
5 - [ (1, 2, 2 - b 'J ^f-^l-T'nt: ;!/) 
25 (72) 2 - [2 - (4 -7 5 vV 7x-jU:^;l'yi"-t i';l) - 6 -y f-^l'-S - 
kfUviV] - 5- [ (2 -y^;^y^ i;;i/) * c^- -f 
(73) 2 - [2 - (4 - 7 ^ vV 7x::i;l/:^;l'/i'-^ -f ;i/) - 6 3 - 

liVv;U] -5- [ (1, 2, 2 - h 'j y ^i-^D h";L/) * ;L/y-^-^^ ;u] $ 
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wo 99/41231 PCT/JP99 00622 

(74) 2' - (4 -T ^ ■:7x:^)L-:/;;l/<^ f ;L 1 - 4- -1, 1 - V ^ 

}i -7'a \i )l fj ;l /s^: ^ IV ' - 2 - i - 'i- * ^t. l^' > ftj, 
(75 1 2 ' - - A -T li' ' i: A J i'-^ -f Jl i - 4 - [ ( 1 ( S ) - t 

5 _ -/--f- ji, _ 2 - ^ h ^ V ;l ;K- ) )V ^ v-Tr f ;L ] - 2 - l^' 7 x - 

(76) 2 ' - * 4 - 7 ^ 7 X :^ ;L / Y ;L "i - 4 - i 2 , 2 - v > ^ 
a- -: - '7 a ^ -'^ ii/ ^ ^ -e )U ) - 2 - 7 x - .'L * ;l ;K > fg, 

(77) 2 ' - i 4 - r < ; ' ' X ^ ;W 1" A > - 4 - < 1 - f 7 h° 
jQ 2 - A ii-fo ]£)V-n )V '^.^ ^ A) - 2 - t:'7x-;i':^;;i-'1^>-^< 

(78) 2' - ( 4 -7 ^ >' ^ 7x-;l- ;L-i - 4 - [ ( 4 , 4-->'^ 
-f-;i/-t^7 7>-3 (S) -f;!-) - 2 - ii'7 x-;i':^;^4^ 

(79) 2 - [ 2 - ( 4 - 7 < >V7 i 7"; ;U f ;l i 3 - M <) v;P] - 
15 5 - [ ( 2 - ^ ^l' 7'n 1^71- I ' <^ f )V] ^c.l.ll'ISs 

(80) 2 - [2 - (4-7^ > 7 7i - A f 'I'l - 6 - > -J-^I-' - 3 - 
ti'Jv^i] -5- [ (3 -l; Kn:^v^-7-;b-2 , 2 - v 7 "/n If 

(81) 2- [2- {4 -r < -7 :i.-}ifj 01 } -3-ti'iv'^] - 
20 5 - [ ( 1 . 2 . 2 - b 'J 7 f-;u 7'n \£ )i) i: iVf<^ < ;L. ] 

(82) 2' - (4 -7^ V /7xr-jU:^;^M'^^;i/) - 4- [ (1 (Ri , 2, 
2 _ }. ^ ^^uyn tf;H :^ Y - 2 - 7 x ^ :^ ;i/'-K>^> 

(83) 2' - (4 -7 5 vV7x-jU:^;u^<-^^;u) -4-[(l (S),2, 
2 - ^ f-;l. 7'n 7:7 'I'/N'^ Y ^P] - 2 -V^*7xr.;l :^;;l/.-K>|g 

25 (84) 2 - [ 2 - ( 4 - 7 ^ V y -7 J :z ]V i]A >'^^ i 11} - 6 - 7 - 3 - 
- 5 - [ ( 2 , 2 " 7 ;i/ T'n ii;L- ) * ;L ^ ;u] 'ic,&#?g, 
(85) 2 - [ 2 - ( 4 - 7 = > / 7 X ^ Jl/ 1 -f ;i. ) - 6 - h ^ v - 3 

-H'';v;t'] - 5- [ ! 2 -7 -/-iuyu h*;!/) ^A'/N'^-f ;l 1 
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wo 99/41231 PCT/JP99/00622 

(86) 2 ' - ( 4 - r < > J 7 :l s:- )l ^ )l) - 4 - {] - .^ h^-yi: 
;b;Kr- )i V ^ V ^ y ^- )V i: )i 4 M - 2 - If 7 ji — ;U7ff >|^, 

(87) 2- [4- (4 -T ^ >V 7i:^;i--:^;n^'^"^-1' -3-t:V>Ji-]- 
5_ [(1 (s) -t: Kn^rv^f-Jl-- 2 -,'<f-A-7°u tf;b) * 

5 

(88) 2 - [ 2 - ( 4 - T ^ >■ y 7 X r-^ ;L f - 6 - ^ - 3 - 
liMv^b] - 5- [(1 (S) K^^->>-?^^^- 2 -/f-;^7"^lf;^) 

(89) 2- [2- (4 -7 5 vV 7x^;r:/j;i/A'^'r;u) -S-if'jv)^] - 
10 5 - [(1 (S) -11 Ko:^->y 2 -.^f-;i-7'D 11°;^) 

(90) 2' - (4 -7 ^ vV 7x:::.;i/:/;;i/y^"-^--^ - 4- [(2-^h4^-> 

15 (91) 2 - [2 - (4 -7 ^ vV 7 ir-;l ^ ^l-) - 6 - 3 - 

-5- [ (1 (S) h^->*;u^'^;V-2 -;<^;i'7'nli;l') 

(92) 2 - [4 - (4-75-yV7x^;b* jUys'^ -i" ;U) - 3 - V v^I^] - 
5_ [ (1 (s) b ^v:*;^.-^-;!/- 2 f-;i/7°n tf;i/) 

20 ;^] $1#®?> 

(93) 2' - (4 -7 5 vV - 3 Kn^v7i-;i'*;l'>'<^'<;l-) - 4 - 
(2 -;^f-;i'7'nt:;i'*;UM'^^;i/) - 2 - tf7x-;^*;V''-K;^^. 

(94) 2' - (4 -7 ^ vV - 3 - t Kd:^->7x^;1'*;U/<^ -f - 4 - 
(1, 2, 2 - h 'M ^^l-'/n e ^L') - 2 -b' 7 j.-;^:^;;^^^ 

25 

(95) 2' - ( 4 -7 5 ->V 7x-;L'*;L'/<^-^ -4- (1, 3-v'>^-^ 
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wo 99/41231 PCT/JP99/00622 

(96) 2 ' - ( 4 - T 5 > , ' 7 X 'I H / ^ ^- -f ?l ' - 4 - { 2 . 2 - >" 
)l- - 1 { R ) - V n ^ y -J- )U :^ ;l- > v-T- f .'U ! - 2 - b' ;L- :^ ;K 

(97) 2 - [2 - ; 4 -Ti ■:' ^ ■^;JL '^^--f il) - 3 - 1^° 'J v'n] - 
5- [ (1 (S) - 7"; A - 2 - ^ -/-.'i^ ya -tj )V -i A-] 

5 #at. 

(98) 2 - [ 3 - ( 4 - 7 ; >^ 7 X ^ ;l ;L f ;L ) - 2 - 7 'j ^l^] - 5 

- ( 2 - ^ ^L- 7° u ;L' * }V ' > ^- i" A I -fx K , 

(99) 2 - ' 2 - i 4 - T ; : ' ' 7 x -;i A '\==t i ;i- 1 - 3 --fi-- n-] - 
5 - {2~ -1-)\^rfi] iJ II f Ji- ) 'fxJd.^^. 

10 (l(X)) 2' - (4 -7 5 -:'7-'x-)U7';;l A^- -4- [ ( 1 - ;^ h ^ 
V ;u>i^'- - 1 - ,^ f- )i -"^ f- ;i- ) -^j )i '-^^ i Ji] - 2 - if 7 x ^ A- -/j )V 

(101) 2' - (4 -7 ^ v'^ ^ ■7x^;^y;;w^■^ ) -4- (1 (S) - 
^u-^^'^v- 3 -?-;i/7'f-;u* )U) - 2 - t: 7x:::-;i'/;;i'*'>^, 

15 (102) 2 - [ 2 - ( 4 - 7 < >" y 7 X :i )L * A / < ;L j - 3 - \^ 'J ] 

- 5 - ( 2 , 2 - > ^ f-n -7"n ^' ;w ;^ < ;u '^£i^tjg. 

(103) 2- [2- ( 4 -7' ; v'y 7 X r- )L )l. f JL ■) 

3 _ t; ij _ 5 _ ( 2 , 2 - >' ^ ^l- "/o I: ;^ :^ ?^ ^ ;i ) ^Itl^??. 

(104) 2' - (4 -7 ^ V ^ -/xr.;b^;)l fA ) - 4- (2, 2->^ 
20 f-^i^-l (S) -v^n^^f-A-:^;!.^^-^ - 2 - t: 7 x > 

^> 

(105) 2- [3- ( 4 -7 ; >V 7x^;l.'* n < JL-) -2-f-J^-;i-] 
-5- (2, 2 -i^' ^^-'^-f^^^'^i} >^ '^"^ i )\') 

(106) 2- [2- ( 4 -7 < >V 7x^)1 :^ < 'I- ) -3-f--X--;U] 
25 - 5 - ( 2 , 2 - >" -7- ;Wu l; ;U ;l ' ;^ f ;l ) $.iM|=fg. 

(107) 2- [4- I 4 -7 ; >V 7x-)l -^J ;l 'N'-t Y.'Lj - 3 - ti' 'J >' -'l- ] 

- 5 - ( 2 , 2 - V -/-^l- ■T'D tM'.:'; JU/s-^ < ;l ) 
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wo 99/41231 PCT/JP99/00622 

(108) 2- [2- {A-T^y x^=-)li))l-rx^i )\,) _5_y--F;L-3 

-5- (2, 2 -V )V) 'Ic^Mfk. 

(109) 2' - {A-T J -7 )l /^^-i }V) - A' -7^7-4- 
(2, 2 - ^^I'-Zn - 2 - ir:*7 ji:-;!^:^; ;u?t^">|^, 

5 (110) 2- [2- (4 -7 < > V 7a-^;i^;i/?^ Y 1 -5-.^-r-;V-3 
- 5- (2, 2 f-;i-yu ti;U:^;i//-?-tf ;b) 
(111) 2- [4- {A-7 -'y y.=-)Vij)V^<^i )V) - 2 - A- - k:° 
V^v^-S-^;^] -5 - (2, 2 -V *-1-iV-ftJ\i^Vti )l><^i }V) ^- 

10 (112) 2- [2- (4 -7 ^ V ^ 7 x^;L'*;i a;^ ^ ;u - 6 - -^f A- - 3 
-li'Jv;!'] -5- (1 (S) -^)V:i\-^^] y ij A:Y^^}i - ^ - / -f-jvy'^iv 

(113) 2- [2- (4-7^> ^7x^7l^yj;L><^<JL) -6-^-f;l'-3 

-t:Uv;i/] -5- (1 (S) 2, 2 - >^ -?-;i^yn tf 

(114) 2- [2- (4 -7 ^ >V 7i-;l'*;l/vs-^ Y -g-^f^c^v- 

a-ii'jv;^] -5- (1 (S) h^v^^;i^-2. 2-v^f-;i'7'n 
11 ;i/ ij -i )V) $,t#^. 

(115) 2- [2- (4-75 v/-3-7;W:tD7x-;U:^;b^<-t l';l-) - 
20 ^-M-)\^-Z-\i')VlV] - 5- {2, 2 -v^f-;l-7°oi;;i/*)l//<^^ 

(116) 2' - (4 -7 5 7x-;l'*;V/'^'-^'r;P) -5' -75 /-4- 
(2. 2 - vp< ■^;L'7'n 11 ;L'*;uyC-^.Y;i-) - 2 - tf 7x-;i * ;i';K>?t> 

(117) 2- [2- (4 -7 5 V / 7x-;^:^^;^/^'^-1';^) -6->f-A-3 
25 -h°'Jv;u] - 5- (1, 1, 3, 3 -f- h 7^ f-;^7'f-;^*;i-^^'^-f 

(118) 2- [2- (4 -7 5 v / 7x^;^*;^A^^-r;l') -5-^^;l -3 
-l;°Vv;l/] -5- (2, 2 --y^-^)b7'o li;b>^7;l^M^-^ ;L) 
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wo 99/41231 PCT/JP99/0062: 

(119) 2- [2- ( 4 -T ? v" ' "^ir-n -I'j f )l : - 6 - h ^ > - 
3-\^')yil] - 5- i [5- ; 1 - ;< f -2. 2->'^-/-A> 

(120) 2 - [2- ( 4 -7 < >y 7i-n -^j ;l '<-t f )l 1 - 5-^h^>- 

5 3-i;'.iv'L] -5- [1 (5) - (4--■!^^^rv*)^--K^;^t-t-»j-v*-;^ 

(121) 2-- [2- ( 4 -7 ^ V 7 7i:^;L ;L /N^- -f ;L) - 6 - h ^ v - 
3 - U > ] - 5 - [ (1 ; S I - N - t K a ^ -> * )L /<^ )l ) - 3 - 

^ f - 7* 'L * ;^ ^ ^ ^ -fi' ] 'ic .Q,lr . 

10 (122) 2- [2- (4 -7 5 V y 7i:::.;l *7L ^C^- < ;l) _ 6 - h v - 
3-t°Uv'l] -5 - (2, 2 -i-^'^f-A 7"n n ;Ui -4-^ 

(123) 2- [2- (4 -7 ? i"y 7x:i;l ■/; JW;-t < )U -6-^b+>- 
3-tfUv;L] -5- (1 (S) -l; Kn^> ^ f-;!^- 3 -y ^f'l'7'-?"ii-* 

15 -l" ;i ! - 4 -;<f-;u^,|.fffig> 

(124) 2- [2- (4 -7^ ->'y 7i::^;l-*;l->'<^ Y ^l-) - 6 - h ^ > - 
3_l/iJv-;U] - 5_ [ (4, ^ -i;/^]i:f^yyy-2 (S) - ) 

(125) 2- [2- (4-7^yy'7:^.=.)iiJ^^<'^i)i) - 6 - b ^ v - 
20 S-liVv'a] -5- (1 (R) . 2, 2 - h 'j /-f A 7°D ^ 

(126) 2- [2- ( 4 -7 5 V ^ 7i -;l ;l.M'^ ^ - q - < ]. ^ - 
3-\£']vil] - 5- [ (1 (R) - 2. 2 -->';< -^^ > iJ' n ^n: > f- ;m 

25 (127) 2 - [2- (4 -7 ^ > / 7i-;l^f; 'U/^'^ -T )H - 6-^h^>- 
3-t''J>''ij -5- [ (1 (S) -^f-;i-75 y y-7-;L-3 -y-f ^L'^f- 
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(128) 2- [2- (4 -T 5 ->V 7 r ;n -6-^h^->- 
3 - tf U - 5 - [ ( 4 , 4 - V ^ - 2 - :t ^- V -f ^ V 7 ^ - 3 ( S ) 

(129) 2- [2- (4 -7 ^ >V 7x-;i-:^j;i'^^^ f ^i') - 3 

5 -5- [ (1 (S) -r-t1-)lt^v/i-)V- 2 , ■>-y/-f')^-/^^)^) 

(130) 2- [2- (4 -7 ^ >V 7i-;i'/;;w<^ f ;v ) -6-;>«h^->- 
3-li'jv;i/] -5- [ [4 -*;P*'^v-4 - (2 - ^■f-^L'- 2 -yn^ 

10 (131) 2- [2- (4 -7 5 >"y 7x:^;i^5^;;i'/-i^ - 6-;'h^v- 
3-t°';v;^] - 5- [1 (S) - [N-p<^^l^-N- ( 1 5 7-xf-;i/) 
T 5 y ^ f- - 3 - ^ ^L- 7'f- 

(132) 2' - (4 -7 5 vV7i-;l/:*;l'/<-^^';H - 4' -7 57-4- 

(1 (R) , 2. 2- h 'J;^f-;i'7'oi;;i/:^j;u/^^ -2-if7x-;i/ 

15 

(133) 2- [2- (4-75 v77xr:;l/:^;;lvf^r;u) -6->b+v- 

-5- [ [1- (1 5 yo:.-?-;!') - 4- (2-^f-;^y 

(134) 3- [2- (4 -7 5 vV 7x-;i/:^r;i/y?^ 

20 S-li'Jv;!'] -6- [ (1 (R) , 2, 2 - h 'J y ^;i'-/n h°;i/) 
^-f;!/] -2 -li'V v^^^i'^-K^^, 

(135) 2- [2- (4-7 5>'V7x-;l':^^;l/'<^l';l^) 

3-n°'Jv;i/] -5- ( t -7'f-;i'*;i/^<^'r Ji/) 

(136) 2- [2- (4 -7 5 vV 7x^;i':^;u/s-^i';i) -6->b^v- 
25 3 -li';v;l'] -5- (2, 2, 2- h V;^nDa:^;l.:^;l/7N'^^;l/) ^,1, 

(137) 2- [3- (4-75 v77x^;U:^;i//<^->f ;u) 
-6- ( t -7'f-A-*;!//^''^ ^ ^i-) -2-li'j 
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(138) 2 - L 2 - ( 4 -7 V ' X -,'L-:t; n /N-^ f il) - 6 - h -"^ v -- 
3 _ ij - 5 - 2 , 2 , 2 - h 'J "'^ + --^-T- A -^J ^'-t- 'f ^1/ j 

(139) 2 - [ 2 - [ ( 2 - 7' ^ v: 'I i. > > - 5 - f ;l ' * yU^-t f ;l ] 
5 _ 5 f,:^->- 3 - ti° ') -5 - (2, 2 '<-/-'l^7'n If jL:^;.a 

(140) 2 - L 2 - ( 4 - T = y -7 x -:- :^ ;i- f ;l ) - 6 - ■< h ^ - 
3-l;°VvJV] -5- [ [1 :S) - (2 - Tl / ^-r- 'I' - 3 - ^ -f- >i 7' 

10 (141) 2- [2- (4 -T $ -:y7x^;i/:/;;L /x-^ I",)!.) - e-v'h^-:- 
3 - tl°',J > - 5 - [ ( 2 . 2 - > ^ f-;l-'- 3-1^ yn^iy y'n ti'.Jl/i 

(142) 2- [2- {4 -T i i' ^ y A's^ - 6 - ,^ h ^ v - 
3-t:"'Jv;i.] -5- [ (2, 2 - )l-y'^ i:]l"<^^<l] 'i^-.^M 

15 

(143) 2- [2- {4 -T i V -7 3.=-)lf] < - 6~^Y^>- 
3-li"'J>;i-] -5- [ ( (1 -11 Kn^>v(-f •> n 7*f • 'L- ^ ^ ) 

(144) 2- [2- (4 -T < v" 7 x::i;l- -f ;l) - 6 - f ^ v - 
20 3 -fc°'Jv;l/] -5- [ (2 - 2 -b Kn^v ;i/ 

(145) 2- [2- (4 -T < V "7 xr.;]/:^ -I" -e-.*h^i'- 
S-ii'Jv;!'] -5- [ ( ( 1 -t: KnJr>'p<i^;i') v P'^>f-;b^ 

25 (146) 2 - [2- (4 -T ; >- ^ -7 i < - 6->fh--^>- 

3-t''J>'^l-] -5- [ ( 2 -7°n 2 - t Kn^>'^ f-;l^--<>-f;i- ) 
*;W'x-^ ;i] $.t§S?, 
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(147) 2- [2- (4 -T ? vV 7i^;L < -6-^b^>'- 
3-tfVv;l'] -5- [ (2- ( 2 f-;l/ya t:,)l/) -2-tKo^>> 

(148) 2- [2- (4 -7 5 vy 7i-;L- f;!") -6 -;^h4^>- 
5 S-liVv^l'] -5- [ ( 1 - I; Kn + > y v'.^' n^>-?-;i/) 

(149) 2- [2- ( 4 -7 5 vy 7i-iL :^;w^'^- f;!/) -G-^h^v- 
3-t:'Jv;i'] -5- [ (1- (2 -y f-^7°D t:;i') -l-t:Kn-tvy 
-i^^i'- 3 -y ^;i^7'f-ii') 

10 (150) 2- [2- (4-7^ v77jL-;W;;W(-t -6-y h-+v- 
3-ll'Vv;^] -5- [ (1 (S) - V^^'y^^)i) - 2 (S) 

(151) 2- [2- (4-7^->V7i-;i*;u^<^ -6--i-h^>~ 
S-li'jv^l'] -5 - [ (1 (S) -^yy'v\£)U-3-T< /•fv}£}V) 

15 *;i'/-?^-r;i'] 

(152) 2- [2- (4 -75 vV 7x^;L':^;1//x'^ -6--i-b^>- 
3-1i';v;l'] -5- [ (1 (S) - (2 -7$ ya:f-;w) -3-yf-;l-7' 

(153) 2- [2- (4 -7 5 vV 7x::-;l.-:f;;l'/?-t •< ;P) -6--ib^v- 

20 s-\£')l/)i^] - 5- [ (1 (S) - (2 -75 -2 (S) -y 

(154) 2' - (4 -7 5 i>V 7i-;i':^;;l'v;-^^;p) -4- [ (1 (S) - 
*;l/.t'^vy f-;!^- 2, 2 -v y f-;i^7"n h";!/) - 2 - t' 7 

25 (155) 2' - (4 -7 5 vV 7i^;i':^;b><^-l' ;p) - 4- 
V D'^>f-;i/* ;i/>'-?^^ ;i/) - 2 - kr7 x ;i 
(156) 2' - (4 -75 vV 7i^;l/*;l'VN^^;U) -4- [ (2-*^l^'-K 
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(157) 2- [2- ( 4 -7 ^ ■: 7 x^;L JL .'v-T- f - 6 - ^ -f- )l ~ 3 
-5 - [ (1 (S? -■^;u.-K-1-->- 2 -.^-f A 7-nvi°il-) ij )l 

5 (158) 2- [4- (A -T li" y 7 j-=-Mj )l'<^ i >l'\ - 3 - ll' U >'";L ] 
-5 - [ (1 (S) -fj^t^^'y-Z-Z-f-sl-^'vidii) ;l] $ 

(159) 2' - ( 4 -- T ^ v" V 7 J.- 'I * ;L .'i^ f - 4- [ ( 1 - * ;L -t- 
^i/- 1 f-;i-if-;n - 2 - x-;l iU^-K>|^. 

10 (160) 2- [2- ii -T I > ^ y Jl'^<^ i >l) - 6-:^h^>- 

-5 - [1 (S) -- ( 4 -■^;^L.-K^->f ^-^^v'-.'t-- 2 - ^ 
;b) - 3 f-^i'-7'f-;i ) ^.Q^-nm. 

(161) 2' - iA-TlVy-^ x.^)lij)lr<^.i -4- (2, 2->^ 
f-;L'->^5' a^'.y^ili} Jl il) - 2 - k'7 x - ,.'l/7K> jg, 

15 (162) 2' - (4 -T 5 i-'.^ ; - 4- [ (N-^f-il-' 

-N- t -y^^i'T < 7) *;^/^^ 'f;^] - 2 -e7iJ^;L-p^;u;K>^. 
(163) 2- [2- (4 - 7' 5 v7 7xr.;l,*;l.;N'^ f )U -6-^f-;U-3 
-5 - [ ; 3 2 -7'-rr-;i. ! tiiV/<^^iV] 

20 (164) 2' - (4 -T^ >y 7x^;i':^;;i-''<^ 'fJL') - 5' - 4 - 

(2, 2 - f'-'^T'u b'ju* ^ ;i) - 2 -bf7x-;u?';;U'-^*>^, 
(165) 3- [2- ( 4 -7 5 -yV 7x:^;i.-:^7;U/C-^ Ol ) -6-><h^>- 
3 - t; 'J ->';U] -6- [ ( 1 - f 77^0 l;"^!^- 2 - ^ i^'l^ya ti)l^< 

25 (166) 2 - [2- ( 4 -7 ^ / 7x-;L < ;l ) -6-7 

3 -t; 'j ->';l-] -5- i 1 (S) - t Ka^> 7 -7-;L - 2 , 2->'7f-;L' 
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(167) 2' - [ (2 -T5 vV- 5 -kf 'J ij}U/<^-()V] -i' -/ 
h^v-4-[(l (S) -t KP^v^f-;b- 2 , 2 - f-^i/^n if;u) 

(168) 2' - [ (2-7$ v;b) -4 - [ (1 
5 (S) Ku^v^-f 2, 2 -v^f-;^7'D - 

2 -ti7x^;i'*;i/4^'>^. 

(169) 2- [4- {4 -r ^'J / y Ji:^)V-f} 11) - 3 - -y'Ji^] 
-5 - [ (1 (S) -li Kn^v^f-;l-- 2, 2 - v ^ 7°t:7 ;P) ;U 

10 (170) 2- [4- [ (2-T$ vV-5-t°U->0l/) fj )V] -3- 

- 5- [ (1 (S) Kn:^>^-f ;^- 2, 2-v^f-;i^:/n 

(171) 2- [2- (4 -7$ vV7i-;i/*;b^<^^Jl') -3-if';v;i'] 
-5- [ (1 (S) - 1 KD^v^f-;!/- 2, 2 - v.--* ^'U'yn t:;i/) :^ >]/ 

15 ^^"■t^Ji'] 

(172) 2- [2- [ (2-7$yV-5-li'Jv;^) * ;U] -3- 

-5- [ (1 (S) -b Ko^v^^;i'-2, 2-vp<f-;i'yn 

(173) 2- [2- (4 -7$ vV7x:^;l/*;^/^'■^^;^■) -6-^-^;i^-3 
20 - 5- [ (1 (S) -t Kp^->,?« f-;l'-2, 2-v>^;uy 

(174) 2- [2- (4 -7 5 ->V7i-;i':*;i'^'C-t^;L') - 6 f-;^- 3 
-tiMv^l'] -5 - [ (1 (S) -H Kd:^v^ f-;i.-3 -^f■;^7'f•;^) 

25 (175) 2 - [2- {4 -7 I'J y y )l^/<^4 A') -6-^h+->- 

3-t^';v;^] -4-/^;^-5- [ (l (S) Kn^v^ f-;l.- 2 , 
2 -■>'^-5";^-/nii;l/) :fj)l;<^^)l] 
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(176) 2- [3- [4 -T ii' / '7' x^Jl-^J i III - 9 -- ] 
" 5 - [ (1 I S ) - h K D 4^ X -/- >l~ 2. 2 - > / -f- Jl- 7'D t' ;l ) ij )l 

(177) 2- [2- (4 -7^ -y,'''xr.jl.f;;l.'v^ f iL; -3--f.x-)L ] 
5 -5- [ (1 (S) - H Kn:^ -> f-n- 2 , 2 - i-.^ "f- )l- -/ ^ ^ )\- ) * 

(178) 2- [2- ( 4 -T 5 7 ;l ,1 -6-.>«h^v.- 
3 - t: v^u] - 5 - [ (1 - V: K a + -> ^ -/- .'L - i - x h ^ ■> t A -1^'-- A 
-3-^^)1^ -/'J- ^.z •< ] ^-.t'H^lg. 

10 (179) 2- [2- [N- [4 -'f- / y -]<i - ;i -7-)lij )l /^^ 4 

>\y] - 6 - h ^ V - 3 - t: ') V 'I ] - 5 - [ (1 i S ' - l; K n ^ V -J- 
iu-2, 2 - >■ ^ ^ 7* P ti' ;l ) <^ f ;^] 

(180) 2- [2- ( 4 -7 ^ >■/ V i < ;l. :■ - 6 -j- Y - 
3-\£')V)V] - 5 - [ (1 I S ) - H K o ^ > ^ f- (I - 2 . 2 - >' ^ f- ^l- 

15 ynii;i.) *;^/s^'f;^] i:-,|.#ft$, 

(181) 2- [2- (4 -7^ V''/7i-;L':^;U^i'-t^;L) -(3-<V/ab' 
;i/:t + v-3 v^W] -5- [ (1 (S) - KD-if v><f-;b- 2, 2 
-v^^;i^7'a ii;w) Y A ] 

(182) 2- [2- (4 -75 vV7i:=.;b:/j;L/'<^-f 

20 -li'jv;H - 5- [ (1 (S) Ka-t->^ f-;i- - 2, 2-v^f^A 7' 

(183) 2- [2- (4 -75 V ^ ;H -6-;^h^-:- 
3-tf'Jv;U] -5- [ (1 (S) - (2 -li Kn^> J^^^b) -2, 2- 
->Vf-;l7'nii';i/) ;^;i//N*^ gcl#(^, 

25 (184) 3 - [3- {A -Tl V ^ :x.=-)Vi] )V)<.^^ )V\ - 2 - "f- J- - -'l- ] 
-6- [ (1 (S) - Kn^^vv f-A'- 2 . 2 -> ;U7'n * A- 
/ <^ ^ A] - 2 - 'J V y-f: At: y (g. 
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(185) 3- [2- (4 -7 ^ vV 7i-;l'* JUAx-T-i' ;!-:) -6-^h^>- 

3-if';v;u] -6- [ (1 (S) -ti KD^v ^-?-;u-2, 2-v^f-;t 

(186) 2- [2- (4 -7 ^ vV 7x^;i- *;i/<^ f ;i) -6-;^h^>- 
5 3-l^°'jv;l'] -5- [ [1 (S) - (2 Ka:^vxf-;^;f7;^^<-^ ^ ;^) 

(187) 3- [2- i2-Tlvy-b-}:l')v)i^fJ)l^/^=e4 -6-^ h 
+ 3 -tf 'J -6- [ (1 (S) - t Kn^rv 2 , 2-> 

10 (188) 2- [2- (4 -7 ^ 7i^;l. *;l.vc^ Y;H _6_v~/^;i.7 
5 y - 3 -t" 'J -5- [(1 (S) t Kn^v^ 2 , 2-> 

(189) 2- [2- (4 -7^ 7ji::i;L - e--fh^> - 
3-ti';v;u] -5 - [ (1 (S) -H Kn^v y 2, 2 - v ;^ f- A- 

15 -/at";!/) 

(190) 2- [2- (2-75 vV If'j ^ v^-S-^;!') * ^ 6 
h^v-3 -e'j - 5- [ (1 (S) -t: Kn^v^ 2 , 

(191) 2- [2- (4 -7 5 vV 7x^;i/:^;;i//<^-i' -6-7°n5^"^> 
20 -S-liVv;!/] - 5- [(1 (S) -t Kn^>'^f-;i/-2, 2-v^f- 

7l'7'nkf;i/) *;l//N'^-i' jl/] $,t#^, 

(192) 2- [2- (4 -7 5 vV 7x-;i^*;i//>'-^ < -e-^h^v- 
3-liUv;i'] -5 - [ (1 (S) , 2-k'7>l; Kn ^ -> ^ 2 - ^ 

25 (193) 2 - [2- (4 -7 5 vV 7-r-^;L':^;l^^^^ -6-J^h^->- 
3-tfVv;l'] -5- [ (1 (S) . 2 -tfXli Kn:^v^f-;w- 2 -y ^ 
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(194) 5- [2- ( 4 -T ^ > / 7 iL ;l 'C^ l' ;L ) -Q-.^Y-ry- 
3 -tf'j - 2- [ (] (Si -I; K'J^v ,^ 2 , 2 ~ i-' < i- H- 

(195) 2~ [2- ( 4 -7 ^ >'y 7 x-U f n I -6-.'-^h-^>- 
5 - 5- [ (1 (Si Knap •>.;<■?- ;l - 2 n7*D k° 

(196) 2- [2- ( 4 -7 ^ > y 7 J A rn i -6--X-h-1^>- 
a-tfVv^l-'] -5- [ (1 (S) -\i h'^ ^ y -f-n- 3 . 3 i'^i-A- 

10 (197) 2- [2- { 4 -7 ^ > / 7 x-Jl- * f ;i I -6-;^h-tv- 

3-t°';v^l^] -5 - [ (1 (S) -11 Kn^->^ -3, 3->''<■?-^^ 

(198) 2' - {4-7<vy7-i-^)lfjil'<'i:'()l] -4' -bKu^v^ 
f-;i--4- ( 2 -f-'i^T'n h" Y A) - 2 - 1:7 ai iit' > 

15 

(199) 2' - (4 -7 5 vV 7a:-;l/:<; ;i/) -4' -tKn^v;^ 
f-;i.-4- (1, 2, 2 - h V ^ f-;L'7'n tf )l/'<^-^ ;U) -2-tf7x 

-;i/*;i'^*>Ks 

(200) 3 - [2- (4 -7 5 >' ^ 7i-::^^l'*;l''<-t'f ;H -4->h^v7 
20 x^;P] -6- [ (1 (S) -t Kn^> pJf^^p- 2, 2 - i^'^i^yn b° 

^l') fj )\^^<^4 - 2 - 11 'J y >:^;l'*'>K. 

(201) 2- [2- f 4 -7 5 V / 7 x:i;i/* Y ;i. ) 7i-.'U] - 5- 
(2, 2 -v^f-;i^yn t:;i/*;u/(-t^;L-) - 3 - 7 7 > * ^l-*'>IS> 

(202) 2 - [2- ( 4 -7 5 >'7 7 x-ji.*;i./N'^ ^ jU) _ 5 - ;^ [- ^ v - 
25 3 -lf';>'';W] -5- [ (3-7^y-i (S) - t -T'f-^i^ynif)!.) :^ 

(203) 2 - [ 2 - 1 4 - 7 5 y "7 X - ;U * )U/N'^ -f A ! - 6 - > h ^ > - 
3-11 'J v^l'] - 5- [ (1, 1 - H'X H Kn:^ V -;-;L-- 2 - y -f' L 7'u 
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(204) 2 - [2- (4 -T ^ >' y 7 J- '^'^-f - 6-;'h^>- 
3-^l';v;^] -5- [ (4- (2 ^i^ya -4-e^'j->V) 

5 (205) 2 - [ 2 - ( 4 - 7 < > y 7 X - jl- * ;U ^ _ g _ ^ :^ > - 

3-ii°'ivi^] - 5- [ (2 -T ^ / - 3 ;^7'f-;i') ;L'] 

(206) 2 - [2- (4 -T? >"y 7-c^;U*;l-/;-^^;1/) 
3-ti'Jv;U] - 5- [ (1 (S) - (4 -7 5 y 7'f-;^*;ws-^^;i/) - 

10 3 -^-r-;^7*f-;^) $,|.#(t> 

(207) 2 - [2- [A -r ^ y y 7 j^^Jlt! )\^) -6-;^h^>- 
3-ti';v^v] - 5- [ (3-75 / -2, 2 - vy-:^;^7'^lf;^) 

(208) 2 - [2- (4 -75 vy 7i-;l-*;i/A<^ ^;l/) 

15 3-t°';v;^] - 5- [ (3-75y-i (s) - t ii 

(209) 2 - [2- (4-75>V7x-;i*;L'/<^'f - e-J^h+v- 
3-iiVv;i^] -5 - [ (4-75 y-1 (s) - t - ^ )^ 

20 (210) N- KD:3rv- 2 ' - ( 4 - 7 5 v 7 7 x ^l'/^'-^ -1* -4 

- [ (1 (R) , 2, 2 - f 'J y f-^i'^D *;i/A-^-r;b] -2-tf7 
i - ;U*;l/.-}eir-9-5 

(211) 2* - (4 -75 vV'-^>v^l/t^v) -4- ( 2 - ^ ;V 7"n If ;i/ 
i^jL-y^^^;!/) - 2 -k:7xr.,)i/:^;i/;K>^, 

25 (212) 2' - (4 -7 5 vy^^>v'l' + + v) -4- (1 (S) -tKn^ 

i/^-7-P-2, 2 -V ■f)^-:f'o\£)\/i] )\^) - 2 - br7 x - ;u 
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PCT/JP99/006;2 



(213^ 2 ' - ( 4 - 7 5 > / > >■ ,'l t -t V- ) - 4 ' - - 4 - ■; 1 ( S : 

- h K n ^ -> ^ jl- - 2 , 2 - y ;b 7°u i; ;b ij lU c-t --f '1/ ;. - 2 - tf 7 

(2141 2' - ( 4 -T ^ >' >' 7 x-;L 7 = y ^ (Ui I - 4- (1 (S) - 
5 KD:^-y^-?-;b- 2, 2 - > ^ Y ;n -2-tf7j: 

(215) 2- [2- (4 -7 5 >y 7x^;l/7^ y ;'<f-;u - 3 - l^°'J ] 

- 5 - (2-^-7- /I- 7/ n If ;i/ / ^-^ -f ;i. ) 'icil#IS> 

(216) 2- [2- (4 -7 ^ v'y 7i-;l/7 ^ y p< f-?L 1 -6-^f-;l--3 
10 - ^ 'J -"i^] - 5 - ( 2 - y 'l-'T-n * f ;L ) i^J.^SS, 

(217) 2- [4- (4 -7 = >'y 7i^;^7^ y ^-f Jl-) - 3 -11 'J ->';!-] 
-5- (2 -y-f ^L-7'nii;l/:^)U/<^^ A) 

rtLfbcoy f■;^J^XT^^^ x-f ;bxy;-f Ji-xx-r ju, -^-nfjto^f^ 



8 . ^t^m\ 

(1) 2' - (4 -7 5 >'7 7x^;L'*;i//<^'f;L') - 4' -/■^)i-2-}£ 
7i-;w*>'i-4^'^^> 

(2) 2' - (4 -7 5 v'y 7x-;i'*;i^/<^-i' -4' - ( (1-*^!.^+' 
20 ^ i/- 2 -y ^i^T'o - 2 - t:'7x:^;U:^;i/>-^'>'^, 

(3) 2' - (4 -7 5 >'y 7x^;i/:^;i//<^-f Aj - 2 - 7 x A 4^' 



(4) 2. 3-VI1KD-2. 2-->'y^Jl--5- (2- (4-75->V7x 
-;u*;i//'<-t^;b) 7x^;i/) - 6 y*7 7 > A '-K>|g. 
25 (5) 2' - ( 4 -7 5 v'y 7 x^;i/* A) -2, 3-t:7x^;i-y 

(6) 2' - (4 -7 5 >y 7x^;i/7:7;i''N'^ -fA 1 - 6 -y 2 - 117 



15 
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wo 99/41231 PCT/JP99/00622 

(7) 2 ' - ( 4 - 7 ^ >V 7 J - ;i- * ;b/ ^ ii ) - 5 - ^ h ^ > - 2 - k' 

(8) 2' - { 4 -7 ^ >V 7i:::-;L* ^ ;l ) - 4 - h ^ v - 2 - If 

5 (9) 2' - (4 -7? >V 7 j-^;L':^;U/\X-^;1) - 6 b -^v - 2 - 
7 x-ii/f;;!--'-^^ '^, 

(10) 2 ' - ( 4 - 7 ^ >• y 7 X ^ ;i :^ ;i / -f ;u ; - 4 - K n + v - 2 - 

(11) 2' - (4 -7 5 > y 7x-;l'*;Wx-t - 5 -ti Kn^v- 2 - 
10 kr7x-;U:^;b4^>lK. 

(12) 2' - (4 -7 5 >y 7x-;U:/;;i'A(^.i';H - 5 -y -T-^l'- 2 - t:7 

(13) 2' - (4-75> /7x^;u-^;i./?-^<;U) - 4 - y 2 - 7 

15 (14) 2 ' - (4 -7 5 V / 7x^;i - 3 - t Kn:^v- 2 - 

i; 7x:^;l-*;u*'>^. 

(15) 2' - (4 -7 5 V y 7x^;i'*;i'/N'^ ^ -4' - y f-;!^- 5 - 
D n - 2 - lf7xr:;l/* 

(16) 2 ' - ( 4 - 7 5 y y 7 X - ;l ) - 3 - y h ^ v - 2 - 1' 
20 7xr.;L/;^;i/#>Bg, 

(17) 2' - (4 -7 5 v'y 7x:::.;i/:^;;i/yN*^-i' - 4' -yf-;i'-4-y 
h -1^ -> - 2 - If 7 X ^ ;i. .-}?>^. 

(18) 2 - (2 - (4 -7 5 v'y 7x-;^:^;;^/^'^'1' 7 :t z^ji) - 1 --f 
7^ ]yyij)vt'y m. 

25 (19) 2' - (4-75 vV7x:i;L:^;1.v?^^;1,) -3-y^;l--2-t*7 

(20) 3 - (2 - (4-7 5 vV 7x-;L':;^;i/>'^-t-f ;i^) 7x-;i-) - 7 - y 
h 4r V - 2 - -i- 7 ^ > * ;l- '-K >®^, 
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wo 99/41231 PCT/JP99/00622 

(21) 3- (2 - { 4 -T < V J^^^lt! Jl^'^i^ i -yj^^^.^l) -5-.^ 

h V - 2 - '^ 7 ^ u > ^ )i' -K >' 

(22 ) 2 ' - M - 7 ^ > y "7 -r, * ' ^ ^ f .^L- 2 , 4 - 7 i ^ A > 

5 (23) 3 - f2 - ( 4 -7 ^ v-7 -:^n f ) a. ^ ;^ ) -6-.-^ 

b V - 2 - + 7 ^ U > * )l 'K >?g. 

(24) 3 - f 2 - ( 4 - 7 ^ V 7 *7 X H * ;t / f }l ) "7 jn ;U ) - 8 - 
h ^ - 2 - V ^ U > 7 ;L >'K > 

(25) 2' - ( 4 - 7 ^ v' y '7 7 H- ; f ;l ) - 3 ^ 4 y y ). ^ ^; _ 

10 2 -tf 7i^;i-:^;^^+'>fg. 

(26) 6 - ( 2 - U - 7 ^ >' ^ 7 X ^ 7 ;L ^ ^ ^ •< 1 7 ^ ) -1,2 
- > f- b > V + ^ V ^ > ^' > - 5 - * A-i^V?^, 

(27) 2' - (4 -7$ v.y -^x-n 7^l'>'<^ f -4' 

15 (28) 2 ' - ( 4 - 7 ^ > 7 "7 X - ;i 7 ji r{:^ 1 _ 3 _ 7 7. ;h 

(29) 2 ' - { A - 7 ^ y y ^ )l i )l) - ^ ~y 2 - ti' 
7aL::i;l/y^;;V'K>'fg. 

(30) 2 ' - ( 4 - 7 ^ v*7 7 7 A'/<-^ f A ) - 4 - ( 2 - > b + > :^ 
20 ;1/;K^^I/-:L"^ .^1^) - 2 - 7 x ^ ;U 7 >BJ, 

(31) 2' - (4 -75 v77xr.;l'7;l^<^- -4 - (2-><h^v 
f^v) - 2 -b'7x^;l•7;^'7^*>fi^. 

(32) 2 ' - U -7 5 V y 7x^;i7; A/^-t f ;u) - 4 - h 7;U:t n y h 
^v - 2 - If 7x^;^:^; A;K>®f, 

25 (33) 3 - ( 2 - ( 4 - 7 5 >V 7xr-;l/7;b^N^ ^ 7x^;^;) - 8 - ( 2 

(34) 2' - (4 -7 5 7*7 J. 7 f ;ii ~4- ( (-YvyuifU 

7;L/7K^ j^) 7 5 /^f-A) - 2 - ^i7 J 7 ;i'>+'>fg^. 
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wo 99/4 1 23 1 PCT/JP99/00622 

(35) 2' - (A -7 5.'J y y ^ )l) - 4- ( ( 2 - -f ^L- 
nli;L) :A)Vy r'^^ - 2 -k:7x-- ;b*;i/,-K>(^, 

(36) 2' - (4 -7 ^ >V 7x:=.;l. f ;i) - 5 -- DO - 2 - t'7 

5 (37) 3 - ( 2 - ( 4 - 7 < >• ^ 7 X - ;l. * ' 4 )V) y - 2 - -f 

7:^ U >*;U;K>fy?. 

(38) 2 ' - ( 3 - 7 ^ V / 7 X - * ;ws^ f }i ] - 2 - tf 7 X - ;u:/7 

(39) 2- (2- ( 4 -7 ^ >• ^ 7 xxjl- -f 7x:::-;b) ''r 

10 (40) 2' - {4 -r / 7 )l i )V) \Ly JL-)V- 2 'i't 

(41 ) 3 - ( 2 - ( 4 - 7 ^ V >■ 7 X ;W; ■1' ;l- ) - 4 - -f 7 x - 
^1/) - 2 - 1 7 ^ U > * Jl/ ;K > S?, 

(42) 1- (2- ( 4 -7 5 >■ 7 x^;i- ;L) 7x-;i') -2-i- 
15 7 ^ ^I'^K^Ig, 

(43) 3- (2- (4-7^vy 7x^jl.:^;i/y'f^^;b) - 4-^ h + v7x 
- 2 --f 7 P> :^;;i''t'>i^. 

(44) 3 - ( 2 - ( 4 - 7 5 V 7 7 X ^U/n'-I- ^ )V) - 4 - 7'ni '"K^ v 7 

x^;i^) - 2 -ty 9 l yfj 

20 (45) 2 ' - (4 -7 5 7x^;U:^;i.A?^-f - 4 b D- 2 - 1:~7 
x^^l-^/V^'V^, 

(46) 2' - (4 -75 v/7i-;i/:^;b''?-t-f;i-) - 4 - ^ 
7 5 7 - 2 - If 7x^;1/*;L'*'>(^, 

(47) 2' - {4 -r i 9 y y Ji^^ilfj )lr<^ ^ ]l) -4-^nn-2-If7 
25 x::^;l/*;l/.-K>^. 

(48) 2' - (4 -75 ■y77x-A;^;;i.A;'-^^;l) 1^-7 j, jb- 2 - ^ ;l-g^ 
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wo 99/41231 PCT/JP99/O0622 

(49) 2 ' -- [A-Tli'.'-yj-:^ )i )l / ^ ^ f /'I ) - 5 - — h n - 2 - If 7 

(50) 2 ' - ( 4 - T ~ > 7 -/ i -fj !l i )l) - ^ - ;< -f- )V7 / / ^ 

5 (51) 2' - {A -T ^i-'.' y j^sLjiij i )i\ - 4 ^'yi^ 

!l < h ^ -> - 2 - l^' 7 X - ;l :^ >l- -t- ^ 

(52) 2 ' - ( 4 - T ^ > ^ X ;l ys^ f ;U . - 4 - ( 2 - (> h + v 
;< h -1- •> ) X h ^ > ) - t' 7 X 11' ij )V ;K > g,?^ 

(53) 3 - ( 2 - ( 4 - T ; 7 X - 'I- ^; ;i/ 'n'-^ -f 7 x - ;l/ ) - 5 - ^ 
10 h + v ^ h^v- 2 -t7 ^ U > /7 )l.;h:>ftg. 

(54) 3- (2- ( 4 -T 5 V / 7 X < 7x-;l^) -8-;^ 

(55) 2 ' - ( 4 - T ? V ' 7 X ^ ,)l / -f - 4 ' - T 5 y - 2 - If 
7x:::-)l/-^;;l'?K>K, 

15 (56) 2 ' - ( 4 - 7 ^ > 7 X n 71; ;L / < j - 4 ' - ^ n □ - 2 - if 
7 X — Jl/:'; ^l^'-K^^v 

(57) 2' - ( 4 -7 5 v 7x-n':^ Y ) -4' - (2-^h^-> 

(58) 2' - ( 4 -7 ^ V 7x-;l--^j;u/x'^ -f^L-) -3' -^>v;^t^v 
20 - 2 -t:*7x^;i/:^;i/'1^*>^. 

(59) 2' - (4 -7 5 vV 7x:::.7L* Jl-M'^t Y;!-) -6' - ;^ -771^ - 2 - If 

(60) 2 ' - ( 4 - 7 ^ vV 7 X ;l :^ Jlv ^ ;l ) - 5 ' - ;^ f7L- - 2 - tf 
7x^;i/*;b.-K>^, 

25 (61) 2' - ( 4 -7 ^ ■>'/ 7 X ;i :^ /L /^^ ;H -4' -^77'Dtf;l^- 
2 -tf 7x:^;w :^;L'4^'>K. 

(62) 2 ' - ( 4 - 7 ^ y 7 X ;l- :^ Jl/ A-t < ;U ) - 4 ' - t - 7'f- ;L- - 2 

-If 7x^;i/;^;u;f:>g^> 
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wo 99/41231 PCT/JP99/00622 

(63) 2' - (4 -T5 >V7i^>'l'*;l'V<T- f ;L') -4' "Xf-;i/-2-t' 

(64) 2 ' - ( 4 - 7 ^ V y 7 J. ^ )1. * f ;n - 4 ' _ ^ }, df- v - 2 - 

117 

5 (65) 2' - (4 -T^ v'y 7i-,'L:^;;l-A?-t f )l ) - 4' - vTV-2-li 
7 j:.^;V7;;i^'-K>?^. 

(66) 2 ' - ( 4 - T ^ V / 7 i - )l. :^ .'I- / f ;H - 5 ' - ^ h ^ V' - 2 - 

(67) 2' - (4-7^ -yy7i-)l*;l.'--t f )H - 6' -y h^v - 2- 

10 tf 7 X ;L';K>?^. 

(68) 2 ' - { 4 -r < 'J 7 JL - A / ■! IV ] - 5 ' - ^ n D - 4 - 
-^^u- 2 -tf7x-;i':^;u4^*>^, 

(69) 2 ' - { 4 - 7 5 y y 7 i - ;L7; ,)l / <^ -f JP) - 4 ' - ^ h ^ v - 4 - 
y -J^;!/- 2 -tr7x-;i/*;b:^'>^. 

15 (70) 2' - {4 -7 y 7 A r<:^.-i 11) -4' - >■ ^ f-;!/:^; 

■t^;!/- 2 -bf7x-;i/*;b^-^'>^, 

(71) 2' - {4 -7 ^i/ y 7 )V) - 2, 4' -br7x-;b 

(72) 2' - (4 -75 y / 7x-;p* n-/;-^ Y '1/) -4' 
20 f 2 -tf 7x-;i/:^;;i'>-K>^. 

(73) 2' - (4 -75 vV 7x:^;P*;t/C^ -f -4' - / ^ )IT ^ ^ ^ 

(74) 2' - (4 -7 5 y y 7x::i;U* ;i /v-t - 4' - (2-tKn^ 
vxh^v) - 2 -l:7x-;i/:^;;i/.-K>j^, 

25 (75) 2' - {4-7^V^7^::-)Vi})Vr^^i)V) -4' -7)V^U-2- 
H*7xr.jU*)l/7K>^, 

(76) 2' - (4 -7 5 7x^;L'*;i./<-t -4' - (2-y h^v 
-xh^v) - 2 - t:7x^;i.:^;L'--K>f^, 
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wo 99/41231 PCT/JP99/O0622 

(77( 2' - ( 4 --T li ,' -"^ X * f ^i- -4' - h 'i 7 ;u >j- n ^ 
h ^ > - 2 " li' V J. -r- )i -tj rK > (g. 

(78) 2 ' - I 4 - 7 ^ ' ^ 7 - - ;l. * A /^-t f ; - 4 ' - I ( ^ h ^ v * 
iL .-jf jl/^ f-;l/) - 2 - if "7 x a- * ;L > (g, 

5 (79) 2 ' - 1 4 - T < i-' ^ -7 i ^ n- ;l < .)l ) - 4 ' - { ( 1 - ^ ^ ^ 
V';'7;1/.-K--;L - 2 -7i ::-;Ui-7-;L-) * f - 2 - 7 x - ;!/ 

(80) 2 ' - I 4 - 7 ^ -:- > "7 X - n ;i. V i )\) - 4 ' - -I- b V * -'1^ '1^' 
-tf7 i-'l i} )\y^^y^, 

10 (81) 2' - I 4 -7 ^ >^ -^x^A Y ;i.) - 4' + 

(82) 2 ' - U - 7 ^ ^ 7 X - A f U ) - 5 ' - ti K n ^ -> - 2 

(83) 2' - (4 -7 ^ > 7x-;l f^i- ) - 4' -7*n-t-2-t:' 
15 7x^^l':^; 

(84) 2' - (4 -7^ >" ^7x-;v:^?;w<-t-^;i'! -4-7'nq:--2-ii7 

(85) 2 ' - ( 4 - 7 ^ > y 7 X ;l f ;L' ) - 3 ' - ^ h ^ v - 2 - 
tf 7 X - -i^^K^K?, 

20 (86) 2 ' - (4 -7 5 > / 7x^;l 7 5 7 ;< -fA) - 2 - Vf 7x--'l'*;l^'-K 

(87) 2 ' - ( 4 - 7 5 ^ 7 X 7 5 y ^l-) - 4 ' - ^ h + v - 2 - 
tf 7x-;i':^/;i/'-^'>'Fg. 

(88) 2' - (4- (N-- t --/b+v ;^J^'-^'-;^:^-^1^■>7 ^ vV) 7x- 

(89) 2' - (4- (N- -X h^v ;^;U-^'::i;U7 < -y ') 7 x ^ ;U * 
^ Ji') - 2 - If 7 X ;i * ;i >ft5> 
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wo 99/41 23 1 PCT/JP99/00622 

(90) 2 - ( 2 - { A - T I 'J y y y Jli] i]yr.^ )l) bf 'J v > - 3 - -i" 

(91) 2' - {A -7 j-~)i-iJ )ir^^ Oi') -4- (3-^f-;l-7*h 

5 (92) 2' - (4 -T ^ 7 -f - 4 f-;L'T 5 / f- 

;u- 2 - If 7i^ii/*;l'^-K>!^. 

(93) 2' - {4 -7 5. y y y - 4 -fJ y Y ^ 
v- 2 -^7 j-^;i':^;i.-'t'>!^. 

(94) 2' - (4 -7 5 V ^ 7 I";!.) - 4- (2-tKo^v 
10 :LV^y) - 2 -\^7 x^Mj )]y^y:ym. 

(95) 3- (2- {4 -7 i V 7 7 jL^)lfj }V'<^ i 7i — A') -5-t 
Ku^ V - 2 -■^-7:5' V > * yL'*>^, 

(96) 3- (2- {4 -7 y 7 x.=.)lij jly^^^ -i )U) 7 -%-\L 

15 (97) 2' - (4 -7 ^ >'/ 7x-;P*;l'/<^-f ;H -4- ( (2"-^f-^l^7' 
ni;;i/) 7?7^f-;l') - 2 -kr7xr.)l/:^;l/,-K>^, 

(98) 2' - (4 -7? v/yx^;!/*;^/^^ -3' -V;Kd^v-2 
-e7x^;i':*;v?l^>|^. 

(99) 2' - {4-7 J7 xz.)\,ii)\,)%:^-i )V) -4' - ( (^Jl/^-K^v 

20 - 2 -if7x-)L':^;i/;}^~>^, 

(100) 2' - (4-75 vV7x^;i/*;uy^~-^^;P) -4' - ( {\-f])\^ 
j^'^v- 2 -7x:^;l/xf-;U) ;U/n'^- f ;i/) - 2 - If 7 x 

(101) 2' - (4 -7 5 vV 7x-;i/*;l./<-^^;l/) -4' 
h^v- 2 -l;7xr.;i//j;u;K>'^, 

25 (102) 2' - (4- (N^ -t Kn^vT^ vV) 7 x-;i/:* ^ ;u) 
- 2 -if7x^;u:^;i'^-K>K. 

(103) N-HKn^v-2' - ( 4 - 7 5 vV 7 x ;b/^-Tr Y -2 
-e7x:^;i':^;i''-^'^-9-5 K 
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wo 99/4 1 23 1 PCT/JP99/00622 

(104) h'V ^i- -y, - :^ 'T)l- 2' - (4 -T ^ >■/ 7^.-=-;l 7^;i./< 
1" Ji/i - 2 - i^' 7 i - A ij )i ^:^'^y ^ K\ 

(105) N-)^KD^-:-2' - (4 -T I y / 7 jL->\yi3 Jl^^<^ )l) - 'i' 

5 (106) N- Kn-ir-: - 2 ' - ( 4 -T A >y 7 J-^U* -f ^U) - 4 ' 

h :^->- 2 - li'7i::-^U:^ ;l -t:^-^|- ^ K\ 

(107) N-li Kn-t-: - 2 ' - (4- (N ^ -x h ^- -> :^ ;i 7 ^ ) 

7i-'L * Jl'^'^^ -f ) - 2 - If "7 J. -^y iL;K^-^ < K 
(10«) 2' - ( 4 -T 5 >"y 7x---;L'* it a;-^- Y ,)L ) - 4-75 7 -2 -k' 
10 7 

(109) 3- (2' - ( 4 - T 5 >" / 7x^;i. 'l/z^^-i" ;U) lf7x^.'L'-2 

(110) 2' - (4 -T 5 >y 7 -TM - 4 - ^ 
'U-T 5 7 - 2 - If 7 i ;l. * ;i, > ^, 

15 (111) 2' - (4 -7' 5 v"7 7 jL-::^;i/:*;i- < ;l I -4' - ^ -f -'l A' --K 
-)iri 7 - 2 -e7i--;u*;i-^f^'>^. 

(112) 2' - ( 4 -T 5 >-7 7 j.-;^*^ '^^-f ;i ) -4- ( (2-^f-;i' 
7*0 t: 'U;K:=-;i/) 7 5 7) - 2 - 1; 7 x ju.-^'^g, 

(113) N-k:Kn^->-2' - (4- (N ^ - t K a ^ > 7 5 v^V ) 7x- 
20 - 2 7x^;u:^;t/'-K^-9-5 

(114) 2' - (4- (N^- (2-7'n^^;i.) t^i/iJ ']^^'-)ir iiy ^) 
V ^.=.]Vi] iVJ^^^i }V) - 2 -lf7x^;u*;i;^'>|g 

(115) 2' - (1- (4 -7 5 v7 7x-;^7 5 7) - 1 - ^ h v * 
r.;i/^f-)i/i - 2 - If 7 x-A :^ ;L'*'>'|^. 

25 (116) 2' - (1 - (4 -75 >77x^;i75 7) - 1 - f-;!/ ^ 
-< ;l' ^ f - ;L- j - 2 - tf 7 X - :^ ^t- > K . 

(117) 2' - (1- ( 4 -7 5 > 7 7x^;L'7 5 7 1 - 1 - -> 7 7 7 ;l ) 
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wo 99/41231 PCT/JP99/00622 

- 2 - If 7 i:=-;i'*;i^'-K>|^, 

(118) 2' - (1- [A -7 W J y y.=.)V7 I J) - 1 f- 

)V) - 2 - tf 7i-ju*;i^*'>|^. 

(119) 2' - (4 -T 5 vV^> -y;bt-t->) - 2 - i; 7 x^;b:^;;i--K>^, 
5 (120) 2' - (4 -7 ? vV 7x::^;1/:/;;L-/s'^ -f - 2- (-rhvy'-;!^ 

--b-4)\^) \£i :i-=-)\y • ^ ^ y 7.1\^^^y'^ 

(121) 2- [2- (4 -7 ^ vV 7 f -e-^-^'A -S 

- tf' j V ^l'] - 5 - ( 2 , 2 - >■ ^ f- 7°n ;L' t ^ > * -K- ) 

10 (122) 4- [2- {A -7 1 3--)l-n )V?-^^i }V) -G-^-^;l'-3 

(123) 4- [2- (4 -7 5 v'y 7x-;^*;i/<^-f ) -6-;<h^v- 

(124) 2- [2- (4 -7 5 >y 7ir.;L'*;t//N'^ < -g-^f-apv- 
15 3-lf'Jv;i/] -5- [1- (2, 2->p<^^l^ynlf ;H rb7V*-;u- 

5--r;^] 

(125) 2- [2- (4 -7 5>V7x-;^*;^/^■t1';^) 
3-t°';v;i/] -5- [ (2, 2 -vxf-;i/y^;i/;^-:3f V) :^ >f 

20 (126) 2' - (4 -7^ vV 7x-;U:^;L'^N'^-f ;l) -4 - (3-^f-;^7* 
f-^W^jUj}^'-;!/) - 2 - tr7x-;i'*;i/:K>^, 
(127) 2- [2- {A-7\VJ-7s.=-)\^ill\^n^i)\^) - 
3 - V V - 5 - [ ( 2 - 7 5 y - 2 - 1; K n ^ ;b - 3 - ^ ;^ 
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wo 99/41231 PCT/JP9<»/00622 

9. 

(li 3- [A -T i. V -7 ::=-A-f] '--.^ ^ ]l] - \ - \£ :l =- )l -f] !l y 

(2) 4- (4 -T^ -yy ■7i:^;i, /;;L-/s:t^ a ) - 3 - tf "7 j ;i ;L- ;L > 

5 

(3i 3 ' - ( A - T \ > -y J- -Mni > f ^u;' - 2 - li' j- - 'l ■t' 'i' -K 

(4) 2' - ( 4 -T ^ v" y7ir.A *JW<-Tr r jU) - 3 - l^' "^J ^t-^t' 
10 (5) 2' - ( 4 -T ^ > y -7 j:-;L-:^;;Wn^ .< ;H - 4 - j- ^1- >!- 

(6) 2 ' - ( 4 - 7 ^ 7 V i / >• y f- ;l- ) - 4 - ( (2- ^ il- 7°n f 
)l. ) 1j jl/) - 2 - tf 7 J. - * ;i- ;K > 

(7) 2' - vy -4- ( ( 2 - ^ f-.-'L yn 
15 t'^V') * ^u^--?-^^ ii^) - 2 -t:7ji-;i-*;L.+'>'(g, 

(81 2' - (4 -T^ >V7i-;l'i-^-;l-) -4- ( (2 -.•<f-;l-7'n 
;i. ) - 2 - li 7 x ;u * ;i > Sf. 

(9) 2' - (4 -7 ^ vV 7 x^;i/if--;i ) - 2 - t' 7x:::;W; a.'.-K^'^, 

(10) 2 ' - { ( 1 E ) - 2 - ( 4 - 7 ^ 7 7 X - -x-f - 4 - ( ( 2 
20 - ^ -r-^i'-T'n - 2 - l;*7x^;b*;i/.if >g5, 

(11) 2' - ((IE) - 2- (4-7^>'/7x^;P) 0.-^:^)1.) - 2 - e 
7xr.)l,-;^;U.-i^>^, 

(12) 2' - (2- (4 -7 ^ v'y 7x^;U) :x-^ )V) - 4- ( (2-^^;^ 
7'nii'i'-) - 2 - H 7x^n 

25 (13) 2' - (2- (4 -7 5 v'y -^x^;i/) xf-;i/) - 2 - kf 7 j - )L' * ;U 

(14) 2 - [ 2 - ( 4 - 7 5 vV 7 J y * -> ^ j^'.-K-;!.) - 6 - y h -r > - 3 
-t°V>yl'] -5- [ '1 (S) - Ko^-> / f-;u- 2 , 2->'y-^^i'7' 
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wo 99/4 1 23 1 PCT/JP99/00622 

5 10. 

(1) 2- (3- (4 -7^ >/7i-)i/:*;i''i'^ -f ;i ) ■fy^i'y-'i-^ 

(2) 2- (3- {A-7^V ^7 :L^}Vi}prs^^ }V) ty 9 - 2-^ 

10 

(3) 2- (3- (4 -T ^ vv/ 7xJ^)i/:^;u/';'^-^ A ) t7^'l^>-2-i' 
J^) -5- ( (2 -;<f-;i^^Dt:;i/) 

(4) 2- (3- {A -r ./ -7 jV/'i^A )V) - 6-^h^v-f7 
15 (5) 2- (3- {A-7^i/ -7-^h^v-f7 

(6) 2- (3- (4 -7 ^ V./ 7x-;l'*;i//N-x-^ -5-^h^v-f7 
^ - 2 - ^^l-) 

(7) 2- (3- (4-75 v/7x-;l/*;l'^^~^^;Lj t7;^U>-2--f 

20 )v) -5 

(8) 2- (2- {A-7^V y>y jL=.)Vij)V^<=E4 )V) -fy 9 vy - I --i 

(9) 2- (3- (4 -7 5 y y 7ji-;L';<;;Uy<-^^ t7^^>-2-1' 
- 5 - y h^->?c.i#^, 

25 (10) 2 - (3 - (4 -7 5 vV 7x-;i/*;u/\'-^ ^ ;u) 7 U >- 2 - ^ 

(11) 2- (2, 3-vl;Ko-2, 2 -vy 6 - (4 -75 ->V 7i 
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(12) 2 - ( 5 , 6 , 7 , 8 - T- h -7 K n - 3 - ( 4 - T ;i : • / -^t r- )l/ 

(13) 2- ( 6 - ( 4 - 7 ^ V / 7 X - jb;/; ;l/.'<^- W > .-v' > - 5 - ^ ) 

5 (14) 2 - ( 3 - I 4 - 7 ^ > / j^=-)Vi] JX'/'^^-i >l '^ - 8 - ^ h ^ v + 7 
U > - 2 - ^ 1c,i.l?ftt, 

(15) 2 - ( 6 - I 4 -7 5 i' V "7 X- a- -/jA -f ;l I - 1 , 2 - > > 

v' :^ ^ > -t' > - 5 - -f ^L' ■ 'HMM^. 

(16) 2 - ( 3 - ( 4 - 7 5 >• y 7 X ^ ;l- }Vrs^ ^ A ) - 8 - K o ^ -> 
10 y ^ vy-2- < )i \ 

(17) 2 - ( 3 - ( 4 - 7 ^ V / -7 X - Jl' * )VJ<^ ^ )V) - 5 - ( 2 - ^ 
V X h ^ i/) -t- 7 5^ 1/ > - 2 - ^ ) 

(18) 2 - (3 - (4-7 5 V y^xr-.'L -^^vv^ f A ) - 5 - ti Kn^v-f 
7'5' L^>-2-^;L ) 

15 (19) 2- (6- (4 -7<> 7""^x^;L:^;l--r<-^ -f ;L ' - 1 -^OvJl/t^ 

(20) 2- (5- ( 4 -7^ > y 7x-;i*;u/<-^ - i - --<> >-;i/ ^ 
-> y ^ y V4 I fV- ;u - 6 - -I" $.tfl^^, 

(21) 2 - ( 6 - I 4 - 7 ^ V 7 7x < ;l ) ^> :/7 -7 > - 5 - 

20 

(22) 2 - ( 5 - I 4 - 7 ? V > 7 X - ^l- ;^ -f ;L ) > V*7 7 >' - 6 - 

(23) 2 - ( 3 - ( 4 - 7 5 V / 7 X Jl'7 5 7 ^ f-;!' ) -f 7 ^ U > - 2 - 

25 ( 24 ) 2 - ( 3 - ( 4 - 7 5. v 7x-;U7 5 7 ^ f'-'H -^7 <' b > - 2 
;n -5 - ( (2 ;^ ^ ^i$c,t^Sx^ 
(25) 2 - ( 2 - I 4 - 7 ^ V 7 X - ;i/ * ;L7-i;^ ^ ;i- 1 ^< > + 7 x > - 
3 - ^;^) 
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(26) 2 - (3 - (4-75 i/ J 7 jL=-)ViJ - 5 h^v^O 

(27) 2- ( 6 - (4 -7 5 vV 7x-;i':/;;i'/<^-f -^>X-f = ^V'-;i^ 

5 (28) N-t Kn^v- 2 - (3 - (4 -7 5 7x-;i^*;i'Ax'^^' ;^) t 
7^'Ix>-2-'1'>i^) - 5- ( ( 2 f-^l^T^u t:;i/) ;bys"^ -f -'w 

(29) N-t Kn:^ V - 2 - (3 - ( 4 - 7 5 v 7 ^ - ^l-* Y ^l-) 

7:5' lx>- 2 -^>'^) ^>X:^;i/.i^'^'^f 5 h\ 
10 (30) N- t Kn^v- 2 - (3 - (4 -7 5 >' / 7i--'l-p^;l-^<^ 'f A ) t 
7^ b>- 2 -^-'l') - 5 h^v-^>X:^;;U4^ + -»t-5 K\ 
(31) 2- (6- (4 -7 5 vV7x:^;i/)f;;i//<^ -fv^/'j^-?- 

15 #t4:S, tfzU^tih<D:^mi^r-him^<Dmmn^BWLcoit^^o 



/L^ ^ # ^ jflit <7)^ ct i>V S i± r^^^l o 



^S)M«5^ (t.i*.'i:^^a^. r-'^^mi^^) . m^m^ 
m mmm. mm^) . mmmM^. MmMm^^. AirfaMiii? 

^•^y^^Wik(DnmMiSXJl^^^^ (percutaneous 
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transluminal coronar>' angioplasty ) t fz'd^l £jM liUf^/S^ i0i ii; ( percutaneous 
transluminal coronary recanalization) ^k(0'f}f^'M^^ i- (f U^J^' . i^9\-WM^<^iill 
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